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(57) Abstract: Fused cyclic compounds represented by the following general formula [I] or phar- 
maceutical ly acceptable salts thereof and remedies for hepatitis C containing these compounds: [I] 
wherein each symbol is as defined in the description. Because of having an effect against hepati- 
tis C virus (HVC) based on an HCV polymerase inhibitory effect, these compounds are useful as 
remedies or preventives for hepatitis C. 
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(5 9) i//U-^°D(D^^< t t>— OjJS-(CH a ) t -NR a22 R a23 0S-fB#tt, 
(2 9) !3*4<£>iit)-Cfe3 0 ) tfcD, R a22 &T/R o23 <©4>&< 4: 1>{BT*L/5>— ^J^v 
7 5/ SXIi Cl-6 7;P^r^7 5 / S"Cfe5 (29) 7bm (51) ©v^-fftfl^flB 

^b^^na 1 75S4flg^^7 i pm^-^-^A/-e^5^^n«^fe5 (29) 7b 
^ (51) (z>v^^^^ia«cQ^#^^xf4M^±rF^$tLS^©^ 0 

(6 1) 2- [4- (3-^o*7xy^v') :7ac=/l/| - 1 - ->^ n^df 
2- [4- (3 — ^ P * 7 * y ^-i/) 7i=/l/] — 1 — i/# P^^iX/W^y 

1 - %/# P — 2 - (4-t Fc^i/^s-zV) ^<^y 5 — /V- 

5 -#/V#^^A-^;*-7VW (HlfgM3h 

2- [4— 5 - ^ D C<y v : ;ktdrv') ^ai^/I"] -1— v"^ 

V^^xs/V^l/V 4 %W^-)V- 5 -^/P^^^^^/^^^/V (^JS0»J4), 

2— {4— [2— (4 — ^ P p ^ct^/U) — 5 — ^ P P^^vVl^^ ;X] -you 

— l — iy? P^3rv<vw<^>V 5; ?^J—)V— 5 — ^/V/K^-gg^^/i^^'r- 
^ OHW<]5k 

2- {4- [2- (4-^oti7x^;V) - 5 — ^ p P^^^/V^-df-v'] ;7;c 

- 1 P-s^f-^^^ /V- 5 (»|6), 
2- [4- (Z-yn^-S-n^f-^y^^) 7x-^] -1-v- 

^ n^^v'^yy^ 5: y^—jv- ivjf^WL^^^^T-fr (MMM 7). 

2- {4- [2- (4--^ P P !7:x.^/l0 - 5 f=¥^^^v>/^dr^] 7 

2- {4- [2- (4-^pp^^— JU) - 5 — p< h^i/^^v 5 ^^"^^] 7 
1 - p—df-vvl^- 2 - {4- [(E) - 2 — :7 31 =/Vfcf =/V] 7 =.=^As} ^ 
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^y^f 5^^-^- 5 - ^;^y|fexf ;n^f^ (MMMi OK 

1 2 - {4- [(E) -2-7i=/Hf=^] 7i=;U} ^< 

;u-5-$ ^ ism tmi&ei 1 2 k 

2 _ (4 -✓^iM^ar-^^cc^A/) - 1 - v^ p ^y^y^-f 5 /y- 

2 - (4 — ^yi?/^^^7x=;w) — 5 —i/T/ — 1 n-^l/f-A/^y 

5 try— a? (mfetfl 14), 

/W-5-^7/V#^^5: Wv'A (SlJfeflJl 5) N 

1 — *^ d^df 2 - {4 - [{4- (4 —-7JVHTXX 7i^) 

/u- 5 -fry P /W ^ h^f-v-] ^vy^^y-yv-5-*^y 

1 - a — =^i^- 2 - {4 - [{4— (4-7/l'tn7x=/V) -2-^^ 

/v— 5 -fry y /W ^ h^v-] 7x=/i'} -<yy^ 5^y-/i'-5-*^y 

IK 17). 

1 — u^^-i/jv— 2 — (2-7^13-4-1: Kn*?/7*-4/) ^O-;/ 
>f 5 5 -*;^V»xf-/i/x^f^ (Hifctfill 8), 

2- {4- (3-7/^D7i^) J* h^rS'] -2-7;^P7i = 

- 1 - 9 s9 ci^^iy/u^i/yj 5 ?V—>V- 5 -^/utf^j^fvWn^Tv^ 
(Sl*«19), 

2- {4- [tf^ (3-7/^071-/1/) ^ h^V] - 2-7/^P7xx 

- 1 - S^ n^^WW*^;/^ ^ ^y^-yu- 5 -&jU7$l/m (H*M20) % 
1 — i/^ a^V^-/^— 2 — (4--fP7i = /l') "<yy>f 5 yy-/V- 5 - 

•fj/VT^^m.^^^-^'r^ ($*teffl2 i), 

2- (4-7 5/71^) - 1 - P'Of y^yy^ $ yy-/U- 5 - 

*/v#^®?jc^/ucc^-r^ (Hife0H2 2), 
2 _ (4-^yy^/ur5y7s^) - 1 -s*^ P^yfMyy>f 5 vy 
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2 _ (4 -*<^,>/<i >vt 5 y - 1 -v* n^:/^vw<>-y.Y ^ yy 

S-tUi'-m^m. («#J2 4), 

2- {4- [3- (3-^on7i^) ^^y^ri/] :7^^W - 1 — */9 
0 ^iri/Myy/f 5 ^/-/V- 5 - /H^t 1 /!/ (Uti 2 5), 

2- {4- [3- (3-^OP73c^) 7s/dr^] ;7;c~/W — 1 — 
n^^rv'/W^yV 5 -tf/Utf^Ife (^li£#'J 2 6), 

2- [4- (3-7t h^v'7x-;l't^v') ^cc— /l^] - 1 - is? p^^v- 

/w<yyv 5 yy— )v- s-D/vtf^m.^^^^T^ (mmm2 7), 
^yy-r $ yy— /v— 5 -^/u^^gi^^-/^^.^/^ (m^j 2 8), 

1 - i/^ p^dr^/k- 2 - {4- [3- (4- t°y S>/U* h^vO :7;n— /l^ 
2 9), 

1 -ix^ 2 - {4- [3- (4 - t°U b =frvO ^^^/l^ 

^rv] 7x=;u} ^y/^^y^v-s-^y^ (^01)3 0), 

2— (4 — ^^-^/k^-drv-^^^/V) - 1 — iX^ P^i^/W^y^ 5; £fy**- 
/I- (£lifc#J 3 1), 

2 _ (4 — <z/i?/ujr4ci/-7 ;v) - 1 a^yf/i/^yy^f 5; y y— 
/U- 5 -^/U^V^^^/^^'^/V' (»]3 2), 

2 - (4 -^^^V^-^rv'^*^^) - 1 - P^^^yU-N", N-^p<^ 
;^y^^ 5 5 -#^4^1^ K 3 3), 

2- (4 — <^^/V^-^v^7^^/U-) — 1 —Z/f V^Z/f-A — N — * h^is- 
N-^f/^y^^/^-5-i//^t^ K (**£M34), 

2- (4 -^I'V'ji'jr^^z? ^^/v) - l—is? vz^f-ju—s— (1-fcK 
p=^>- 1 —pi ^vi^^viO ^y/^^/-;i/ (^lfe#lj3 5), 

5-T-t:^-^-2- (4 -s<l/i?/V3r3r*s7 zl^jV) — 1 -v'^ p^i^^/W^ 
y^^^ (»13 6), 

2- (4-^yi?/vi^y7i^;v) - 1 -is? p^O^^-n- (2-^^ 
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2- (4 -^is^jv^-^i/? a^—jv) 

5-757-2- (4 -^i^v^l^^v^^ — JV) -\~*sW<l/J-)Vs<^ 

5 #V—tV (^Jfetfil 3 9), 

5-7tf/V7?;-2- (4 — '<yv';vt^v'7 ^c^A-) — 1— V^n^V 

2— (4 — <V^/V^"^v / > r 3i^/W) — l — %/# n^isf-tv— 5 — * ^V^/U 

5-^7 7*^^-2- (4 -^<>'v ? /V^-#V7 3i = yl') — 1— $s#v<y 

2— [4— (4 — t e r t — ^^•y^^v > ^^-=¥v') :7^~/K) — 1— v-^P 

^yf^<y/>f s 5 -*^#y» (Hi&#l4 3), 

2- [4- (4 -^^^'^yj?^*^) 7*=/^] - 1 -S'* o^^^- 
/V^^y-T 5 5 — tf/Htfi'Sfc (MM 4 4), 

2— [4— (4-^oo / <yv ; ;i'^ < y) ^a^A-] — l — p^cj^vw* 

l/yj % PV— )V- 5 —XJUtf^Wt (Hi60!|4 5K 

2 - {4 - [(2-^nn-5 -^^— AO * h^fl 7i^] - 1 — n 
^J^VW*^^ 5 /V- 5 -tf/Vaff^Ifc (^ife^U 6), 

1 — i/^ cj^^^/I^— 2 — [4— (4 — h ]) 7 jViru * ./WO'SMof-^S/) 

1— v^p^i/^vl — 2— [4- (4 — ^ h^S/^J/^t^^) 7x-/l/] 

^y^5y7^-5-*^y^ (HWJ4 8), 

1 -v-^ P^VfvU- 2 - [4- (4 - try h^vO 7o:=^] ^<^^ 

1 — v-^ u-^O-^/U— 2 — [4— (4 — * 7- friO* 5? /U ■7zz.=./U']y< 

1 p^o-^/v- 2- {4 - [(3, 5 >v- 4 — r y^typ;>) 
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1 - p-'^^vu- 2 - (4-fc Ka^i/7x-;i') ^sVJXtfV—jV— 
(*»J5 2K 

[2- (4 -^s-J)VHr-5r*/7 ^~)V) -l-^P^yf;v<y^^/ 

2- [4— ^7^^-/U] - 1 —is? u^<ls"f-j\ss< 

y^^/^-5-*/^yi (»J5 4), . 

2- [4— ( 3 —9 & u+<z/i?fl'Hr*ri/) ~7 x.=-;v] — l - v^i/^jv^ 

2 _ (4 -^i/i?jv$r3r*/y ^=.jv) - 3 -v^ n^vfvw^vV s: 
/t^- 5 -tf^tf?^ (iii5 6), 

2— [4— (^yif 5; / ) ^cn^/P] — 1 — i/^ n^i/^/i^ 

^y-f 5 ?V—J\s- 5 (^m^J5 7),- 

1 — xj^<-y=f-jv- 2 - [4- (3, 5-^^PP7a:^;i'^;i'7 5 
/) /V- 5-*/VaJ?^ift (Hli5 8), 

2-{4 — [(4 oa^^^/k) ^/wtK^/^T 5 /] l — 9 s9 c 

^yf 5 y/-;u- 5 - ^;v#yi (H£M5 9), 

2 - { 4 - [(4 - t e r t --Jf-jV? 3l^.;V) ^;^=/V7 5 / ] 7x= JV) 
2 — {4 — [^-^^^W^^v-^^ — ^) ^^7p^;l/7 5;y] :7 3L=/U} - 

1 -^n^:/?vw<^yw s:*V— 5 (9M&0II6 ih 

trans— 4- [2- ( 4 -^V v^l^arf !7 * = /V) — 5— 
y/'f f^] ^ n^drf-^- 1 (»J6 2), 

trans — 1- [2- ( 4 —+<lsi?A'$-*i/'7 ^.—JV) - 5 -jfc/l'TK^ v"< 
^5^/^-1-^^] -4-* h'Z-fZ'? n^3cy-ls (»6 3), 

2— (4. — <^i?/U$-3ri/7 zr.~/V) — 5 — jJ/lstf^is* "f-JV— 1 — T2<< 

y^^yy*-f5^y*-^ (^WJ 6 4 k 
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2 - [(4 - V-^ nA3f-/;l,7i=^) %;VT$~/VT 5 Si — 1 — v-^ 

1 - i/^ o^^^^- 2 - [4- (3, 5 -v 5 ^ P a^^^/L'^-^r-» 

/v] -<^>m 5-#;u7$^m (mmme 7), 

1 — u^-y^/v— 2 - [4- (3, 4-i?# nu^y-JjVst-Jci/) -7^=. 
>V\ -<i/y*^ ^¥-/~;V-S-% jvifs-ym. (^iiS^J 6 8), 

1 - X2^y^-;v- 2 - [4- (7x=.;V*/W^/l/7?y) 7«=i/w0 

^yy-f $ ^y-/v- 5 - *;v#y^ (^!S(s#fl6 9K 

1 - ^ u^<y=f-ju- 2 - [4- (S>:7«.=/Upl hdfvO 7x^;u] ^Z/ysf 
1 —S^ P^l^Vt/ — 2 — (4 — /^^^^ac^/W *<V/<< %#*S 

—/u- 5-*/U7$ym (M1MM7 i) s 

trans-1- [2- (4-^^^^7j^/V) -5-*/^^f^ 
y/'f ^/-/V-l-'f^] -4-t e r t-yf^^P^*ty (MMffl 
7 2), 

2 _ (4 -^yj?/v-t^v'7s=/V) - 5 -^/V^^v'^ h^fv-— 1 b 

^yf^y/^f^y/^ (Hitetfy 7 3), 

2— (4—<yv ; ;v7 5;7i=;U) — l — p ■*<>'^ : vi-"<>';/'i' 5 y*S~- 

/U7$ (5Wfe0!l 7 4), 

2- [4- (N-^y^^-N-^W^) 7x^/H — 1 — 
y? v^y^/u^yyfs 5. ¥V—>v- 5 -Jti/utfym (mMM7 5), 

2- [4- (N-^y^;v-N-^W5;) 7x-/v] — 1 — V£ n-<> 
f-)V<yV4 5 #V—?\<- 5 -tf/loff^Bfc (H»J7 6), 

1 - p^dpvvV- 2 - (4-7x^f;l'7x-;l') ^y^/^i % &^/— JV— 

2- ( 1 -^y^- 4 - t°^y - 1 -y? v<y*?->\"<y^/4 % ?y 
2- (1 — ^y^/i — 4-txysW -i-^c<yf;Myy>f ?y 

5 -tf^tfi'Ift (*Jfe#iJ79)> 
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1 — pX^^w— 2 — [1- ( p — YfV^y^Jl'ifr—jV') - 4 — bf^ U v> 

>V\ ^<y//f^/^-5-*;^yi (Hi£0iJ 8 0 ) „ 

1 — u^^r-y;v- 2 - [4- (3, 5-^Pn^*>^/) 

1 U^^iS/V- 2- [4- (^7x= /V^ h^rV) 7 ^^/W] ^^y^f 

5^^— yU-5-*7U*^BI (Hli^8 2), 

1 — 1/9 PA^>>;V- 2 — [4— (3, 5—i>— t e r t — ~f"f)V^y-y)V3r 
**y) ^cc^/u] s<yyrj *?y~-/i'-5-#;i'7$i/m (MMMS 3), 

2 — (4-^yj;;vt^v'7x-/l/) —1- (4 — ^f^v'i!' P-^^iz/U) «< 
yy>f 5^/^-5-*^i («0ij84) > 

1 — ta^^^U- 2 - {4- [2- (2-t7f;>) ^h^vO 7^=^} 

1- v/^n^dr^^-2- [4- (l-^fvU) hdrv'^ct^/u] 

1 - p^df-i^u- 2 - [4- (^y^75 7) ^<>"V*-f 5 

W—J\>-S-lJJ\'i£y& (Hm^j8 7), 

2- [4- (2 — y£*7*.— yAs* h^f) ^ce.—^] -l-^P^*V/l^ 

2- (4 -^^vVl^^^^^—A-) — 1 — xi^^-^jV^-yy^ 
>V- 5 - * /Utf (Hlfcfll 8 9), 

1 — U^^vvU- 2 - [4- (v^^v^V;* b^v") 7 s<yV<4 
%¥V—)V-5-t)jV^yW. 

5-# jv^m. (mm&i 9 1 h 

1 — y? u^.3r-y)V— 2 — [4— (3, 3 —y7x-/V/n f/Vt^rv') 7 ^ 

2- [4— ( 3 — ^ n n - 6 — 7 ^ — /V^y-yfrjrZriy) 7 =.=^/V~] —l—-y 
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2- (4 — <^v ? /U^-^v't 0 ^y vV) -l-^P^i/;i"<^/>{^/ 

— /i^ — 5-yu^^>-m (mmm95), 

1- ls? V^^-iy/U- 2- [4~ [2- (7i7^y) aif^iX] 

1 - p^drv//!^- 2 - [4- (3 -7s=/^n bf/V^-^vO ~7 *.~)V~\ 

1 — t3^dpiy/W- 2 - [4- (5-7x^V^yf;Ut^^) ^ cr.^/^] 
<*W4 % )V- 5 (*J£#<J9 8K 

2- ( 3 -^y ^^r^- 5 y ^-^t / !) ^) — 1 - n^^V/W< 

2- (2 -^^-v 5 /^^^- 5 -tfjJ v 5 /^) -l-V^P^^'W^y/^?: 

/V- 5 (»jlOO), 
1 -S/^ d^^r-^/P- 2 - {4 - [2 - (3, 4, h !7 i /U-) 

^fdr->] :7^^;W stfyj 5 py—As- 5 -tf/Hlffi'tt (Wll 0 1), 
2— (4 — ^^-v^^^-^iX^^— /U) —1— (4, 4 — v> y f/l'V ^ caJtv- 

1 -ix^ d^dr^/i^- 2 - {4- [2- (l--f:7 9vu) }> y ^=-M 

soyj ^ #y—jv- s'-*A^7^>m (mmm 103), 

2— [4— {2—y<lyi>jv^-^--y7^J^iy) 7^~/u~] — l-^^n^-^v' 

5 PS— A*- 5 (Hi&M 104), 

2— [4— ( 3 — ^^i^/k^-^v'^ j:/ =¥iX) 7x-;P] — l - jx^ n -^-dr 

/^yy^ 5-^7^4?^^ (HJfcMi 0 5). 

1 --^^ p^^^z/k- 2 - [4- (2-tFn^f->7iyar^) :7^-/l/J ^< 

^y^f %?y— A*— s (m^mi 0 6), 

1 — n^^-i/jU- 2 - [4- (3-t Ko^^7x/^y) ^rc^yp] ^< 
1 p^^^/V- 2 - [4- (2-p« h^rix^7^/de^) 17 ^^yv] 
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1 - n^*cl//v- 2 - [4 - ( 3 \-**/y^J y^=-;v~\ 

1 - V^5-*s/U- 2 - [4- 

^y^—SU- 5 -tf/l'tf^ife (»1 10), 
1 tf — drvv^- 2 - [4- (3-^0^^7x7^^) 7x-;l/] 

yy^f ^/-^-5-*/^i (^MJi i i), 

1 — P^^v'/l'- 2 - {4- [2- (3 -/^~/^— 2 -^f^^^"^^) 
7iy^f-/] 7x=;H ^<y/^ 5 5 - (MMM l l 2), 

1 — ^ d— =¥vvl— 2 - {4 - [3- (3 - 2 -Z?7 1 ~Sl'3-*rf) 

•7z^;*t*y~\ y^~M 5-# /i^^m (^»J.i i 3), 

1 - V-;? pr — 3^>VU- 2 - [4- ( 2 —4 V ^y^~ )Vjr*t*y~7 m 7 3r-» y^ 

^<y>r^ 5-X/is7$yM (MMM l 14), 

1 p^df-v-yU- 2 - [4- ( 3 —4 y^yf , ;Vt^V7j 7 ^rV) 7^ 

xi/k] -0-^^5^^-/1—5-^7^^^ (^WJl 1 5), 

1 d — 2- {4- [2- (10, 1 1-v^t Kp~5H-^ 

[b, f] T-tftfJ'— 5 --f /i^) ^h^rv^] /p} -oyv^y*— JV 

-5-#su7$ym (mmmi 16), 

{4- [2- (4-hy7;utD^f^7x = ;u) 
-O'vV^^rv'] :7^~,W ^<yyj *yy>-/U-5-X/l'7$ym: (^li 1 1 
7), 

2- {4- [fx (4-^Pn7x=^) 7 h^rv^] - 1-i/^n 

^w^yy^r 5 ^y-^- 5 - */>#yi (mifcMi is), 

1 — S"^ a^^ris/l'- 2 - {4- [2- (4-7 Y^^y*.— A*) xfdri/] 
7*:=/W ^i^y-r $^y-^-5-#yi'#^Bft (HJS^Jl 19), 

1 — cz — ^-yjV- 2 - {4- [2- (2-^^V7i=;V) ^ h^^] 
:7«^/W ^yy^^/-;v-5-i;^yi (Hi&0>Ji2Oh 

1 -v^ a — ^rvVW- 2 - {4- [2- (3-7 h^^7xx^) j^driy] 

y^^M ^y^>f 5 ^y-^- 5 -*;i/#yi» (»Ji2i), 
2- (4 -^y*^*#^7s=A/) - i - i/^ a^7f ;^yy^ ; ^y- 
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/u-5-ytJ/u^^m (HJSM12 2), 

1 - U^ScisjV— 2 - [4- (2-7x^fA'*#*/7x i /^) — 

/v] %?y—As-s-*jv&-ym (mmmi 23), 

1 -V^ P^^V/V- 2 - [4- (3-7^^^-/V^-^rv-^i/=¥i/) 7x = 

-<^i/-f ^ ?V—>V- 5 2 4), 
1 — p^drv-zu— 2 — [4— (2, 2-v ? 7^-/l'X h^y-) 

^yy^r ^ 5 - (ni&wi 25), 

2— (4 -^^v^/p^-dr-jX^ai^/U) —1— ( 3 — U^3(-£~JV) s<l/y 

-rs^y— jv-s-xfr^m. (»i26), 

c i s-1- [2- (4 -^^/l^^i^cr.^ /U) - 5 -^/V^v^^y 
>f A"- 1 ~ 4-7;U$-vt/? p^.^i?-^ (HWl 2 7), 

1- ^P^^;i/-2- [4- ( 2 3^:7 31 /dpi/) 7x=;i/] 

^y-f ^ 5 -#;u7$>m (20*09 1 2 sh 

1 -S/* n^^ix/w- 2 - [4- (3 -7*/ drv^ai/^^) 7 ^~)\>] 
>y<< %?V^A'—5—%A'i£ls&t (HJiMl2 9) > 

2— {4 - C(2R) - 2 -^y> ? ;ut^v'*;i'# , -/i'7 5 y - 2 - 7s=;vx 
h=¥^] ^ai^/P} — 1 — n^^v'/WO-y^ * yy—)V — 5 — #/V;^>-g& 

(^tefi i3o) N 

1 — n^^ix/w- 2 - { 2 -^M-n - 4 — [2- (4-MJ7;i/tn^ 
(HJfiW 13 1), 

2— [4— (4 — ^y^t^rv'yi.y 7^=/^] — 1 — %/# u^^ris 

jv^yyj *yy—>v- immmi 32), 

2- {4- [tf^ (4- tf-fr? zr.^;U) h^riX] 7x^/1/} — 1— &"^n 
^v;w<y/>f $ /v- 5 -*^5j?^gft (HWJl 3 3), 

2— {4- [tf^ (4 ^j:—^) ^ h^vO 7x^;W -1-v^ 
o/saf-^Myy^ 5 5 - (HifeM 1 3 4), 

1 — ^ p^^^yu— e 2 - [4- ( 3 -7i^7 > n tK^vO 

7x^/V] ^y/-{5^/^-5-*/^^ (^»J 1 3 5 ) , 
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1 - \3^*f-i/;u— 6 - t Kndri/— 2 - [4 - ( 3 - 7 a^z-jvzfxi 

7^=.,v\ *<W4 %#-/—>v- 5 -xsixtf^m mmmi 3 6), 

1 a^^riX/^- 6 -^/W- 2 - [4- ( 3 — V^=^)Vfn zK3=-i/) 7 
^^V'-T 5; py-JV- 5 (H»J1 3 7), 

2- {4- [2- (2 -^y$?^*->7x5: /u) znl>de^] 7x=/P} -1 
P^^rvW-Oy^ 5 ?*S—As— 5 13 8), 

2- {4 — [2- (3-'<yv ? ^t ;3 f-v'7x-/t/) ^h^rv-] :7^~/U} — 1 
n^dr^/^^y^r 5: />- 5 -A/U^^m (^ife^Jl 3 9), 

2- [4- (2-*>/l'-fi*ri<'*?-/l'sfr2ci<'7 ^;*r*/) -l-^^ 
n^^^/^^y^T 5 /v- s-tf/i^^S* (HWJ 1 4 0), 

2- [4- (3-*/^^dr^^^/^^^73i/^^) 
n^^v^w^yv 5*^— ^- 5— a/Htfi'H (£g%0!l 14 1), 

2- {4- [3— (4-^f^7x=/l/) ^< IX S?/U;*- 5^] 7 ^ 

~/W - 1 — n^drv-z^^y-f 5; 5 -tf/M^Sfe (^^J 1 4 
2), 

2 - {4 - [3-^pp-6- (4-7< h^v'T'^^/^) ^<>'v 5 /U^-^v'] 7 
4 3), 

1 — v-^ a^df-iz/X- 2 - {2-^^yW-4- [2- (4-^)7^0^^ 

(mmmi 44), 

2- (4- [2- (4-ter t - 7f/W7 31 - 5 — ^ u n -'■<>'^./^;^^- 

IffiJ 14 5), 

2— {4— ( 3 — ^ d n — 6 — 7 zc.~jV^l/*? jVJr^^) — 2. -7 JV^TU? =c 
-JV) - 1 -is? U^3ri/A"<Zsy>( % /W- 5 1 4 

6), 

2 - {4 - [3-^na-6 - (3, 5-^PP7i^) v 5 /^^-^ v'] 
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14 7). 

2- {4- [tf^. (4—7 zc=-;V) -2-7;i/to7x = 

su} — l -is? n^^i/yWOjAf 5 5 14 8). 

2- {4- (4 — <>v > ;l't^y , 73:;^v') -2— ^pn^^^/V} — 1 — 
-•y^ p^^-^w^y-f 5: PS—?v- 5-*>U#^Sfc (*J6^ 1 4 9), 

2- {4- (4 -^^v^/^^-^iX^^y ^rv-) -2 - M)7;U*n>f;U7i 

0), 

2- {4- [3-^PO-6- (2-b]J7;>tP^fyV7i^/l/) -'O'SM' 
^^f] ^^ — /l^} — 1 - is? PAdfi/Myy/f 5 ?*S—jV— 5 — jfc/l'JjS^'Sfc 
(3*1*091 5 1), 

2- {4- [(2R) -2-7^-2-7i=;Hb^] - 1 - 

^p^v^/^yy^ (HWJl 5 2), 

2- [4- (2-tf7 ^.^y/V^-^v^) 7x^/1/] - 1 — p^sSp-iz/W*!/ 

% try— as- s-*/u#^» (»ji5 3), 

2- [4- ( 3 - tf7*=. 1) /l^^rf) 7;c — /V] -l-^/^n^v'^y 
^ ? 5 (Hl^J 15 4), 

2-{4-[2-{(l-tert h <*is*A'&~A'— 4 - tXy v>/W) 
b^rv-} 7 ^ - 1 - P Aif VA^O'y'f 5 ^j/-^- 5 
-#/M?^Ife 5 5), 

2-{4-[3-{(l-ter t —~f Y *ris1l AsiS—JV- 4 - tT^5 y v>/V) p< 
h^r^} 7s7^f^] 7=:=/P} -1-5/^ P A^^;v/<yy/f * 5 
-#/val?>'Bfc (HJSMl 5 6), 

2 - {4- [3-^PP-6- (3, 4, 5-hyy h 3^ >> 7 —/I') ^^v 5 

1£ 15 7), 

2- {4- [2— (2-f73i= y/W mh^v-] 7x=;>} — 1 — i/i? P^ 

=3rv-/p-<^y-r 5 ps—Ay- (mt&m 1 5 8), 

2— [4— ( 2 — tf7x= y h^rf) 7* —/I'D — 1 — is? n^,arvvW< 
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y^^^/^-s-^^yi (Mi5 9), 

1 -is? n^^i/jl,— 2 - {4- [2- U-fc^D v 5 /!^ h^rv-) 7i/^r 
1 — u^^^/U- 2 - {4- [3- ( 4 - fc°^ y h v0 7x/^r 

7x=/W ^y^?y/-^-5-*;^yi it^^ (HWJ16 1), 

2-{4-[(2R) — 2 -TiT^v^T 5 7-2 -7x^^x h^v^] /U} 

- 1 - n/s^^;^yy-f 5: (HM^ 16 2), 

1 u^^riyjV- 2 - {4 - [3- (4-^f;k-3-^yf^t^y) 

\—i/# v^lri/jV— 2— {4- [3- ( 3 *fA>— 3 --fr^^^T^rly) 

Z7^y*-yl -7^=.;v) ^isy*j*¥>r—/u-5-$^7$>'m. (^MJi 6 4), 

2 - {4 - [{(2S) -1 — <1/*?>V- 2 -fc°C2 U i^/W ^ h=¥v-] = 
,^ _ 1 _ ^ n^ar^/wo-^ 5; )V- 5 (MM 

Ml 6 5 ) , 

2— {4 — [3— ^uu — 6— ( 4 - ^ ^jV^Hry ^=-JV) ^y^^-^v'] 
7x=^} - 1 -v-^ a^^V/wO-yV 5; ^y*— /u- 5 (*J£#J 
16 6), 

2— {4— [3— fnu— 6— (4 — ^y^./W^—zV^^^-'W ^^v 5 /^ 
dri/] :7:cc=/W - 1 - is? u^^riyjV^^-/^ ^ #V—>V- 5 -%;V7$l/m (H 
MM 16 7), 

2 - {4 - [3-^pp-6- (2-^^-/1^) ^<>v 5 /^^-^v'] :7^:=-/W 

- 1 -V* p^^i/;^y^^ 5 /V- 5 -^/VtJ?^^ (mMW 1 6 8), 
2- {4- 6— (3-^nn7i^) ^^^/V^-^^] 

=/W - 1 -i^ n-^drvVW^yV 5: py—lV- 5 -#^4?^ 1 6 

9), 

2- {4— [3-^bp-6- ( 3 - fc° JJ vvl') •^>'v ? /^^-^v'] :7^— /W 

- 1 - w v^^-yjv-oy j 5: yy—zi'— (WJi 7 o), 

2- {4 — [3-^na— 6— (4 -y/Vyfru ~7 z^—;V) ^<l^V')Vir^r ->] 7 
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7 l), 

2- [4- (4 -^<yi?/l/t*^7*y -3-7^0 71-^] -1 

n^^^/P^^y-T 5 /u- 5 -^/UJ^^ (MMl 7 2), 

2- [4- ( 2 -^B*- 5 o ct^^^/V^-df^) 7a:=;U] -1— %/# 
n^dr^/v^yV 5 ^y*— >\>- 5—ib/u^>m (^MMl 7 3), 

2— {4— [3-^oo-6- (4-^nn7x-/V)/<y^Vi-^^] —2 
-yyi'to?!^} — 1 — u*^2?i/A~<zsy<{ 5 tfV'—iX'— 5 — ^i-^y 
tt 17 4), 

2- {4- [2- ^ h*^} 7*73^] 

7x^;W - l - ^/^ n^^-;/;^<y/^ ^ 5 (MMM 

17 5), 

2- {4- [3- {(1 -T-tf-A — 4 — tr^U $W * h=3r^} 7*73^] 

7*-/w - 1 n^df^/u^^y-r 5^/- /u- 5 -$uvT$i/m. (mmw 

17 6), 

1 —?/^ U^^-^JU- 2 - {4 - [3- (2 -7°P tf — /l^^r^) 7*7 ^vO 
7*~/W -<yyV 5 JV- 5 -#/l^y^ (WJ17 7), 

1 v^^iyjU- 2 - {4- [3- (3 - k°JJ v 5 ^^ h^) 7*7 dri/] 

7*=;W 5 )V- 5 -#/U7j?y^ (»Jl 7 8), 

2 _ (4 -/<y^t^-^- 2 — j« Y*rl/y -I-Wd^v'^ 
^5^-^-5-*^y« (^t«5l7 9)s 

2- [4- (2-^o*-5-^ F^^y^t^) 7*^/K] — 1— $/ 
^ D^3^>vW<yy^ ^ ^y*— />- 5 -tf/Wtf^ife 1 8 0), 

2- [4- (^7/l^5^^v'v 5 7*=/k^ h^fS^) 7*^/1'] - 1 V^3c*y 

/w^yv s^v— A*— 5-*/^^m (mMMi s n, 

2— {4— [2— (4 — 7 U P 7*=/V) — 5 — =• h P^y^/l^^ST] 7* 

- 1 -<y^ p A^>y/Kyy/f ? 5 - ^y^yg (^MMis 

2), 

2- {4- [ 3 —T^rf-^T 5 7 — 6— (4-^pp7i= /I') vVi^^f 

7*-/W - i n^df^w^yv 5*V— /v- 5 -tf/wtfy^ m 
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mm 18 3), 

2- {4- [2- (4 -X>/Ui$*i/7 zl^jU) - 5 —9 o VL^l/^jV-fr**/] 
184), 

2- {4- [{(2S) - 1 —'<-yi?A'1r*i/iiA'i$~fl'— 2 — tfn V 

m (mmmi 8 5), 

2- {2-^nn-4- [2- (4- h !J 7/I/tf^f-/l/7x^) ^S*J;V 

(mmm 1 8 e k 

1 - ^/^ ct^=3f-:X/P- 2 - {4 - [3- (2 -fc°y vVl^ -b^vO 7at/drV] 

7*=^w ^^y-r spy— A*- (WH8 7), 

2- {4- [2- (4-^an7x^) - 5 -^/^a^^vvl^df -jx] 7 

u^^r^jV^^V-i %^^/—)V-^-tS)V^ym. (^&fe#|l 

8 8), 

2— {4— [3 — 3J/U7$3cis— 6 — (4— ^aa^^^/k) ^<>- v 5 ^^-^ v-] 

18 9), 

2 — {4 — [ 3 — JJJV/^^rsf si*— 6 — (4 — ? P n ~7 ^=-)V) s<l/\?jV3r3r i/] 

:7^~/w - 1 p^dfiy^yy^ 5: *>— 5 -^a-^:/^ (^jsm 

19 0), 

1 P^^rix/U- 2 — {4- [2- (^^f^^/W^/f/l/^ b#V) 7 

7x=;i/} ^yy-r ^ 5 - (iyfe0iji9ik 

1 p^d^^/i^- 2- {4 - [2- (t'^y vV h^r^) 7 

^/^v^] 7x=;M ^y^$^/-/l'-5-*^yi (WH 9 2), 

2- {4- [{(2S) - 1 — l/*/Vfr=-;V- 2-t°n ]) v> — /U} ^ h^r 
;X] - 1 u^Zcl/JV^lsyj 5 A/— 5 — jJ/lstf^Ek (H 

«!l 19 3), 

2- {4 - [{(2 S) -1 -^y^;>-2-^P !J v^/W ^ h^rV] 17^ 
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- i - v^ n^v^y^ 5 - A/v^yS (MMM l 9 

4), 

2— {4 - [2— ( 4 — ;vy ^~>V) — 5 — ^ P a v'/W^-^r V] 

19 5), 

1 -i/^ 2 - {4- [3- (Vt^tVlJtVs^^ >\>?. Y5r*/) 7 

i;jfv] 7x^/W ^y^^s: #-J—iv- s—XA'tfyWt (ii^i 9 6), 

1 — 2 - {4- [3- (t°^y v 5 / b^V) 7 

xy^i/] 7x^} ^o-y-f 5 /u- (SIM19 7), 

1 — 2 - {4 - [3 - yj^yl^^/V- 4 - t a ^< ]) 

(«#U 9 8), 

1- y^P^^v-;V-2- {4- [{2-^^-/^-5- (4-^PP7x-;k) 

m (mmmi 99), 

2- {4- [3- ( 3 --7 n us<yi?/U3-3ci/) 7^-J^r^ 7 -1 
a-^^/W^yV 5: 5 -^/i^X^ (HJS^IJ 2 0 0), 

2— {4- [3— (4-^BB^y*>^) 7x7^-^] 7 a^=-jV) — 1 

a^^i//^yy-f ^ 5 -#/V2t?y^ (^Iifs#i2 o l), 

1 — u^^r-yA — 2— {4— [3— ( 4 — 7 ;V$r n <<y itflsUr*? is) 7 =c 
y^V] 7x^;W ^y^$^/^-5-*;^yi (^J2 0 2), 

1 - ^^ n^dr>X/l— 2 - {4- [{(2S) -1- (4-=hn7x^/l/) - 
(»#J2 0 3), 

1 - u^^->jU- 2 - {4- [{(2S) — 1 — 7x-^ — 2 — fc°P y 
M 2 0 4 ) , 

2- {4- [{(2S) -1- (A-Ttf-^T K / 7 -2-b°nyv? 
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frtf^m mmm 205). 

2- {4 - [{5- (4-^ n n?3L^;v) -2-^f/v-4-f T/!);!'} * 
b^ri^l 7i^/H — 1 — v'^ n^^rv'/WO'y'-l' ^ 5 — #/M?:xg£ 

(3l*fe#]2 0 6), 

2- {4- [if* frirnz? * h^^l 7i=;V} — 1 — 

u^i/tv^^yj %?V—;v- 5-J];vi£^m. (MMM 2 0 7), 

1 — P^-^rvvU- 2 - {4- [2- ( 4 - ^ a n y ^ z=.)V) — 3 — — > n 

8). 

1 xx^^yjv- 2 - {4- [3- (4-7b7t KPk'7=/^i/) 

:7sy3ri/] :7^~vW ^y-f^/^-5-^;^y^ (»j2 0 9), 
1 - P^df^yu— 2 - {4- [3- (4-H)7;Vtc^f;Myv';i't 

1 o), 

1 - v/^ P^3rv^- 2 - { 4 - [ 3 - {(1 - * ^Vl — 4 - fc"^ U f 
1 1), 

2— {4— [3— (4-ter t-Zf/^y^i-^) y^/^c^l 7s 
- 1 -is? P^^r^/l'^<V>/^ 5 ^5/— /V- 5 -jJ/lstf^M mM&)2 1 

2). 

2- {4- [3- (2-^ n n^i^v 5 /^^-^^) ^^ydrvO :7^~/W -1 

a^^.y^y/^ $ >V- 5 -#/l^>-^ (H«!]2 13), 

1 u^^ri^jU- 2- {4- [3- (3-fc°y -y/V) 7^/=¥iX] 

;i/-5-*/^yg6 Gfc)fc0i2 l 4), 

2— {4- [3— (4-^nn7i^) 7i;^r^] 7i^/V} — 1 — 

n^vMy/-f 5 if — — 5 — ^/i^Tj^yflt (MMM 2 15), 

1 -ix^ p^dri//V- 2 - {4 - [3- (4-^ ^V7i-;1/) !7 ai y ^ i/] 

7^=;i'} ^y/'f 5^y*-^-5-*;^yi (WJ21 6), 

1 — */# u^$cZ/;V— 2 - {4 - [{4- (4-^7^/l'*^7 I ^) — 
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#/WJ?i^ (H8&M2 1 7k 

2- {4- [{4- (4-^nn^^^/W) -2-^^l — 5-^T)/y/W / 
h^riX] 7i=;H — 1 u^3r*s;\'^l<'-/4 5 5 - >fr /wtf? l^g£ 

(SHIM 2 1 8), 

2- {4- [1- (4-^an^^^/v) - 3 - f ^ D ZS/U** V] 

- 1 — is 9 t3^^V^-<^y-f ^/^-5-*;V^^ (^iife^i] 2 19), 

1 n^*ci/;v- 2- {4 - [3- {(2-^^-4-^7^!)^) ^ b 

2 0), 

1 p^drv^/v- 2 - {4 - [3 - {(2, 4- ^/V- 5 - f7/5/V) 

0U 2 2 1 ) , 

1 - a^dr^/V- 2 - {4- [3- (3, 5 - v 5 ^ n a 7 ol^;V) 7^y 

7^^JV) ^.Z/yj^y-J-jV-S-D/ViS^m. (^12 2 2), 
2— {4— [1- -4-tf^!) ^/^^vO :7^^yW 

- 1 —is? v^3ri//l"<^ys( 5: JV- 5 -^7/U#^^ (^WJ2 2 3), 
2- {4- [3- (4 n D^^-^/U^-dr^) fcf^U^/] 7 =^~;V} -1 

-v-^ a^^rV/l--<^y-f 5 5 (^IWJ 2 2 4), 

2 — {4 — [4 — ^yW^-fyU— 2 — (4-^np7x-^) v^/Vt^i/] 
^ai^^} - l -->-^ n^driz/u^^y^ 5 /P- 5 -^/U^^ (^Jfe^J 
2 2 5), 

2- {4- [4- fcV< >J vV ] 7^^^} -1 

p^drv'/P-O^-r 5 5 -iJJV^m. (HMJ2 2 6), 

2- {4- [3- {(2-^an-4-t'D^) ^ h^V) 7^S*^] 7*. 
- 1 K2^*c*/;V<^^ 4 5 /U- 5 -ifr/M^K (H^F!J2 2 

7), 

2- {4- [{(2S) -1- (4-v > ^^-/^/W^^E-J > /l'7 3i^/^) -2-tf 
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5-%;vi$i/m (^2 2 8), 

2- {4- [2- (4-^ dp y^~)V) -S-^h^rZ/JjJVTS—jV'OV'jV 

Jr5-y] y - i -is? n^^^jv^^V <<( 5 >v— 5 -iJtvM^^. 

(«^!12 2 9), 

1- i/? n^*rl/;v- 2- [4- ( 3 - b ]} ~7)Vjru * <?-)V7 y 7^ 
s<>yj 5 A*— 5 -XsUtfl/m 3 0), 

1 -i/p p^^v-zU- 2- {4- [{4- (4 -^^^^^^71= fV) 

-2-^f;v-5-f7 , /!);i'} y ^y/^^^y-;w-5 
-tf/Utf^tt (»|2 3 1), 

2— {4- [2- (4— ^DD7^=/I^) - 5 - V" t^/Vjj )V/^4 A^ls*? 

m mmm 232), 

2- {4- [{4- (4-^op7i^) -2-^f;i/-5-t!)$^;W 

m mmm 233), 

2- {4 - [{2- (4-^na^^^/i^) y h^vO :7c*~ 

mm 2 3 4), 

2 - {4 - [{3 - (4-^P P7x-/1/) - 2 - t°y vVW y h^r-jX] 
/!/}- 1 P^dr^U-O^-T 5 5 -^/V^y^(»|2 3 5), 

2- {4- [2- (3-^PD7t^) - 4 -t^/VT $ 7 - 1 , 3, 5- 
h P 7i?y- 6 — >f jvOr*r^ 7 o^—jv} - l - a^^i//^y//f ^ 
— /l—S-tf/M^R hy^/^oftil (WJ2 3 6), 

2- {4- [2- (4-^PP7x^) -4- (5-fb7 , /y/l') ^^v 5 
/^^tvO 7^—^} - 1 — ^ P^a^/W^;/^ 5 ?^S— As— 5 

& mmm 237), 

2— [4- (4 -*-<ViM^^v'- 6 - tf y 5: v^/l^^vO 7x=;w] -1 

p^^^/u^^y^ § ?y—/U- 5 -#/W7tf^®> (HliSM2 3 8), 
1 u^^is/U- 2- {4- [4- (4-t°y S^/Wy h^rvO - 6 - \f V 
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9), 

2- {4- [4- (3-^P0 7x=;I/) - 6 - fc° y S: it—jUtti/"} 
M— 1 n^^l/A^<>V^ 5 PV—JV- 5 -*/W7jO'^(|llfeM2 4 0), 

2- {4- [2- (4-^na^^^/U) -5—^ l> ^i^^^v 5 /^^ >>•] y 
=.=.;V) — 1 — %/p v^Zcx/jV^O/i? J % yy—jV— S—2tJVT$Z/^^ f/Vx^ 
(H*^J2 4 1). 

2- {4- [2- (4-7 ^n7a^^/U) - 5 — * b^i^^^^/U^^i/] 7 
j.n/U}- 1 -is? u^**/Jl"<l/y*>( 5 ^V — fV— 5 -tf/L'tffVgg 
2 4 2), 

2- {4 - [ 3 - (4 - ^ P n y z^^/V) t°]J 5?^- 2 -'f /U^ h^f ] 
— ;W - 1 - */# ri^^^/w^y^ $ ¥V—)V— 5 — tf/MSi'Jfcac^Vl'ai;*-^ 
/V (^Jfefll 2 4 3), 

2- [4— (2— — 5 — t o r t — :/ b S^/Ut^ c^/l'^^S^/M-dri') 

:7^~A-] — 1 — %*p v^^ris/U^l/yj * 5 — ^vU3i 

7" As iMMWi 2 4 4), 

2— {4— [5 — tert —"7* h $;-y% )Vi$^)V— 2 — ( 4 — 7 P a ^rn.=./k) 
'^vvi^drv'] 7^=.;U} -i—i/?u^3ri/s\s-<>'y*^*#'y~'—/u-5—$ 
/l/7$>m* f-Ay^yts *r>V (^M0l 2 4 5). 

2- {4- [5 -ioiVi^^-x/- 2- (4-^nn^^^/U) ^<>- vVl^dr >X] 

tit (WJ2 4 6), 

2- {4- [2- (4-^Pn^^^:^) - 5 — * =f- JV )V <4 >\"<l/ V JV 
^-=¥> / ] y^^JV] - 1 - %/# a^s.^v'/W-^^y^ 5 yy—jU— 5 
^TTUa:;*^*/ (H^!|2 4 7), 

2— {4— [2— (4 — ^ P a r^^/k) -S-^f/^^-fMV^ 
^^v'] 7 s- M - 1 — S'* P^^vyW^;/^ 5 yy—ji,— 5 — *^7j?^gg 

±£l£4i: (i«s» 2 4 8), 

2— {4 - [3- (ter t - 7* *f- }V }V7 7 jV) —6 - (4-^po7 
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-5-#/l>7$l/m (^2 4 9) s 

2- {4- [2- (4-^na7i=/l') -5-^^7 7*'f^>'v ; >'^ 
iy] y - i P^^/w^y^ s; #9— >v- 5 -tf/i^^®? 1* 

2— (4 —■^-^-yj^ir^'yl^^ p^-»df vvi") — 1 — p^.3tvvw< ^ 

y-/—/u- c^Mm 251), 

2- [2- ( 2 — fcf y /V^-^f V'^ 5vV) — 5 — ^-^;=./l/] 

-v.drv'/WO'y^ S: ^i/— ;V- 5 -jfr/Uaff^R (3£J&0i]2 5 2), 

2- [2- ( 2 - fcf Z7 V l\sHr*c*S* -5-7})jU] - 1 — P^ 

df-v'^yy^ ^ PV—IV- 5 -^A-rf^^ 2 5 3), 

1 P^^f /V- 2 - { 4 - [{4- (4-7/^a7i=^) - 2 — t K 

B^f;v-5-fT/!J;W ^ h=¥^] 7x=;H ^OS^ 5: 5 
(^IM2 5 4), 

1 - v-^ d^df-^/W— 2 - {4- [{4- (4 - xu— sis) — 2 

>m m.mi& (mi&M2 55), 

1 — u-^^-iy/U— 2 — { 2 — — 4 — [ 4 — ~7;\s$-u — 2 — (3 — 
WJ2 5 6), 

2- {4- [2- (4-^PP^^^/U) -5-^ b^cfO"^^**^! 7 

ct^/U} - 1 D/sdrV^y/'f 5 yU- 5 -XsUTfr^m. (MMM 2 
5 7), 

2- {4- [2- (4 — ^ P P 7i=/V) -5— * h*r $"<Z'&A'*-*f-is'] 7 

a^yi'} - 3 - ^ P^^yy*^ 5 4 - (*Jfe0i|2 

5 8), 

1 — P-^.df-v'/V- 2 - {4- [3 - v^^Wjfr/W*^ A'- 5 - (4-tf 
-*figft:ifi (»i2 5 9), 
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1 n^N.drv'A— 2- {4- la-Ufi>tf*i/—S- (4-fc°y> ? /V^h 
(^ft«2 6 0), 

2- {4- [2- (4-^OB7i^) - 5 Y*$'*Oi?A'*r*i/'\ 7 
6 1), 

2 - {4 - [3 — #/w<*e>f A- 6 — (4-^op7x=;1') -<yv i ^t^v'] 
(1156^2 6 2), 

2- {4 - [{2- (4 7^^:7^-/10 -3-trjlS?/W ^ h^V] 7 
- 1 -v-^ p^^a-^vsM' 5 A- 5 -jfr/Uffi'R (^Jfc#|2 

6 3), 

2- {4- [2- (4 n n^aics/v) -5-^ h ^S^l^A^^S/] 7 
Atf^Bft Wi2 6 4), 

2 — {4— [2— (4-^pp7i=;1') -5-v ! ^f;^/w^Myv ! 

A^^vO :7^—A} — 1 —l/t u^$r*/>V-r<l/V4 % A- 5 — #A'iR> 

m m.mm. tmmw 2 6 5), 

1 — n^^VA— 2 - {4 - [3— i^^A^A/^-f /I — 6- (4~h 

5-^>/^^m m.mm. (mmm 2 6 6 ) , 

1 — ra-^S'A— 2 - {4- [3— ^J^f-jViJjV/^^ ;V- 6 - (4 — ^ 

#^Bfe IM& 2 6 7), 

2— {4— [2— (4-^np7i^) — 5 — ^ ^A;& A^^-f A'O't^A 

ittfett (Xttftg 2 6 8 k 

2- {4 - [2- (4-^no^^=/P) 
/i^^i/] - 2 — -7 )V>$-U7 ^=.;V) - 1 - n-^3f ^^/-f 5 ^V— A 

61 



WO 03/000254 



PCT/JP02/06405 



2- {4 - [ 3 — ^/W^-f/l — 6 - (4-^CP7x^) ^sV'jVJr*?^] 
— 2—7su3ru 7i-;v} - 1 — u^*r-y)V<l/V 4 % ¥V—;V— ^^ij;v 
rf^m Ml (^1^2 7 0), 

2— {4- C 3 - f-frlUV/^yi }V— 6 - ( 4 - p< ^ y^jv^—jvy ^cn 
JV) -O-v^y^drv'] 7^^/!^} — 1 — %/9 u^^ri/jV^l/V^ % JV— 5 

-jfr/M^lfe ttt (^JS^J2 7 1), 

2- {4- [ 3 -v^^vl^/W^^f/l— 6 - ^i/^/V^-^r 
§✓] 7x-/W - 1 -V^ P^r^/I^O-^ 5; py—fr— 5 -^/V^R — 
(«#J 2 7 2). 

2- {4- [ 3 —i?* A** Ar'n't fr— 6 - ( 4 - it* fjVjl JV/^J )\s~7 
2- {4- [2- (4 - ^ o P7x^yl/) -5-^ f^^y^/Vt^V] 7 

a^/w} - i - ( i F7t Kofttf7=;v) ^^^-r 5 ^ 

— A— 5 -TJ/l^X^ (HMJ 2 7 4 ) , 

2— {4- [2— (4-^nn7i^) —5—^ h v^O-v^l^^r $/] 7 
-i- (i, i-v>t=3fy-4-fb7t ^>-^^r 

2- {4- [2- (4-^nP7i-y>) — 5 1» i^/M^S"] - 

2.-7 A-JrV-y *.z=-)V) -1- (4-7b7t FPftt°7=^) ^/-f^ 
5-*/lstf>m (^1^2 7 6), 

2- {4- [2— (4-^pp7i =-JV) -5—^ h dfv'^^v'/V^-^v'] — 
2-7/^07x^1 -1- (l-^y-4-7h7tKoftk , 7^) 
'O-yV ^ W—)V- 5 (^I^J2 7 7), 

2— {4- [2— (4-^nn7i-/V) — 5 — ^ ^i/^<:/vvM-=¥ i/] — 
2-7/^P7x^} -1- (1, l-Wy-4-ff7tKPftt? 

-AO ^y/^^y^-5-*/^^ (HIM2 7 8), 

2- {4- [2- (4-^PD7i=/V) -S-^f/W^Tt^MV 
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&As*r*?%/\ 7i = /l/} — 1 — %/# u^^r^/U^O'-/^ 5 JV— 5 — tf/Vatf 

^ (»#<|2 7 9), 

2- {4- [2- (4 - ^ n P 7xx;l/) - 5 - * ^ ^ ^iV-fr—JV^l/*? )\>ir 
*l/-\7 - l P^^vv^O'V'-f 5 W—JV- 5 -tf^^ 

2 8 0). 

2- {4— [2— (4-^DP7x-/l') — 5 — ;* ^JVT.fV? r^-l '^^■/'J 

m mmm 2 8i), 

2- {4- [2- (4-^pp7x^;v) -5-^f;V7^y<^t* 
MM 2 8 2 h 

2- {4— [2- (4-^np^^^/W -5-^^y^/^^7 5;^y 

>-m (mmm2 8 3), 

2— {4— [2— (4 — n p 7x^;W) — 5 — v > ^^/V^/^^ J E-1'/V-<> / v J 
/P-^-df-v'] -2-7^tP7x^( — 1 — P^-^^/W^i/^ 5 
-5-^7^^^ (Hife^j2 8 4), 

2- {4— [2- (4-^pp^^^/W) - 5 - ^ 77°n fcVW^/W^^;!/^ 
V^u^-^r^] - 2 -:7A^P 37^=^} - 1 — x^^^r-yjV^Oy-/ ^ % 
— /k- 5 — (^WJ2 8 5), 

2— {4— [2— (4 — V P p 7^^/U) -5-^^i>y*/^My^ 
jv^r^ri/^ -2-7;i/ta7x=/H - l - i/^ a^^v'^yy-i' 5 ^'/-/i' 
-5-*/V^^^ (H2i#ij2 8 6k 

2- {4- [2- (4 — ^ P P ^^^/U-) -5- 
^/W^^/l^^i/] — 2 — 7/U^-U 7*.— )V} — 1 — P^dr^U^O-y-f 
5 yW- 5 -#/t-tf^m (ili2 8 7), 

2- {4- [2- (4-^pp^^^-^) -5 - (2-kFo J f^f;l') # 
/w^t>f /w*:*'*^;*-^^]" - 2 —yjvjru 7^=-;v) — l -i/^ p^^-ww< 
y^5yy-;u-5-*/^y|| (mi0ij2 8 8K 
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2- {4 - [2- (4-? nn? ^=.;U) -5 - (4-fc Kp^^^^^;) 
^/l^^/I^^^/l^d^] -2-7^tn7x=/W -l-^n^W^ 
y/^5^/-^-5-*^Jl?^8 (11^2 8 9), 

2 — {4- [2— (4-^PP7i=;V) -S-*/!'*!];^^^ 

- 5 -jJ/Utf^m. (H1^J2 9 0), 

2— {4— [2— (4-^PP7i=;l') — 5 — ^-^^E-A'tf; U 7 
y^^-JrV] — 2 — 7x=^} — 1 — v-^ n-^dpvVW^yV 5: 

-/U- 5 -y&/M? (WJ2 9 1), 

2- {4- [3- (#/t^^i/;* ^/t^/W^-fAO - 6- (4-^nn^^ 
~^) -<^S?^*#S^] -2-7/^0 71^} - 1 d^^r^/l^^y* 

5 ^y*-A— 5-7jA^y@£ (UligtflJ 2 9 2 ) , 

2- {4 - [2- {4 - (2-^7^5i?dr^^^^) :7;x^/W 
i/v^/M^vO - 1 - P^=3r^V^^y-f 5 /V- 5 -#/V 

al^S* (^»J 2 9 3), 

2— {4— [3 — ^an — 6— (4-t Kcdfv'^f-;V7x^) ^^^t 
dr->] - l - v-y~ tt^jV^sV-i % tf-'S—A'— 5 -^yt^y^ 

li2 9 4), 

2- {4- [3-^OP-6- (4-^ b^r^^f-/!^^^^^) v 5 /^^ 
MM* 9 5), 

2- {4- [2- (3 -J) ;Vi$Ztl/7 - 5 - ^ n n ^.^•^/l^^-^r^] 

2 9 6), 

2— {4— [2— (4-^PP7x^;l') — 5 — * ^'/V^ct-^>'^/V4-^5/] 

i^^yW - l n^^v'/w^y'-f tv— 5 — ja/HS^B* (SliSM 

2 9 7), 

2- {4- [2- (4 ni a v'j.— /U) -5-^f^^7^=;l"<y^;l' 
^3^] 7x^;v}' - l p^i//My>/^ ^ /u- 5 -Tj/W^v^ 
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(mmm2 9 8), 

2- {4- [2— (4-^PB7x^) -5-^7;^/^^] 7x 
=/W - 1 -V^ u^^y/U^yyfy 5 -#/M?^Bfe (HJS^I 2 9 

9), 

2- {4- [fcf:* (2-try^) ^ h^V] 7x=;v} 

/w^y-f ~%9*S~A'- 5-$j\'78i/& o o), 

2 - {4 - [If;* W/w^;i/7s=;v) h^rix] 7^~/u} 

-l-y? n^^y)V^.yyy( % *f-/—;V- 5 -jfr/M^ift (^5fe#iJ 3 0 1), 

2— {4— [If* ( 2 — 5^ — ^) f^f] 7^:^/1'} — 1— y#u^3?y 

2- {4^ [2- (4-^DC7xx;H -5- (V * ^/l^/W^^f jV) -< 

^vf/u^^f] - 2 -7/1^*7 3^ /W - l - ^ n^df $ 
— /v- 5 -ijfri$ym.* *f->vau?>=r)\, (MW\?> 0 3), 

2- {4- [2- (4-^nn^^=/W) -5- (^;* ^vV#/W^>f /U) ■/< 

>-> ? />^-^v'] -2-7/^071=^1 - l — n^^y/u^yz/y ^ 

— /U- 5 -^/l^V^ h y «7-A^ (|fg$fi#ij3 0 4), 

2— {4 — [ 5 — U/V^Si-y— 2— (4-^nn7xx^) ^^'SM^^rS'] 
— 2-7/VtP7x^} — 1 — P^-^rv'/U^yy^ § ¥V—)V— 5 — tf/V- 
tf^Sfc 3 0 5), 

2- {4 - [2- (4 -ijjy^^-yy -5-* 

7^=/U} - 1 — n^^r^/WO'TW §?-S~- As- 5 -J^/WR^ (^JiS^J 
3 0 6), 

2- {4- [2- (4-*/^*>f/l/7x=/l/) -5- (v 5 ^ fvV#/W^^ 
A-) ^^^/l^df^] !7;e— — 1 — u-^^f-S'/W^yV 5 PS—A — 5 

-AA'tfi'm (mMM3 07), 

2- {4- [5-75:7-2- (4 — ^ n a 7 *<y vvt^^ y\ 7 ^ 

- i -y? v^^y/u^yyy 5 yy— ju- 5 -*/ni?^Bft (m&#!]3 0 

8), 

2- {4- [5- (4-^nn7i^) -2-^ h^v"«yv'/^/l'7^- 
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mm. (mmm3 o 9k 

2 _ {4 - [5- (4-^nn7j = ;V) -2— ^ h 

(mmm 310), 

2 - {4- [2- (4-^on7i^) - 5 — ^ b # V< V^/l^tf-] 7^ 
1«SJ3 11), 

2 _ {4- [fcf;* (4 — 33 ;\s7$3rl/-7 ^ Y — 2 -7 sVlrti ~7 

2k 

2 - {4- 3 -tr !J h^rV] - 2-7^tP7x^) - 

i o^^v/w^y-f 5: /U- 5 -^/M^Ifc (HIM3 1 3 k 

2 — {4— [2— (4 — ^ a V 7i-/l') —5— (^fvlot/zW^W /W) 

/W- 5 — X/UTS^m* "f-;Vzx.^=r jv (Hiife#ij3 1 4 k 

2- {4- [5-^nt3-2— ( 4 - b? i> vvi') -« J'SVv;*- 3?- ?/] 7x-;u} 
- l - ^/^ a^^r-y^y^ ^ 5-*;v^y^ ffiM& (MMM 3 

1 5), 

2- {4- [2- (4-^BP7s^) -5 - (^<Vi?/U*/U^*>f^) ^< 

tf>m *HMtt 3 1 6 k 

2 — {4— [2— (4-^PP7i^) —5 — (v^ p^dp-^/U^ ^vl'j&A' 

)V~ 5 -tf/M^lfc itt (^3 17), 

2- {4- [2- (4-^CP7x^) -5- (4 - t° JJ *?)V**f-A'1]jV/^ 

-5-*>A>iSyWt -MI (»J3 18), 

2- {4- [2- (4-^Dt3 7i^) - 5- (N-^^vVV'-N-;* ^/k 
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v-jv- 5 - * i/m &mi& 319), 

2- {4- [5 - Jjj/W&z-jV— 2- (4-t°]Jv 5 /u) 

(^^J3 2 0), 

2- {4- [2- (4-^na7x^) -5- (4-^/^X7^-1 

5 ?V—J\>- 5 — (5l»J 3 2 1), 

2- {4- [2- (4-^ p n^^^/U) —5 - {N— ( 3 - fc° JJ v 5 ,^ fvW) 
# /w^-f ;v) '<yv , ;^*v'] - l — n^Spi^/W^i/.-i' $ >$f 

y"-;V- 5 -*/U7j?^m nttU&K 3 2 2), 

2- {4- [2- (4-^PP7x^;l/) -5- {N- ( 2 - fc? !) -J)V* 9vk) 

2— {4— [2— (4-^no7x^) —5— u^^vVP-^/W^.-f' 

yp) ^O'^/V^-^v'] -7nic=:/u} - 1 — u^^r^jV^ls^j 5 ^V^/V— 5 
-tf/Htfi'S* ifcHik (HJfc#ij3 2 4), 

2- {4- [2- (4-^an^^^/P) -5— (2-^1)^^—4—^/^ 

§^y^^-5-*/v#^» ziau&tt (HJfeM3 2 5), 

2- {4- [(4-74/tB7x=^) {4- (^W^*;^^) 7 
/i/} ^ b^^] -2-7;utn7x=;v) — l — u^$c%/jiV*<z/V 4 5 
^5/-/v-5-*/V3j?^lft (£tt0!l3 2 6), 

2- {4- [(4-7/V^n7x-/l/) ( 4 —iJjVi$*c 31 ^/W) ^h^iX] 
— 2-7;wtP7x-^} — l — P^^i/;^y>'-i > 5 yf—zv — 5 — 3j;v 
tf^m (HJEM3 2 7), 

2- {4- [2- (4-7PD !7^^/U) —5- (4 -*^y tf^JJ vV % )V 

i$~>v') ^y^t^-7] 7x=;t/} — 1 — *s9 n^^ww^/i' 5 
-5-*^t (3iafi«3 2 8), 
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2 — {4— [2— (4 — ^ u n 7 zcz^As) — 5 — K Ko i^^O- vVV^^S'] 
(»J3 2 9), 

2- {4- [2- (4-^HD7x^V) -5- K y7"n tvu*;w^^^) 
^y-xVl^-^-y] 7cc^/k} - 1 — a^drvvw^vy-i' 5; /U- 5 

(IHJ&#)J3 3 0), 

2- {4- [2- (4-^007i=;>) -5- (N--T y^"a fcVl^-N-^ 

$ ?V—>V- 5 -^^^ il^t (WJ3 3 1), 

2— {4— [2— (4-^DD7x-;U) —5 — (17 ;t — >V )\s 4 ;V) s< 
ls*j7V$-3rl<>~\ 7x^} - 1 - is? v^^-i/sU^yyj % As— 5 —Dfls 

tf^m £i« (*i«3 3 2), 

2- {4- [2- (4-^PD7x^) -5- (4-^ 1- *c %/ fc 0 ^ U SV t> 
;vm=-As) ^l/^/V^r^x/] !7;c=/W - 1 — i/7 PA^^y^/^ 5; 
A/-5-*^#yl It! (^Ifi3 3 3), 

2— {4— [2— (4-^DP7x=;k) —5— ( 3 — fc Kn^rv'/n tVl^ 
df-v-) vvi^^ ->-] 7x-;v) — l — n -^^l/jv^i/V <i % py— ju— 
5-U/U7$l/&t (mMM3 3 4), 

2- {4- [2- (4 — ^ P a 7 x-z^jV) -5- (2-t KB^^ih*^) 

2— [4— ( 2 - T^P* - 5 - x F P'<yv f /^ j rv') -2-7^tP7x- 
;v~] - l --i/^ u^*ri/A"<l/ys( 5: ^V'—iV- 5-%A'7$^m? 1 fvwn^-r/w 
3 3 6), 

2— [4— {2— (4-^nn7i-;l') -5-s:fti/<y^t^V) —2 

— ;7^— /U] - 1 — i/^ ta^drf/W^y;/^ 5 &y~*—jv— 5 — ^/l^;/ 
^^/i^^-r/V {%mm3 3 7), 

2- [4- (5-757-2- (4-^nn^^^/U) ^<;/ vvl^^-y} -2 

— y/i^u 7 j.^^] — 1 — n^=3r->vw< yy'-i' 5 py—iv— 5 — tj/P^V 
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^^f;n^r;> (mmms 38), 

2- [4- {2- (4-^PP7x^) -5- (2-t^yi^nyv f y-l 

% y-S~;v- 5 -^;v^^m^^^=^^ ; r^ 3 3 9), 

2- [4- {2- (4-^on7x^) -5- t'n !) v^y- 1 

— ^fyu) ^j^yioj-dp-S/} - 2-7;ktn7x^] — l — %/ 9 xi^-^z/jv^y 

5 yy—jv- 5 -%/VT$^m tit Mi3 4o), 

2- {4- [2- (4 a n !7;c;^) -5- ^t^y '7^- 1 

% 5 -tuvys^w. mmm. mmm 341), 

2- {4— [ 5 -Tir^vt-- 2 - (4 — ^ n p7i^/V) ^ ^ v> A- 7 
}&0tj 3 4 2), 

2- {4- [2-.(4-7no7i^/^ -5- {(4-fc Kp ^i/t°^!) v*y 

— 1 — -f/V^/U/K^yW * h^-jy} / <yv ! ^t^v'] 7i-;l/} — 1— ^^d^ 
dr^/^^y-f § tfy—/V- 5 -^A^^i (^M^!J 3 4 3), 

2— {4— [2— (4 — ^ n u ~7 zz-^-jV) —5- (2— * f> df- >• vO 

yvvi^^v--] y^=-;v} — 1 -s^ P^^y/^yy-f ^ ^y—/u— 5 — 
*tfyi tit (111^3 4 4), 

2- {4- [2- (4-^PP7i^) -5- {2- (2-^^^^!^ 

5 - * /ut$ tit 345), 

2- {4- [2- (4-^an^^^/y) -5 - y^^jvio )Vi^^)V) ^< 
y^/v^r^-y'} 7i=;W — 1 — i/9 n^^rl/jv^-y %. yy~;v— 5 — %/u 
2i?yi (l^5S^J3 4 6), 

2— {4— [2- (4-7PD7x^) -5 — (2-^/^7^-4 

— -f/y) ^vv'/i'^-^iy] ^^^;^} - 1 - ^^ a^^v'My/'f 5 ^/^/v 

-5-7Jyy#Vi WI3 4 7), 

2- {4- [2- (4-^PP7i^) -5 - (3, 4-v'tKP^y^ 
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2- {4- [2- (4-^nn7^^/l^) -5- 1 , 2, 4- 

2- {4- [2- (4 — * n a ^^^/U) - 4- Wy7 , ntVi/*;w^^;i/) 

/i>7$i/M m.m& (mwi3 5 o). 

2- {4- [2- (4-^nn7s^/U) -4- ( ]} -J J jj;VT$^;V) ^< 
y^-ivor*^ ~7au~;v} - i -v^ P^^w^y/^ $ ^y— /V- 5 -tfyl' 
J£^i£: (Hffi^j3 5 1), 
2- {4 - [2 - (4-^PP7x=/V) - 5 - {( 1 - t Kp^V- 2 - ^^ 

u^^ci/su^yyTsf ^tfy—tv-s-xfrisism. vasest. (mmmb 52), 

2- {4- [2- (4 — * a n ^^^/W -5- (4, 4 - S?7< ^VW- 2 — yt 
^ify* !) 2 — <4 As) ^J'SMoj-^S'] ^ctCsA'} — 1 — P-~^t<VWO 

5; 5 -Zuv-tfym. ~W$M.. (HifeM 3 5 3), 

2- {4- [2- (4-^PB7x^) -4- (4-t Kadr^bf^U 
— 1 — 4 frjjjV^z^As) '<Z/i?JV$-3ri/'] ~7 — 1. — n^3r V/WO" 

til (Hiftfll 3 5 4 ) , 
2- {4 - [2 - (4-^ PP7x^/H -4- {(2-t }?v*i/^/U) # 

— /U-5-*/WaJ?^ift tttttL (HiE0«l3 5 5), 

2- {4 - [2- (4 n P 7^^/W) -4- {(4-t°P ^7>^f;V) ^A- 

>V- b-iJ^-m^m. (»J3 5 6), 

2- {4- [2- (4-^pp7i-/V) -4- (v 5 ^ T/V-fjjV/^^i ;V) s< 

tf^fife MI (WJ3 5 7), 
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2- {4- [5- (2-7$;f7^-4->f/V) -2- 

a^A) ^i/^A;^^] - i D^^-i/My/^ 5: a 

-S-tfAtf^Bfe ZUftgMft 3 5 8) % 

2- {4- [2- (4-^DP7x=/l') -5- (4-fc Fn^>^!)^y 
- 1 -^A.XA3fr=A) sO" is] ~7 — 1 — */9 v*^^*/ A"<1/ 

y-r % try— a*- s-xA'tfism (.mmm3 5 9), 

2- {4— [5- (^M^A^A'^'f A) -2- (4-7/i/to7x=;P) 
-O-^Aod-df-v-] :7;t~A} - 1 — n^^^yy^f 5 A— 5 — # 

Atf^ife (WI3 6 0). 

2- {4- [5- (vM ^AtfA^^E-l' A) -2- (3-7^07i=^) 
^^^A^^f] 37;=.— A} - l - V^ a^$/^y/-f 5 ^/^A'- 5 - * 
A#>rBft tfUSUft (^13 6 1), 

2- {4- [2- (5-^onft7iy-2-^/V) -5- (v 5 ^ ^A^A 

✓■^e->Ta) ^y^/vt^v'] 7i= a} — l pz-^^f i/yk^^y-Y 5; y y— 

A-5-#Atf;:^ (Hi^3 6 2), • 

2- {4 - [2-7'D ; e-5- ( 5 —jt ^A^-df-f-y— A- 2 --tf A) ^^v 5 
A^^riX] !7;r.=.A} — 1 — a^dri^A-^O-V^ 5 A- 5 -#A:*1?;X 

^ mmm mmm 3 6 3), 

2- {4- [ 2 -7nt- 5 - (5 — /■ f-A^Tzf— A- 2 —4 A) -<>-^A 
t*^] 7 A} - 1 - n^dr^A^vy-f 5 A- 5 

(H»J 3 6 4), 

2- {4- [2-. (4-^nn7i^) -5 - ( 5 - * ^ A^"#f- V — A- 
2— >fA0 ^i^-^A^-drv-] -7 3L=.)V\ - l-i/^P^i/;Ky^ 
A- 5 -#AjJ?^ tilt (§li«3 6 5), 

2- {4- [2- (4-^PP7x=^) -5- (5 — ^f/l/fT/- A— 2 

-^^) ^<>-^^^-^^] 7i=;w - 1 a^df^A^^y^r 5 ^v— A 

-5-#A7j?V^ (^li^J 3 6 6 ) , 

2- {4- [2- (4 .— ^ a P ~7*.~)V) -5^fh7/^-5-l'/Ky 
v>A^-=¥v^] 37 ^—/W - 1 - B^*/A^yy>f 5 ^/^- 5 - 
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>m m.mm. (mmm 3 6 7), 

2- {4- [5-^PP-2- (4-^7y7x=yl') -^yvVM-^r v0 7^ 

~/W - l - y? o's^v'/^y^/f 5 fry—sis- 5 -^i^'y^ ig^^ (H 

*£#|3 6 8), 

2- {4- [5 — ^ P P— 2 — (4 h JU- 5 -^^7x = /k) 'O' 

>-m m.mm. (mmw3 6 9), 

2- {4- [2- (4-^pp^^^/U) -5- {2- (4-k Kn^^/fcV 
yv'y-i-^;!/) oihdrix} -<y^t#v'] — 1— *y^ p-^arv' 

/W<yy^ %?*/—JV- 5-%/Utf>-m &Wt8L (»J3 7 0), 

2- {4- [2- (4-^PP^.n^/W -5- ( 2 -^-^y t°^U S^y- 1 
— f/U) ^Vv ? /U^-=Srv'] — 2 — y /V^" P 7i — /W — 1 — -y P =3f- v-VWO' 

y*y % yy-ju- 5 -ij^iym mmM (mmm 371),. 

2- {4- [3- (4-^PP7i^/l/) -5- (v^ ^Vl^/W^y/W) 

^-yvv^-^y] - 2.--7 tvorxi-? - 1 --y^ P^=^y/w<;xyy § ^y 

— /U- 5-*JU7$^W£ Wtt (3U&#)J3 7 2), 

2- {4- [2- (4-^na7i^) -5- (N - t K p * *sT 5 vV ) 
^<y v^l^^y] -2-7/^n7s=/V} — 1 -v-^ P-~v*f y/W<yyy 5 ? 
y—/U- 5 -^/l-m^m — 3 7 3 ) , 

2- {4 - [2- (4-^P P7xp;1/) - 5 - (2, 5 Kp - 5 — $r 

^y-4H-i, 2, 4 -^i^yry— >v- 3 -y^) ^yv^^y-] -2 

— ysvJru 7 s-^jv} — 1 — -st a^^v'^y^ 5 &y—jv— 5 -;&/i^y 
^ Ik^jft (HMJ3 7 4), 

2 - {4 - [2 - (4-^p P7i^) - 5 - ( 2 -t*y- 3 H - 1 , 2, 
3, 5 -t^ftfTv'T^ ?V— 4 -^/P) ^O'v'/l'^-^v^] -2-7;^p7 

ai-/W- 1 - P^.dr-y/w<yyy 5: yy—jv- M^k^M 
mm 375), 

2- {4- [2- (4~^po7x^) -5- (2, 5-i?tKn-5-t 
^y-4H-l, 2, 4-f7v?7y*-/l/-3-^/l/) ^y^/l^^r -y] -2- 
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mm. mmm 3 7 6), 

2- {4- [2- (4-^on7i-/l') -5- (i/9 P 7°xi Vflrlt A"**Z<i 

2— {4— [2— (4 — ^ P P 7x^;l/) —5 — (i^^ P ^^/^^/^^E-^/P-) 
^i'^v^drv'] — 2 — t^^a-} — 1 — i/9 n^^x/jv^i/y^ 5 # 

y—;v- 5 -^/m?^ m&m. (mifoM 37s), 

2- {4- [2- (4 — * n P 7^^;V) -5- (t e r t — :/^vU#/Ua<* 
-f/v) sOit/ua-ici/] — 2 — -y/v-frn -7^=. ;V) — 1 — */9 p 3r ww< >- :/ 

j =• 5 -%;vi$i/m vtmm. (mmm 379), 

2- {4- [2- (4-^pp7^=/W) -5- (^yT'f^/M^'f^) 
^i/^/Kt^v'] -2-7/^D7i^;H — 1 -v^^ n^df-^/V^O-y-^ 5 y 
/V- 5 -tf/Psfl^tt (^Jte^lJ 3 8 0 ) , 

2- {4 - [2- (4-^pp^^^/I^) -5 - {(1-fc Kn^'77°a^7- 
2— f/U) ^V^/U-^-^-i/] -2-7^tn7i=/W — 1 — 

^ p— ar^/^^y-Y 5 5 -t>/v^^m. 38D, 

2- {4- [2— (4-7PD7xx;W -5- (;* h ^-i/*/^*^ /W) ^ 

—A'- s-*/^^ auftK mmm 3 8 2 ) „ 

2- {4- [2- (4-^PP7x=;V) -5- {(2, 3-i?t'Ko^P 
tVU) ^/^-^^f /W ^ViTvl^^vO -2-7/^n7x=/>} — 1— v^p 

-.^/w^y-r 5 5 jiiBftjft (mmm 3 8 3), 

2- {4- [2— (4-^PP7x^/l') -5- (N — ■sc^Vl'— N — P« 

^y/'f^y^v-s-*^^ AM (HJ£#l3 8 4k 

2- {4- [2- (4-i^PP^^^/W -5- (N-^f^-N-^P^ 
;fr/w«*-f/tO ^P'^/Psj-^v'] — 2 -7/v^-p t^—zW -1— */ 9 xi 
/My/^^^-5-^7i (HJSM3 8 5), 
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2- {4- [2- (4 - ^ P W zc^jV) -5- (N f y/P tVU-N-^ 

2- {4- [2- (4-^PP7i=;H -5- (2, 6 - i?/ ^/Vtf^ y v> 
l — /w) -O-^/^^-v-] -2-7;^P7x^/i'} — l — V 

^ P^^/W^^-f 5 5 -X/vtfym WI3 8 7), 

2- {4 - [5- {zf^JVX ;V) -2- a7i=;V) ^<y 

*J/uJre>ci/~\ — 2 — Z7/v±u y au=^;v\ - \ —*yjr u^^*y;\/^.yy J ^#y— 

tit WJ3 8 8), 
2- {4- [2- (4-^PP7i^) -5- (7P^*;W^-f^) 

^v^i^^ri/] -2-7;^p7x-;v) - l - */& u^^r-y )V^<yy y( S: #v~ 

2— {4— [2— (4 — P P y=^^/U) —5 — (^^Vl^/W^-l' /lO 
vM^^S/] - 2 -tvi^p -7zc=-;V) - 1 - ^^ P'sJf ^-<y^ 5: ^Z- 
)V- 5-% /U7$ ^m. MmM. («#J 3 9 0), 

2— {4- [2- (4-^PP7^^/V) -5 - {(v>y ^/I^/W^^/V) T 
%J) ^yi^J^^t^ri^l — 2 — yjvJru y^=.ju] — l — %/p u^$ciy;\"<yy 

2- {4 - [2- (4— ^PP7^^/l^) -5 — {(^^V^ U y ^/V-^^/U) T 

57} '<y^/ut^v'] -2-7/i/tP7x=/i'} — 1 — 1/9 n^-^-y/v^-yy 

2- {4- [2- (4-^PP7i^) - 5 - 17 R^^v 5 /^^ v-] ~ 
2-7^tP7x=7l'} — 1 -V^n^v'/Ky/^' 5 py^-fV — 5 — 
^fife (IHWJ 3 9 3), 

2— {4 — [2- (4 — ? p P 7x^^) -5 - { (x-^jV-ft >V/^y ;V) T% 

y} ^^^/u^-^v'] — 2 — -7;v$rxiy — l —iy^ u^^-^y/u^yy^ 
^^y—^-s-iJ^ym. iftRift 3 9 4 ) , 

2— {4 - [2- (4-^PP7^^/l^) -5 - {(-f y^P fcVl^yW^-f/W 
T$/} ^^^/V^-^r^] -2-7^tP7xx;l/} — 1 — v"^ P ^^--y/U^<y 
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y>f ^ ^y-^- 5 -•x>;v-fci/m m.m& (mmm3 9 5), 

2- {4- [2- (3, 4-i?7;V±u~7 ^~/V) -5- (-T y 7*p MtV^jV 
)V) ^^^/U^-drv-] - 2-7 )Vjrv? =^~;V\ - 1 - v-y n^^vVW< 
^y-Y 5 -tf/l^^ (^M13 9 6), 

2- {4- [2- (2, 4-^7;Vtn7x=/l/) -5- (-f y 7° p \£;V% JU 
s**e<fA') ^y^i/t^v] — 2 —yjua-v? — i — v-y t3^^vvw< 

^/-f^^-5-*/^VH jftMC (»3 9 7), 

2- {4- [2- (3, 5 -v>y a P 7^— /U) -5- (>T V 7°p t°/U%/U;< 
^4/^) ^^itjUfrlf-i/] -2-7/^0 71^) — 1 — is 0 v^*ci//U*<^ 

y-r ^ yy-/i— 5 -#/m? %m (nm^ 3 9 8 ) „ 

2- {4- [2- (3-^DB-4-7/^o7i-/l') -5- W y/n f 

^/u^^y-r ? ^y-^- 5 -tj/i^^ (^1^399), 

2- {4- [2- (3, 4-^nn7i^) -5- M7 7o^;^ 
^E--f/t-) ^Vv^l^^v-] — 2 — 7A-;?}-P 7^— /W -l-V^B^V/Ky 

y-r^^y— /i — s-t^m?^ xmi (^sem4 0 ok 

2 — { 4 - [2- (4-^pc-2-7/^p7i-/1') -5- WV/Pf 
/l^/W^-f/U-) ^^vVUo^i/] -2-7/^P7x=/H — 1 — i>-y P^=*r 

v'^yy^ 5 ^y-/i>- 5 - */>#yi mmi& (mwu on, 

2- {4- [2- (4-^0-2-7/^07!^) -5- (^a^i/y 

- 1 —4 /ls$/U7$— /]/) s<l/i?/V$-3c-y~\ -2-7/l'tn7i=/l') -1-v-y 

p— ^v^/^^y-r ^ ^y— /u- 5 -^7/1-^^^ ttt (^^402), 

2- {4- [2- (4 -y P P - 3 -7/loJ-P 7^^/V) -5 - (k°P]J^X 

- 1 — sf/Vjj ^^^/^^v"] -2-7/^a73:=/U} -l-->-y 
P^^W^^y^f ^^-7^71— (HJ&M4 0 3), 

2- {4- [2- (4 -y P P - 3 -7/l^P y b.^As) -5- Wy/nf 
-<^v'/V^-dri/] .— 2-7/VtP7t = /l'} — 1 p^^ 

2- {4- [2- {4- (y^/V^:*-) 7^~/W - 5- (2-^yt'n!) 
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i/ju^o-y^ ^yy-^-5-$ju7$i/m mm^. (mmm* o 5), 

2- {4- [2- {4- y^~>v) -5- y^ntv^^ 

y/^^/-/V-5-^/^^i J£^*t («0iJ 4 0 6 K 

2- {4 — [4-^nta— 2- (4-^d7j^) -5- (1, 

0 7), 

2- {4 - [4-^ao-2- (4-^nn^^^^) -5- 
P U S?!' — 1 — f/U) ■^^vvl^dri'] - 2 -TZ/M-n 7 a r^/v} - l — i/* p 

2- {4- [2- (4-^nn7x^) - 5- Wy7nW5/^;V* 

5 -i>>vi?^m m.mm. (mnmio sk 

2- {4- [2- (4-^aP7i^) - 5- (v^ ^V^/W^^/V) ^< 

2- {4- [2- (4 — ^ p p ;7^=A) -5- (4-k KP^J/tXij^y 
- 1 /lo&A^AO -O^Ao*-*-^] -2-7/i/^n7s=/W — 1— 
p-?yf^yy^f $ ^y-/i/- 5 - ^;^yi (^MJ4l l), 

2- {4- [2- (4-^ n P!7^:^A) -5- W 77°a ^*/W^>f ;H 
-O-^Atf-^v'] -2-7;^n7i=;v) - l —is* u^sJ-jv^sVJ $ ^ 
y—/U-5-jj/U7$l/m (HWJ4 12), 

2- {4— [2- (4 — p P^^^A) —5— (>f y:/n fcT/l^/W**^ AO 

Astf^m *S^k (^M^!l4 13), 

2- {4- [2- (4 — ^ a p 7;=.— A) -5- (3** ^AjfcA^^-'f A) ^< 
7x^;H - 1 — a^yf^yy^f 5 A— 5 
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mm (»4 hi, 

2- {4- [2- (4-^PQ7x^) - 5- (4-t Ko^^D v^V 

2 - {4 - [2 - (4-^n a 7s^U) - 5 - Wy^P tVl^/W^-f /U) 
^Vi^/U^-drv^] -1- (f >7tKDftI^7y-4-f;l') 

^^y-/P-5-*/V#y^ 4 1 6 h 

2— {4— [2— (4-^an7x=;>) —5— (t'n ]J 1 - 

2— {4— [2— (4-^nn^^^/W) -5 — (-f y tVk^/W^^e-f /k) 
^i/VVl^drV'] — 2 !7 *.^}V) -1- (7f7tKPft^7y- 
4-^/W ^<^y^ 5 A"- 5 -tfA'tf^ifc &mi& (HJfe#lJ4 1 8). 

2- {4- [2- (4 n ci ^^r^/k) -5- (2-^yt'Dyi?y-l 
— ^fyw) '<yv 5 ;i't^v'] — 2 — y tvifay z^=-)V) — l — (rh^tKnf't 
t°9^-4-^r/v) ^y/^5^y*-/v-5-*/^yi mMM (H*fe^il4i 

9), 

2- {4- [2— (4-^na^^— /P) - 5— (-T V7°n f/^/W^xf;!/) 
^y^t^ri/] - 2-7/lsj-o7 - 1 - ^U ^7^y^ 5 ^Z- 

/u- n^it (mmm 4 2 0 ) N 

2- {4- [2- (4-^Pn7x^) -5- (k°n !) ;/y- 1 ->f 

^^/v) ^x^/ior^^j -2-7;vi-o7i-/W - 1 - t°^y ^oyj 

5y/-;U-5-*/VJl?yi (»J4 2 1) > 

2- {4- [2- (4-yon7i^) -5- (2 i V 1/-2-4 

)V) ^V^/U^-^r-iy] — 2 — 7/V$-X2 7 ^—JU} - 1 -v^^ n^^iz/l^Oy*^ 

5 yy— iv- 5 (^iM4 22), 
2- {4- [2- (4-^pd7x^) -5- (2-^yt^tyyi?y 

•^^v ? /M-= 3 f-S/] -2-7;^D7x=;i') - 1 — v^^i/jv 

soys *# , y-;v-5-x/i'7$>M m.mm. (HMH23), 
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2- {4- [2- (4-^on7a^U) -5- ( 2 V A % ¥9 V W 
-<>-^k^-drv'] -2-7^tP7s-/W — 1 -V? P^drv'/l' 

2- {4- [2- (4-^nn7x=^) -5- ( 2 -^^rf-y y ^- 2 
/V7^/) *<ls*jAs$r*t*s\ -2-7/^071=^) — 1 — P^^>VW< 

2- {4- [{2- [{(v^^Vl^/W^^/V) ^ h^rv-} ^^-/W] - 4- (4 

2- {4- [{4- (4~'7A'*-V7x—Jl') -2 - (4-fc KnafV^y^ 
V- l ^/u) f-TV— jv— 5 ->f/u} ^ h^ri'] 7x=;i^} - 1 — 
n Aif i//Kyy/f 5 y^-/V- 5 - */l/#y8 ~itlHt (HWJ4 2 7), 

2- {4 - [{4- (4-7/UtP7i-^) -2 - [ (# /W^-f /U^ h=*r^) 
^^W] fT/^-S-'f/W ^ h^^] !7c£=/W — 1 — p^^fS^yW* 

^^^-/>-5-^y^ MBM. (^1^4 2 8), 

2- {4- [{4- (4-7/l/tP7x=/V) -2- f-jVio )V) f- 

7/- /U- 5 — A /V} * l>drv-3 -2-7/l'tP7x=/l'} — 
/wo-y^ ? jV- 5 -*/WJj?^Bft (»J4 2 9), 

2- {4 - [{4- (4-7/UtP7i=/V) - 2 - {(2-fc Ko^^xf^) 
#/W^-f/W f7y^-5-^/V} ^ h^cis! -2-7^tP7x=/l/} - 

l - p /-f ^ ^y^/w- 5 - ^/w^yi tttttt (IMJ4 3 

o), 

2- {4- [{2- (4 7 i=/l-) -5- ( i? ^ ^/V^/W^^f )V) 

ft7xy-3-^f/H h=3r^] -2-7/VtP7x=^} -l-v^P^df 

y/^yy^ 5 ^/wu- 5 - ^/u#yt (ift^l4 3 i), 

2- {4- [{2- (4-7/^Q7i = ^) -5- (^y7 p P^*/M*^ 
/W) ft7i>- 3 — f /V} ^ h^r^] - 2 ~7z^=-M 
^^y,V^y^/y( * 5 —tijVif^m. m.&& mMM4 3 2), 

2 - { 4 - [{ 2 - (4-7/^n7 au^jV) - 5 - ( 4 - t KP^rv't'^y 



78 



WO 03/000254 



PCT/JP02/06405 



ttftl 4 3 3), 

2- {4- [2- (4-^PP7x^) —5 - (vM ^vU-^/W^^f/U) •/< 
V^L'^-drv'] -2-7;V^d7j^) - 1 - n^dp-^/W— 5 — =T V 9 V 

(HJte0i|4 3 4h 

2— {4— [2— (4 — */U#drv'7x=^) — 5 — 9 P D vVl^Sf v"] 

— 2 — 7/W-^"t3 7x^^} — 1 — P^-^r '✓VP — 5 — *r V 7 5 — -Y /l" 

-<^>v 5 m.wt& (m&M* 3 5). 

2- {4 - [2- (4-^do7x=;l/) -5 - K pV*^^^ /V) 

^y^/k^^vO -2-7^tn7x^H — 1 — J/^ n^dF-^/U— 5 — (2, 
5-^tK0-5-«y-4H-l, 2, 4 -^-drf-^Ty*— /V- 3 — C /V) 
^y^f $ ^y—A' 4 3 6), 

2- {4- [ 5 -*/kJj?dpV— 2 - (4 n n7^^^) ^y^t^V] 

- 2-7;^n7i-;i/) - 5-v-7; - 1 - v'^ d^^i//i"<yy*^ 5 
/I- 4 3 7), 

2— {4— [2— (4-^nn-7x^) —5 — ( v 5 ^ f;u*/w^^ /l^) 
VvvU;^ -2-7;l'tn7s=/W — 5 — v-7 J — 1 — u-^df-->vW< 

is-sj %?v—/v (mmm* 3 8), 

2 - {4- [{N- (4— S^^^/l"**^ AO -N— (4-7;^o7i- 

M 75/} 7i=/W - 1 -s^ n-^dfix/^yy'-f 5 yv—jv— 5 

(§Hi&#j4 3 9), 

2— {5 — [If;* (3-7/^n7i=^) ^^AO — 2. — -7JVJTT2 — 4 — £ 
Kn^y7x-/i/} - 1 — n^^y^^f 5 #y—)V- 5 A-tf? 
( 4 4 0), 

2- {3 - [If* (3 -^A^P^^—A') ^^-/W] - 2 -4 — K 

Kndf — l — c^^^yy^f 5 #V~-;V— 5 — 

(«M 4 4 1), 

2- {4- [( 3 - v?^ f/y*;M^>f/V7 ^—AO (4-7/u^-n^;x— /i^) 
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2- {4- [{3- (4 -fc Ko^e^y SVU- 1 -^/l^/WK^/P) 
/W (4-7;l'tP7s=/l') y h=3rv'] — 2-7/^0 71=^} — 1 — v"^ p 

s; ?y~*>- 5 -^/vtfe^Bft ULSfiift (Hife#l4 4 3h 

1- {[2- {4- ([4- (4-7;^P7i^) -2-^f/l'f7/'-/V 

-5-4 /is] y V^f) 7i^/H - i - n^^^^yy'-i' $ ^/-/u- 

5-4/1'] - 0 v^m. (WJ4 4 4), 

{[2- {4— [If* (3-7/VtP7i=/V) y b=¥->'] -2-7/VtP7i 
- 1 u^*ri//l"<>'y4 ^ ^y*— A'— 5 — fju] #/VtJ?^/W - 0 

-■D-?jV#ui/& (^1«4 4 5) N 

2- {4- [2- (4 — ^ n 07i zz.f\s) -5- (1, l-^7^yf7 

^si?;v$-*ciy] - 2-7/^d7s=;W -1-v^p 
^dr^/W<yyV 5 5 - ^^Jj?V» gMft (mMM4 4 6), 

3 - {[4 - Jfc/Ufc^/U — 1 - v-y P^^VMyy^f 5 

-2— -f/W) - 3-7;Ptn7xy*^] ^fvW - 4- (4-^pp7j=;1/) 
-N-^y7"PkV^X7n* 4 4 7 ) N 

2- [4- {2- (4-^PP7i=/V) -6- (-T y-^tn fcVl/T 5; J 

s<yJ;v$-3(-i/} -2-7^0 71^] — 1 — n-^S^vwO:/ 

2- [4- {2- (4 -y a p 7 ^—/l*-) - 4 —7 /l^n - 5 - (1, 1—5? 

^-^y-r y^r y*y v 5 ^- 2 — < ;v) ^yvVw^^v-} - 2 -y;v^rn 7 ^~/u] 

4 9), 

2- [4- {2- (4 -y P P 7^=-/U) -5- Wy7ntVv7?7 75;^ 
^y-y/^^-^r-y} -2-7/VtP7x-;l/] — 1 — v-y P^-df-vvU— 4 — 

y h*^yy"/f 5 5 - */v#y|| £USJft (H1M4 5 0), 

2- [4- {2- (4-^PP7x^) -5- (N-4 yy°P 

/u— n — y f/>7 5 y ) ^y^/i^^-df-v^} -2-7^07*=^] — 
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2- [4- {2- (4-7 nny x.^jV) -5- y^n t>*;vfe>r 
5;/) ^Oi^/^^U} — 2—7 )VirW7 x.^jV] — 1 — */# u^3rZ//l"<yy? 
^ 5 5-#/l^^ i£M 4 5 2 h 

2- [ 3- {[4- (4 -^/l^P ^cn^/l^-) -2-^W7/-/l'-5-^ 
/V] p<fvW -4-b KDdri/7i-/I/] - 1 — P^df^/W< 5 #V 

— /V- 5 (HWJ4 5 3), 

2- [4— {2- (4-^nn7j^) -4— 5- (2—^-^-7 

t°o !) v?y- l — f ;v) ^<yJ;v^-^-iy) - 2 —yjv^rxi 7 ^— jV\ - 1 — >^ 
D^^^>tyy«{ 5 5 i£^*£: (HifeflU 5 4), 

2- [4- {2- (4 — ^ P P ^^c=./V) -5— (^f/M^^T?/) 

2- [4- {2- (4 -7 P p ^^^/I^) -5- [N- ^ =f-jU-N~ 
X/PtJn^/U) 757] -<y^t^^} -2-7^n7i-^] — 1— v"^P 
^^vVW^^-f $ /V- 5 (^Ii4 5 6) s 

2- [4- {[3- (4 p p 7 zc~fV) -6- (2-t^7 !) v'y- 1 
--f/W) t°!) 2 fvl^^riX} - 2 -^/V^-n -1 — 

*/7 P-^drV/^^y-f 5 /U- 5 jftHNft (M4 5 7), 

2- [4- {2- (4-^pp^^^/W) - 5- (Tir^Vl'T 5 /) ^i^A- 

5-^/VT}?^ MI WJ4 5 8), 

2- [4- {2- (4 — ^ P p 7x^/1/) -5- (N-Tir^/l'-N-^fVV 
T5:/) •'O'vVt^^v'} -2-7/l/to7i^] 

2- [4— {2- (4 P P ^^^/^) -5- (N — T-fe^Vl'— N — 7"p fcf 

^ til (»J4 6 0), 

2- [4- {2- (4-^nn7i^) -5- [N-^^/k— N- ^VW 
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^i/jv^is-ssf 5 yy-jis- 5 -n^ym (mmm4 6 1 k 

2- [4- {2- (4-? vu? -.5- [N— (p« ^-/UX/Ufr^/U) 

-N-7°nbf;V7 5/ ] ^^v^/U^drV} -2-7;l'tP7x=/V] — 1 — 
a^^r^y j/'f 5 ^y^v- 5 - (WJ4 6 2), 

'2- [4- {2- vu? -5- (N-Tir^/W-N- p< ^vV 

757) -<^5^/V^-^r^'} -2-7/^^7 3:^] — 1 — %/# xi^^r v'/W^ 
94 5 5 -*^^Bft («#J4 6 3). 

2 - [4— {2- (4-^PB7i^) -5- [N- (^^/^^/^^ — 
-N-^f-;V7 5 / ] ^<^^/V^-=3rV} - 2-7/i/tn7* -1— v^p 

^.^/W^^ 5 5 -tf^TKl'Bfc ttflfctt (Mi4 6 4), 

2— [4— {2— (4-^OP7i^/>) —5 — [N — ^^VU— N— (^^-/U 
^./kjjs^/p) 75/] 'O-vvt^^iy} - 2-7/Vi-n7i=;l^] -1— S^p 
^drV;^<yy-f 5 yy-/v- 5 - *;VJl?yfil mm%L (**«4 6 5), 

2— [4— {2— (4-^na7i-/V) —5 — [N— {^^/V^j 
-N-^f-^7S:7] ^y^t^rv'} -2-7;VtP73:=;V] — 1— 
^*r%/)X"<l/V-i 5 ?V~>V- 5 -jfr/M^gfe (^Jl^#ij4 6 6), 

2— [4— {2— (4-^nP7i^) —5 — [N — ^^/V— N — (cn^/U 
^7/^-/1/) 757] -^^vVt^^rv'} - 2-7;^n7x^] -1-v^p 
^V/W^^W 5 ?9—)\>- 5 -fl/M?^* mW\± 6 7), 

2- [4- {2- (4 p P ^^^/P) -5-^ h ^r^^^^V^-^V} - 
2—y^^rn-7^=-jV] — 1 — n^.:Srv'/W<i'y-'f 5 PV—iV— 5 — 

mm&u 68), 

2- [4- {2- (4-^nn7i^) -5- (N — 7ir5v^-N — f S J~7 
ntVW75/) ^Vvvi^^v'} -2-7;Vta73i^;V] — 1— v-^ P^.drv' 
)V<l/^y{ 5 ffy—JV- 5 -tfywtfvgfc jtttttt (HW<|4 6 9), 

{[2- {4- [2- (4-^na^i^/^) -5- (2-^yt'o!)^- 
1-xf/v) ^O-^^^-^v-] -2-7;^a7x=;k} — 1 — *S# P ^ dp- $//W< 
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7 0), 

2- {4 - [2- (4-? nv? ^^/U) -5— * h^v'^^vVl'^-^i'] 7 
Mm 5 0 1). 

2- {4- [2- (4 - ^ n D7x^) - 5 h^r^^y'vM^^v'] y 
^=^/U} — n-^df-V/l'— lH-^y K*— /I — 5 — ^/i^^St (H1S0iJ 5 

0 2), 

/V- 5 -#/Wt?>-^ (ISite0!l5O3k 

2- (4 — ' <ls*?;V%-*i/y _ 3 d^df^/wf 5 £V [1, 2 

-a] try v 5 ^- 7 -^^^'yixf^x^f^ (WJ6 0 1), 

2 _ (4 -^V^U^-=3r^7^^/U) -3-^^n^^;W;^ [1, 2 
-.a] try v 5 ^- 7 (§HiS#J 6 0 2 ) , 

2- {4- [2- (4-^nP7x^U) -5-^ b 3r $"<l'*?A'Hr^%s'} 7 
z^^/U) -3-i/^P^Wl'-3H-'f5^y [4, 5-b] 
tf/V'tfi'Bi (H3t#!l 7 0 1), 

2- {4- [2- (4 — ^ n n ^acs/lO - 5- WV^Ptf/l/*^^^) 
-"t^SJ/M-de-W 7i^} - 3 n^df^/V- 3 H — >T ^ [4, 5- 

b] ep^y-6-*^yt WJ7 0 2), Rtf, 

2- {4— [2- (4-? z^~;v) -5- (lfpyv f y-l—f/v*;i' 

5-b] vw^-g-uji'&i/wl mmm. (n««7 0 3) 

(62) 2- {4- [2- (4-^ o P7x^) - 5- (4-t=^y^ 

^•^;*;^^) ^^v^/i^^-^^] - i B^i/My^-f 

5 ^y_ /v ,_ 5 _ # ^ x ^ :&&ig[ (MMM 3 2 8). 

2 — { 4 — [2— (4-^PB7i^) -5-t FB^i/^y-y;^^] 

(H»J3 2 9), 
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2- {4 — [2- ( 4 — ^ P P ■? zc^Jls) - 5- UyT'P^^^'f/V) 

/ut$ mmm. mmm 330), 

2- {4- [2- (4-^007is;W) -5- (N-^y/c! tVl^-N-^ 

$yy*-/v-5-*/^y|S ttlttt (Mfll 3 3 1 K 

2— {4— [2— (4-^nn7i =/V) —5 — (7i ^/kyfr/W^-'f /U) ^< 

tfiswt m.mm. (»J3 32), 

2- {4- [2- (4-^PP7x^) -5- (4-^ hdrv-t°^y v'y ^7 

/u-5-^/^^m mm. mmmz 33), 

2- {4— [2- (4 cz p ^^n/!/) -5 - (3-k KD^-^DkVl't 

5-#/u7$i/m (mi&W3 34), 

2- {4— [2- (4 — ^ n p ^^^7V) -5- (2-t KP*Vxh+V) 

jutfi/m mmm. cmnm 3 3 5 > , 
mi&m3 3 6), 

2- [4- {2- (4-^nd7x-^) -5--bP'<y^Wv'} -2 

— ~7 ^=.jV\ — 1 — v-^ P^^vvW-^i/W ^ PV—JV— 5 — 
=f-jV=c?.^)V mMM3 3 7), 

2— [4— {5-7^7-2- (4 — 9 P p!7;ec^/P) ^■^v ? /U^-^r v'} —2 

— 7 en c^yu] — l — a^^v^yy-f ^ #^/—;v— 5 — 
Hfc^^vi/;c*^vw 3 8), 

2- [4— {2- (4-^pp7^^/i^) -5- (2-t^yt'py^-i 
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% As— 5 -%jU7$^m* *f->v^^"r?v (^Ii£#)j3 3 9), 

2- [4- {2- (4-^an7x^;V) -5- ( 2 -Or* V tf n y i?ls — 1 

-^/v) ^i/^Ao^^} -2-7;i/tn7x^^] — 1 -is? n-^v'/w^ 

^5^/-/>-5-*/^^ fill WJ3 4 0), 

2- {4- [2- (4 -^nn 7^=/^) -5- ( 4 - p< ^Vl" t 0 ^ V *? is— 1 

--f/P7J/i^#— AS) +<*s 9 JA'it**^/l y*.—M — i— is? v+^*tis <4 
5 ?V~tV- 5 -j&A'jtf^B* jftRjfc (HJ60!I 3 4 1), 

2— {4— [ 5 —-f^=f-;v— 2 — (4 — ^ xi xi -7x.~;V) s<l/*J is] 7 

1 -v^ n^^;x/w<^y-r 5 yy— a*— 5 — &&!&(H 

MJ 3 4 2), 

2 - {4 - [2 - (4-^na 7 ai^/V) - 5 - {(4 - t h*o^^!) 

^^/^yy-i' 5 ^v— )v- 5-*/u7$>m mMm 343), 

2- {4- [2- (4-^dp^^^/W) -5- (2-^ h^rv^h^rv') ^ 
^if/U^-^-Z/l - 1 -is? v^^i/jU^l/yfj $. yy—sls- 5 - ft/Is 

tf^wt mwtu (.mmrn 3 4 4 ) , 

2- {4- [2- (4-^nn^^^/P) - 5- {2- (2-;* h^rv^h^ 
V) h^^} ^O'^/l'^-dri^] ^a^/W — 1 — is? n^^^/W^i^y-f 5 # 
y—/U-5-%/^^m MI WJ3 4 5), 

2- {4- [2- (4-^nn7x^V) -5- W Vf^-AsU Asi&^As') ^< 
>"Z?/ls$-3ri/l 7 — 1 - is? P^^fv'/Kyy^ 5 As— 5 — ^A' 

(»J3 4 6), 

2- {4— [2— (4-^OP7x^) -5— (2-^^7/^-4 
-^ZsVtV^-lcis] ~7x.=-)V) - 1 - is? nAdri/;v^yy^ 5 /V 

- (H2&M3 4 7), 

2- {4- [2- (4 -? n u 7 -5 - (3, 4 - v> fc K n t°^< 

!)-7y-l-^/i'*;i'#-;v) ^^vvi^^f- V] 7x^/w} — l — is? 

/w<^/-r 5 ?v~-as- 5-*Artf^8t mmm. mw\ 348), 

2 — { 4 — [ 2 — (4-? uxl -5- (3-^^VV-l, 2, 4 — 
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m^7^-5-^^) ^i^/W^V] 37^n/W - u^^is 
2- {4- [2- (4-^0 07x^/1') -4- M yT'u /Us^^rj ;U) 

/vrfj^ife ±g®?m (3**09 3 5 0). 

2— {4- [2- (4-^0 0 7x^/1/) -4- i^y j^/Waff -< 

tfym i&mu mmm 351), 

2- {4- [2- (4 O -5- {(l-fc Kddr^-2-^^- 

/l/T'o — 2 — -01") iJjV/^y{)V\ ^-yV'JV^r^r-y^ 7x= — 1— v"^ 
3r^/W<^;/>f 5 1\<- 5 tttttt (WJ3 5 2), 

2- {4- [2- (4-^nn7x=;V) -5 - (4, 4 -» 5vl^- 2 
=3rf-i/y ^— 2 — -<>'v ! /^^-drv'] — 1 n^=^ vvW<:/ 

V-f 5 5 — (^ife^J 3 5 3), 

2— {4 - [2- (4-^PP7i ^/k) -4- If 1)^7 

— l — ^A^UTf^/iO ^yiSsv^-^-y] 7x=^} — l — "y? n^^^/wO' 

% rv—tv- 5 -u/utfym mmm. (mmm 3 5 4 ) x 

2— {4 - [2- (4-^na^^^/l^) - 4- {(2-t Fn ^rl/zr.=^;v) ?} 

/w^-f ;v) ^<yV';v-^r^- ; y'S 7x=;i/} - l — aAdfi/^y/^ 5 
5-ytJ/U^ym: jftM (Hlfe^J 3 5 5 ) N 

2- {4- [2- (4-^nn^^^/W) -4- {(4 — fcTJJSJ/l'^^Vl') TJA' 

/•^^/W ^y^Jfv'] ^^^/v} - 1 - %/9 xi^*t*/)V<-yV<< % 

jV-S-Uivmym. (»#iJ3 5 6k 

2— {4- [2- (4 n n 7^^/U-) -4- ^/l^/W^^f /U) ^< 

tfym m.m& (mmm3 57), 

2- {4- [5- (2-75/f7V^-4-^^) -2- (4-^nn^7 
x=^) ^^'vVl^^rv'] 7 ^=-;V) - \ - V u ;\"<y V 4 % # ^ jV 

-5-lJ)Vifsym. (mfe^iJ 3 5 8), 
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2- {4- [2- (4-^PP7i^V) -5- (4-t Kn^i/t'^!J^y 

- 1 - J )V7,>vfo=.)V) *<\s*?frHr*t*/\ y ^=-;v) — l - -yy P^-df- i/j\"<y 

2- {4- [5- (^^f;^;w^>f^) -2- (4-7;viP7i=/^ 
^;y^/i^ar-^] 7^—^} - l - ^^ a^i/My^/f 5 ^/-/h 5 - * 
svtf ym WMffi. (MMM 3 6 0), 

2- {4- [5- (^^V^/W-^-'f -2- (3-7;ktn7s^) 
^i^vVi^^v'] 7x^;W} - 1 — v^^-yjV^yy*^ 5; /U— 5 -7J 

(mMM3 6 1), 

2- {4- [2- (5-^ 00^7x^-2-^ /W) - 5- ^/l^ /l" 

/^"f/i') ^y^t^i/] 7x=;W - 1 — *y? u^^-y/u^yy^f § ^V— 
/U-5-A^>m (HJfctfiJ 3 6 2 ) , 

2- {4- [2-^0^-5- (5 — ;* ^•/l-^-^rf-y— /V- 2 -^/V) ^^v* 
/M-^f] :7cn=yW — 1 -i/^ P^df-vvi^^yW 5 5 -^7yW4?^ 

^ (HiiS^l 3 6 3), 

2— {4— [2— ^n^E-— 5— (5-^f/l'f7y'-;V-2-/f;l') ^<yyjU 
y — - l -yy X2^*ir*y)\"<yy 4 % 7*y — )V- 5 — X/Utfym 

m.mm. mmm 3 6 4), 

2- {4- [2- (4-^PP7x-;V) -5- ( 5 - ^ ^Vl^^lJ- V°— A*— 

2-4^) / <y^;i't^v'] :7^;=vW - l — yy u^^-yju^yy^f $ y*y— 
ju-s-jjjvtfym m^(^^!l3 6 5), 

2- {4- [2- (4-^no7i^) -5- (5-^f;Vf7/^-2 

— s<y*y;v$r^iy-\ y^~ju} - \ —y y v^^y jv<yy 4 % ?*y —iv 
-5-#/l^^ tSt (WH3 6 6), 

2- {4- [2- (4-^aP7x^) —5 — *T h y — JV— 5 — 4 fV^<y 

yjv^^y\ y^^/v} - i - n^^rv'/i/^y^^ $ 5 - i)/^ 

ym mmm. (mmw3 6 7), 

2- {4- [5-^nn-2- (4 -yr J y x.—jv) ^y^/u^^y] y 
=-M - l -yy n^^V/i^^-f 5 yy—su- 5 -tf/ujffl'fife (H 
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MM 3 6 8), 

2- {4- [ 5 — ^ ta p - 2 - (4 — *r \- yV—JV- 5 

>m mm. ismm* 6 9), 

2- {4- [2- (4-^0P7x^) -5— {2- (4-fc Kp^t^^ 
/^^/-f ^ 5 - &Mfc!ft (Hiife#!l3 7 0), 

2- {4- [2- u-^pp:7^^y) -5- (2-^yt°^D^y-i 

V<i ^^y-/V-5-*/V7i?^m («#J3 7 1), 

2- {4- [3- (4-^PP7i=^) -5- (S?* =f-;V3) }l</<^:4 )V) 

is&AsHrsti/l — 2 — 7/v3rv y -l-v/^o^v^yy'f 

-A'- 5 - # (^%99 3 7 2), 

2- {4- [2- (4-^PP7i^) -5- (N-kKP^>7^^;) 

y-/u-5-*/u78fm ~mmm. (mmm 3 7 3 ) , 

2— {4— [2— (4-^po7i=/V) —5— (2, 
dry-4H-l, 2, 4 -t#t'77y-/l'- 3 —jAr) ^^^^^] -2 

-7;^p7i=;H — 1 — v'^ p^dfi/y^y/'f 5: 5 — jj/vtfi/ 

m i&mu (mmm3 7 4), 

2 - {4 - [2 - (4-^P P7x=;V) - 5 - (2— y— 3 H — 1 , 2 , 
3, 5-mfTi?7y-;V-4->f;V) ^I/^A^^V] -2-7^7 

2&0J3 7 5), 

2- {4- [2- (4-^PP7x^/U) —5 - (2, 5 - t K P ~ 5 - 
dry-4H-l, 2, 4 -fr^T/-^- 3 —-{jV) ^^iS/U&^i/l - 2 - 

7;utP7xx;p} — l — */? v^^ris/U^^ysf 5 ^v*-/y— 5 — #/y*i?ygl 
ttgfctt (IHi60>J 3 7 6), 

2— {4— [2— (4 — ^ p D ^^^/y) —5 — (s^ oy°& tf/y^/w^^E-xf 
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x yy—jv- 5 -%/UT$^m (HM377), 

2— {4 — [2— (4-^pp7i = ;V) —5 — (i/? nzf^/Vfi ;l>s^4 fr) 

y-su- 5 -*;u7$>m mmm 378), 

2— {4 — [2— (4 — ? u n — 5 — ( t e r t — -?*f~)VD)V/^ 

4 )V) ^O'v^/v^-^rv'] — 2 — 7;^a73.=;W — 1 — u-^vvW^y* 

2- {4- [2- (4 — ^ P v y=.^/\s) -5- ('fy/f/l'*;^*^^) 
■^O'^^^-^v'] -2-7/l't0 7s^l'} — 1 — v'^ P^v'/V^y/'f ^ ^ 
y*-/t— 5 -#/l^>-^ i£^£(H»j3 8 0K 

2 - {4 - [2 - (4 - ^ P p:7;h=^) - 5 - {( 1 — t KP^^7*P^y- 

? n-^vvw^yv ^ yy— JV- 5 tt&tt (H*£#J3 8 IX 

2- {4- [2- (4-i?nn7^^/P) - 5 - 

— Z—zrs^jmv zc=^;v) — 1 — S/^ p^^vvw-^yV 3: 
—jV-5-$;\sT$^Wi tit (^J3 8 2) s 

2- {4- [2- (4 n a^^^/l^) - 5- {(2, 3-i^t Kn^V7°P 

^-y/u^o-y^ *yy—/u- s-jj/i'tfy-m (h^j 3 8 3 x 

2- {4- [2- (4— ^PP^o;^/P) -5 — (N — ^5v>— N — ^A-yfr 
/W^^/V) ^O-^v^-^rv-] - 2 -^yl^P^^^/V) -l-v-^P^^^ 
5 ?y—)V- 5 MLS^ifiL (^Jfe^3 8 4), 

2- {4- [2- (4 — ^ P P r7oi=^) -5- (N-^f;l/-N-yP fcVW 

su^^y^ $yy—^- 5 -jf/u^^m mmm. (*WJ3 8 sx 

2- {4- [2- (4-^pp^^^/W) -5- (N — >f V7°P tVl — N-p< 
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2- {4- [2- (4-^Pn7x^) -5- (2, 
•y-1 — ( jVt$=l;v) ^i/v^wa-drv-] - 2-7^tn7x^) -l-v' 
# u^^ju^^yrj *y>?-;u-5-*/i'7$>'m (^Jfi«l 3 8 7 ), 

2- {4- [5- (:/^7l'j&yW< j e>r/l') -2- (4 - ^ n n7x^^) 
^/v^-dr->] - 2 -yju^-u y=^^;v} - l -v^ P^drt'/w^y^f 
;\>i$ Vj^ 3 8 8), 

2- {4- [2- (4-^nn7^n/U) - 5- (^n f;l/*/W^/f /I/) ^< 

— /U- S-tf/UJtf^Sfc (ISttitil 3 8 9 K 

2— {4— [2— (4-^P0 7i=^) —5 — (zc-f-SUjj/U/^J /U) 

2- {4- [2- (4-^na7^=/U) - 5- { ( v 5 ^ ^vv* /W^-f /U) T 

^5^/^-5-*;^^ itgfe^ (^»J 3 9 1 ) , 

2- {4- [2- (4-^nn7i^) - 5- {(^/^ !J / T 
5 y } '<^v ? ;l/t*v'] -2-7/^^71-^} — 1 n^^rvvwO';/ 
^f5^^-5-^;^^ IHt (IIIfj3 9 2), 

2- {4- [2- (4-^nB7i^/l') -S-^l'^ K^y^Vt^y] - 
2-7/I/tP7x-;V} — 1 — U^3c%/;\"<lsys( 5 /V— 5 —^7/1^4? 

V|£ &ift& (^*W3 9 3), 

2- {4- [2- (4-^nn7x^) - 5- { (a^^jU^j jV/^-j )V) T5 
/} sOiS/i/Jraci/] —2 — 7;l/^n7x=/l/) - 1 - ->vW<:^yV 
A— 5 MI (^3 9 4), 

2 - {4 — [2 - (4-^n P7x-;l') - 5 - { V7n fc'/l^/W^-f ^) 
757} ^O-v 5 /^^-^] -2-7;i'to7x-;u} -l-y^P^y^y 
^^/-/w-s-^/^y^ jftft& 9 5), 

2- {4- [2- (3, 4-^7/^P7x^) -5- (-f 77n fcVl^/U 
^^E-^f/W) -O'S^Aoj-'^S''] -2-7HP7x=;H — 1 — H^dr->VW< 
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>-yV WJ3 9 6), 

2- {4- [2- (2, 4-^^/1^^-13 7^^^) -5- (^y/nt>*;V 

i'VW 5 9 7), 

2- {4- [2- (3, 5-^an7i^) -5- Wy7Pt 0 ;^;W^ 

y-f 5; yy— ?v- 5 mMM 3 9 8), 

2- {4- [2- (3-^PP-4-7/Vtn7i=/V) -5- (-fy^nf 

v^V^><>/-r 5 PV—JV- 5 -;fr/W|?XS& (H*fc#!l3 9 9K 

2- {4- [2- (3, 4-^^PP7x^) -5- (/fy7*P^*^ 

2— {4— [2- (4-^PP-2-7/l'tP73:=/l') - 5- Wy7of 
?V) ^yv J ;l/^^V'] -2-7/^P7i-;l/} — 1 — o^^f 

vvwo-y-r ^ yy—tv- 5 -^/i^y-m tfguft (^IW4 0 1), 

2— {4— [2- (4-^oo-2-7/^D7x-;V') —5— (tfPP^X 
— 1 —JjV-frjV&^fr) ^^^/P-^-^rv^] -2-7^tP7x^) — 1-^^ 
QA^j/My/^ 5^y*— ^- S-tf/M?^ HtW&L (^IM4 0 2), 

2- {4— [2- (4-^an-3-7^tP7x=/l/) -5- (t°o!)^y 
-1 — i ;vf) ^IsiS/utf-^-is] - 2 — 7 tv-frxi y ^ ~;V} 

oAjf ^y^^f 5 5 - *;^yS ^^it (HIi4 0 3) N 

2- {4- [2- (4 — ^ a a - 3 -y/l^a y^^/U) -5- Wy^ob 9 
/U#/W^></1') vvl'^^v'] - 2-7;V3|-P7x=;l') — 1— isfv-^^r 

v-zv^^y-r s: /u— 5 -y7/u?}?^ ^.mu (^tfcffl 4 o 4 ) N 
2- {4 - [2- {4- c^^vi^;*-) 7x^1 -5- (2-^-^y t°p y 

v>y-l--OU) ^i/^/l^^vO - 2-7;^P7x=;W -i-iy#u^*c 

t^v^yv % yy— ;v- 5 -ujv^ym mmu (^fti4 0 5), 

2- {4- [2- {4- (y^/l^;*") y^-/W -5- {4 77*0 fc 9 /^^^ 

91 



WO 03/000254 



PCT/JP02/06405 



2- {4- [4-^nn-2- (4-^DP7i^) -5- (l, 1 - 

0 7), 

2— {4— [4— ^pp— 2— (4-^PP7i=/l') —5 — ( 2 — y k° 

^^/wo-yw $ ^y— a- 5 

2- {4- [2— (4 — ^ p P 7 ji^.^) -5— (4 y~7u if JUT 5 / 
~/v) ^y^t^f-v'] — 2 — 7i=;W — l — p^^i/vw^y 

^$^/-;i/-5-*^y» (mmm 4 0 9 ) , 

2- {4- [2- (4-^PP7x^;U) -5- (i?*7'A'j3A"< J f(A') ^ 

i^/t^drv'] -2-7/i'tD7i=/i') - 1 u^-yJ-jv^l/V'i $ ?V 

— ?v- 5 -J&Zl'^fift i&RttL (IIi4 10), 

2- {4- [2- (4~^pp7i^) -5- (4-fc K n f U 

— 1 —<f Jls#/U7g~/U) ^^-v^/V^-^ri/] -2-7;^D7xx;U) — 1— 

2- {4 — [2- (4 — ^ P P7x=-;H - 5 - (-< yy" P fcVl^/W^-Y/l/) 
^O'i^/P^-dr-^] - 2 -y/i^P :7^~/W - 1 — B^yfM>y>f 5 # 

III (Ht«4 12), 
2- {4 — [2- (4 P p y zt.=-ju) -5 - (^y7°PtV^;w^;i,) 
^Vv^/v^-drV] y^ — /W - i — D^yf/Ky/^f $ ^y— /u— 5 -U 
mtt (HiSM4 13), 

2- {4— [2— (4 P P 7x=;U) -5 - (v^ , 3-jV$IJVs^<ijV) 

y^^drv'] y^=/W - i - p-^i/fvwo-y-f 5 ^y— 5 — 
tf^gfc tttttt (*ii^J4 14), 

2- {4- [2- (4-^n7s^) -5- (4-tKP^>^!J^y 

— 1 — >f /V^/UJK^/V) -O'^/M-^S'] ^;r.~/V} - 1 — */ >7 P •'^I'^VVO' 
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v<< % ?v—a>- 5 -*uvi$^m 15), 

2— {4— [2 — (4-^do7x^;I/) —5 — (^y/ntV^/W^^^) 
-^^^v'] -1- (fh7tFcftt , 7y-4-i';i') 

2- {4- [2- (4-^D07x^) -5- (t°P y 1 
tf^/u) -O'vvi^^v'] 7x=;H -l - (f^7tFnftii'7V-4-i' 

)V) s<^y«( % jv- 5 --htv-m^m sis (iwj4nK 

2- {4- [2- (4-^ n p^^c^/U) -5— Wy^n^/M*>f;l/) 
^^v f /U'^-dr^] -2-7/^07x^1 -1- (f h7t FPftf7y- 

4 — r/1-) ^^-/^ $ ^y-^- 5 -*/nj?y» mmm mmm* 1 8), 

2- {4- [2- (4-^PP7x^) -5- (2-t^yt°n!J^-l 
— f/L) a,**?*/] - 2.-Z7 )V3ru7 z^^-M -1- (f h?k Kaf* 

— r^) ^^^yy-/v-5-*Myi tit (WJ41 

9), 

2- {4 — [2— (4-^DP7i^) - 5- WyT'Plf/V^/W^/V) 
^^'^yW^-^v'] - 2-7/ktn7x=/l'} - 1 - t'^U 5 
/t— 5 - # /t'tf it^ifi (ggffiftf 4 2 0), 

2- {4- [2- (4-^oa7i^) -5- ( fcTo y v>>- 1 —^(tVfl/V 

2- {4- [2- (4-^pp7^-/^) -5- (2 — 

)V~) s<l/i/;Vis-*r\/~\ -2-7^tn7x=/W — 1 — iX^ P^y/l/^yy^ 
5 -tf/Vtf^aft — «MMft ($SJft09 4 2 2), 
2- {4- [2- (4-^an7x^/^) -5- (2-^yt^ty"U v?y 
— 3— -f/V) ^<Vv ? ^^-^r->] — 2 — 7 x^-/^} — 1 — n^^S-vU 

sO-S^f X As- 5 ttfifctt (H1^J4 2 3), 

2- {4- [2- (4-? urn? ^=.ju) -5- (2-t^y^^yy^y 
^yy*^^y-/v-5-*/^yK AM WJ4 2 4), 
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2- {4- [2- (4-^ BD7x=/U) - 5- (2-^f/!;y-2->f 

yy^5^/^-5-*/^y® rtit (3life0!!4 2 5k 

2- {4 - [{2- [{(v^ f-;l/*^t>f;l/) h^ri^} ^W] -4- (4 

P^^y/W^VV 5 yi/— 5 -^/l^^S* (»MJ4 2 6), 

2- {4- [{4- (4-7;^P7i=;V) -2 - ( 4 - t K P V t? ^ V 

n^^^Myy^f ^- s-UArtfism r.m.&t& (^09427), 

2- {4- [{4- y^=-;V) -2- /U^ h^rf) 

2- {4- [{4- (4 --7/W^-p /V) ~2~ (p* ^/l^/W^^f /V) 

/^y^?^)/-;v-5-^;^y| (^ii4 2 9), 

2 — { 4 — [{ 4 — (4 — yjU^-n 7x-;W) - 2 — {( 2 — t Fd drv'^^/w) 
^/w^-f/W ^7^-5-^^) ;>< b^V] - 2-7;Vto7x-;H - 

0), 

2- {4- [{2- (4-7^071-^) -5 - (i?* ^jVUjVs^JjV) 
— i M * h^v-] -2-7;l'tn7x=/l'} - 1 —is? P^dp 
<X/W<^vV 5 5 (Hj!&#iJ4 3 1), 

2- {4- [{2- (4-7;^P7s=^) -5 - My/o^/M^^ 

^^Myy^f 5yy-;i/-5-*;^yH (£SJfc09 4 32), 

2- {4- [{2- (4-7^t0 7* = ^) -5 - (4-fc KP^y^!)v ? 
^- 1 — f^yU^fn/U) ft7iy-3-^} h -2-7;^P7 

3 3), 

94 



WO 03/000254 



PCT/JP02/06405 



2- {4- [2- (4-^ nn-7 z^^-}V) -5- (vM ^/l^W^^T "< 
yv'/^^v'] - 2 — ^7 — l — %/# u A*— 5— x b 

^-5—f/^y^5^/wV (W14 3 4), 

2- {4- [2— (4 

— 2 — r7/l^P 7x-;l/} — 1 — \/t> u*^*r%/)V— 5 — 7" h 7 5 — -f 
^<V^>f5^y— /V- Sit (^WJ4 3 5), 

2- {4- [2- ( 4 — ^ P ^=^/V) -5- Wy7"nt>*;M^^/l/) 
^<>'vvV;t :3 rv'] — 2 — ^/V^-a -l-v'^D^v';l'-5- (2, 

5-ytKP-5-^y-4H-l, 2, 4-t^t^jy- /W- 3 -<<M 

^yy^^y'-^ lit (ili4 3 6), 

2- {4- [ 5 -^/l^drv-- 2 - ( 4 - ^ a a 7 ^ ^y^t^y] 

- 2 -^/i^^-a y - 5-yry- 1 -v* u^^^tv^yVj % yy°— 

>V (WJ4 3 7), 

2- {4- [2- (4-^na7x^) -5 - ( 5vV # /W<^ JU) ^ 
^vVt^^v'] - 2-7;^D7x=;H - 5 — %/T J — 1 — %/9 P^df 
y^ ^ ¥^/—>V (g£jj£#ij4 3 8), 

2 - {4- [{N- (4 — i?^ ^W^/W^^/P) — N- ( 4 - ^/U^-P ~7 
;v) 7?;} ^TtiO ry^n/i^} - 1 - y^ n^^w^yy^ ^ ^y-;i/- 5 

-xsutf^M {mmm* 39). 

2- {5- [fcT;*. (3 -^/i^^-p^ai— /^) ^^vk] — 2 - yjv^ru - 4 — t 
KD^y7 3;=;H - l — p^^^i/Z-f 5 j^y— /u— 5 -^7/i/4?^^ 

4 4 0), 

2- {3- [t*^. (3-7/1/^0 7* = ^) ^^Vt'] — 2 — 7/W^-P-4- 1 
KP^rv^ct—^} - l -v-^ P^drvVW^VW 5 PV^-As— 5 -^/Wa^Vfife 
(*t«4 4 1), . 

2- {4- [(3 -v^^V^/W^^f ^T'^^/l^) (4-7;i/to7i=;y) 
;* h^i'] -2-7^n7i=;H — 1 — S-^ p^3t->vw< $ /i/- 
-5-#/Wrf?^ jfttttt (^1^4 4 2K 

2 - {4 - [{3 - (4 - fc KP^^ytVi)^- i ->f ^^i — 
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a~<vS 4 s; yy—A,- 5 ttM (**«4 4 3), 

1- {[2- (4- ([4- (4-7^n7x^) 

-5 — f/w] ^ Y^r-y) y^^M - 1 - i/f u^*riyju/<^S>( 5; VS— rv- 

{[2— {4- [bT^ (3-7^ta7i = /H * V*ci/1 — 2 -7/^071 
— 1 — n^^r v-^^O-y-f 5 PS—A* — 5 — yj/l^^/V} —3 

-D-^^n^m (H*S#J4 4 5) N 

2- {4- [2- (4-^an7x^) -5 - (1, 1 - V 4 V ^7 

3- {[4- (5-75 y ^/t-jft—A-- 1 — P^-3r->VW<>':/'l' 5; ^y— JV 
-2 — f/V) - 3 — ^/V^-Dr7ct/dr^] *?vW -4— (4-^nn^^^/V) 
-N fy^a^^XTU* (WJ4 4 7), 

2- [4- {2- (4-^nn7^^/k) -6- Wy^ntWT^y*^ 
~/k) •<>v 5 /l^^-=3f-v'} -2-7;^0 7x=/V] — 1 — x/9 u^^t/Af^l/"/ 
4 5 As- 5 -*/uaJ?^K tfU&tt (Ulife^il 4 4 8 ) , 

2— [4— {2— (4— ^nn7s-/l/) — 4 — T7 P — 5 — (1, 1 — v 5 
t^t-y^ 7f7/ y v 5 ^- 2 — f /U) ^i^/I^^i/} - 2-7;^n7i-;l^] 
- 1 - */9 T2^*SJ>l"<l/V4 5 ?S—A>- 5 (H*S#!4 
4 9) N 

2- [4- {2- (4-^PP7t^) -5 - Ky7*D^7$7*;Hi? 
—/V) •^V^/V^-^ix} -2-7/l'tP7i^/V] - 1 — 5^ a^*ci//U- 4 - 
^ hdrv^^^y^T 5 PS—As— 5 jftiftjt (H1^J4 5 0), 

2- [4- {2- (4-^ao7i^) - 5- (N f y^P 

/iz-N-^W^/) ^i/V/v^r**/} — 2 - 7/i/to7i^] -1— v'^ 
n^dri/^^^^^ ^ As— 5 WJ4 5 1), 

2- [4- {2- (4-^PD7i^) -5- (-f y7°n 'Mflsll Asi&ziAs'T 
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2- [3 - {[4- (4-7Wo7x^) - 2-^fW/^-5-^ 
^] ^9VW -4-t Kp^v-^ji^^] - 1 -is? P^=3rv'/W<vy-r 5 

2- [4- {2- (4-^np^^^/U) -4-7^^-n-5- (2-^"^y 
hfp y 1 — ^f/v) ^O'^^^-^V} - 2 — ^ai=yu] — l— *s9 

P^?/4^<y 5 5 - (HIi4 5 4), 

2- [4- {2- (4-^hp7i=/V) -5- (^f/W^^TU) 
■<yv ! ;l't= 3 f-v / } -2-7/VtP7s^/l'] — 1 — n^^vvW^yV 5 ^ 
5 -#jVi$>m ttt (^J4 5 5), 

2- [4- {2- (4-^nn7x=^) -5 - [N-^fvV'-N— f-jV 
7?/] ^y^t^V) -2-7;^a7x^;i/] — l — n 
~.drvvw<^yv $ try*-/*- 5 -*/U#VBft (»^J4 5 6), 

2- [4 - {[3- (4 n D 7 ^^/W) - 6- (2 -t^7 l^n J) ^y- 1 
— j/V) t" y v 5 ^— 2 — -OW] P< f/Vt^f-v'] -2-7/UtP7i=/l/] — 1 — 

2- [4- {2- (4-^nn7i-;l') -5- (7tf;l/7 5;) ^y^A- 
yf-drv'} - 2- 71=;!/] — 1 — is? u^^ris/U^l/^^ 5 

5 -ZsUtS l/m tttttt Ofcttftl 4 5 8 h 

2— [4— {2— (4 — ^ p n -5— (N — T-fefvV — N— J^/t-' 

757) ^y^t^v'} - 2 -ITVl^P 7x^] - 1 - %/# u^ef-t/ju-^l^ 
y-C 5^^-/1 5 jftMItt (SUffeflK 5 9), 

2- [4- {2- (4-^nn7x^) -5- (N-7-fef"^-N-7 p n f 

2— [4- {2— (4 — ^ P P -7^—^) —5— [N — ai^/W— N— (p< ^-/V 

^^fV/i"<y/-< ^; 5 - *;^yg i£^J£ (^16M4 6i), 

2- [4- {2- (4-^PP7x^) -5- [N- (^f/l/^/U*^) 
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n^dp^/w*:/^ 5^V— A— 5 JMNft (H^J4 6 2) N 
2- [4- {2- (4 p p y^^/k) -5- (N — T* 1 ^"^— N — * ^As 

^>;^^-5-^;^y|| MMM. WJ4 6 3), 

2- [4- {2- (4 - ^ u W7 zc^/U) -5- [N— ( J.^/U^/l'/ft — /U) 

2- [4- {2- (4 p P y^r^) -5- [N-oifvV-N- (^^/V 
^./I^tJ^— /V) 757] ^y^t^V) -2-7/Wto7x=/I/] — 1— S^p 

2- [4- {2- (4-^PD73:^/H -5- [N- ( a^^-jUU /U) 
— N-^f-JUT 5 J ] ^y^^fy) - 2 — 7/Vj*-n ^^^/U] — 1— v^P 

— ^/wo'y-r $ ^y— /u- 5 -x/v^ism. mmM (»J4 6 6). 

2— [4— {2— (4-^nP7i-/l/) —5— [N — ^-^/U—N— (j^A- 
#/V#^/V-) r^/] ^<>'v?^^-driy} — 2 — ^/V-^-P — 1— v"^ P 

^^/U^^y^ 5 /U- 5 -tf/l^^ifc 4§L$?1£: (llgi&M 4 6 7 h 

2- [4- {2- (4 P xx -5-^ f^f ^V^t^i/} - 

2 1 —y/V^-ny^.=-;V] — 1 — n^^-^;U^<^y-i % &V—)V— 5 — 1) 

(mmm4: 6 8). 

2- [4- {2- (4 d P ^oi^/P) -5- (N-T-fe^VV-N — f 7 7° 
ntVl/7?7) ^isZtjVjrlci/} —2-'7A'JrV7^~A'~\ — 1 - P ^^ris 

;^yy-f d-X^S^m m.M)M. («0iJ4 6 9), 

{[2- {4- [2- (4-^pp7^=^) -5- ( 2 -$-*y tfP y i?^- 

l--f/^) ^<yJ As — 2 — — 1 — V ? P ^ dp >y/u^< 

y7^5^/-;i'-5-^/i'] #/P7i?^/W - 0 -D-^'/i^ p y®> (H»J4 

7 0), 

2- {4- [2- (4 P P 7 ^ — /P) - 5- (4 y^P ;V/^<i 
^<l/i?7Vjr^-i/-\ 7 -3-y^P^y/l'-3H-^^7 [4, 5- 
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b] t°y vis- 6 -jjjv&^wt m.mm. (WJ702), &z>\ 

2- {4- [2- (4-^P07i=^) - 5- (t°P y S?^— 1 -^)VtlJV 

5-b] \f v ^v- 6 -xjvTs^m (M1&M7 0 3) fribtezm&vm 
(6 3) (29) 75^ (6 2) <D^-r^^mm<Dm^-mt^mji.nmm± 

(6 4) (1) (2 8) Xte (2 9) (6 2) tf^-f ft^-lBiKO 

(6 5) (i) ib^. (2 8) xfi (29) 7bm (6 2) o v>-r ti^-fa^ 

(6 6) (2 9) (6 2) (DV>-fn^^lB«oO^^^^XM^-h 

rp^ $ tb§ ^ 0m., Rrjmm±ff^ £ ft z> *s&£r-^ a,t?j& % c mm-^mn. 

(6 7) (a) (6 5) \Z.mm.(D%iCm%f$kV'< /UXMk, (b) fo<D%LV 4 

(6 8) (a) (6 5) frmiktDfoCWft&VJsl'Xfflt^ ( b) — 7 

* ta ^ fc>*T ft 3 K C MB *7 -f J^Ts Mo 

(6 9) (a) (6 4) \cfcm<ocmiK&t7j/*'Xtfy *7--emmmb. (b 

(7 0) (a) (6 4) icM^CfflJfflSfr-f^JtfP ^7— Zmmmk, (b 

(7i) tie— jRsfc cm] r-mztiz^yj s: yy—Mk&mjuttnm. 

o 
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[III] 



(7 2) 4- (4-7/^D7i=/W -5-t Fpdfv'^f /P- 2 f 
/i^T V—)Vfr b * 3 $ «fc «3 3 y *-/Wb£-46X fiSHHS-tW^ £ 3 

(7 3) 1- (4' -^na-2-t Fn^i/^f/i/-bf7x=/i/-4-^ 
./P) - 2 - fa y v?7 ^RXf 1 - (4' -^on-2-^na^f;v-if7x- 

; u-4-^ju) - 2-fp y ^y^^*5j|j; i?aitijx3tr7*=/Wb^*jx 

(74) (a)(1) |B^<£>— JRA C I 3 T?**^5«6^aifl5'&»Xfi«HKJ: 

rF^$n3^eo^ N &i>* (b) (d m&<Dik&msktt~<Dfcv 4 

(7 5) (a) (1) |B«c^>-^ [ I ] T^^^S^^-a-^Xfi^lg-t 

ft* Rtf (b) -fy^-7 I ay^ff5gi» 0 

(7 6) 5frS»ao (1) IB**©-**:* CI] T*$ft3ffi^SS<b£-4fcXtt*i 

(7 7) W3t)§tf>. (l) *B*^fc^#r^<0lft*>f^*^ aifefijttRtJt* 
•S*i3£#J fr> * 3 P J: «5 X tf *t 5^i<Hlo tf>SS3iJ SrS^-T 3 £ 4r * & K 
Stt, (7 6) fB*Stf>:fri!so 

(78) t^i©-/^-7 a ny8Wr t£r£ fcte^tN (76)13^ 

(7 9) ^to (i) ttS: Ci] T*Sft3«^J&te^Xfi» 
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(so t^to, (i) mm<Dik<er®sw<Dmv << 

iSt*. (7 9) j£,Mt(Djffe 0 

(8 1) ^ft^^^^-^^a Vig-^-TSr a:^r$ b^-^-tf, (7 9)Gi 

(8 2) cmjft0zii3mmfem*WiTg-f%tc£><D en ib^co-^ en -e 

(8 3) CMJff^^-r/^^y ^9-^P£#^JSr^it-t-5fc*^ (1) IBtt 

(8 4) (i) mm<o~^ [i] ^sjxsne^ai^^xriftniiif* 

(8 5) (1) IBftO— «?SS [I] -e^$tt5^»^^XI4^_hfF^ 

(se) (8 4) t&m<Dmmm.mm, Rxi&wmm&m* cmjff&oifemm 

jlCttffltSifcmSs SfcttW^fTfcir i^lB^Lfc^^m^ 
(8 7) (8 5) IB«og^m^^)> CSIT^ !>^f ;m 

<NM£#*b<Wu R B s R 5 \ R 6 ^ R 6 \ ^/V— yc\£&^X7 
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yfy^/Um, s e c-^l, t e r t-^S, -^?VV£ X 4^^^ 

^-jvm, t e r t — °^^^m, ^is/is&m&m-fhftZo 

fi, R", R a \ R a \ R al \ R al6 . R al \ R a3 \ R a3 \ R b6 RXFR hT V»*C ^ 

R b \ R b \ T'B^t^^— yct'SSV^T^^V^Xfi t e r 

r/NDyy{bci-6 7;^Sj -h!B5£a<E> r c 1-6 Tvt^/i-'Sj ^_lib 

£>6 0 ftfttotertu 7;v^p^f;H s ^7/^0^^/^ M)7^tn^f 
/o^^f/^ ^pp^/i^ 1, 2, 2- 

^PP^f^S, 2, 2, 2- h ]) 7/l'*u^*}-/^<$&m J rbflZ>o 

rc2-6 7/^=vyj ^*^2 7!;S6^ti:^T/v^= W^r^b, If 

^V^, :/p-^V^ l-zf=r~\'^ > 1, 3 v^^-l'^tfs^f £>3x 

■So 

mi X'fc5 7;^-tdr^ST*fc^ &IL<fif©7/^/vW^iti 

y^/l^^g, t e r t - ^/^^v^ ^^^-y^^^S, ^dr^l^ 
R a \ R a \ R a2 \ R a2 \ R a3 \ /ASt?^- 7°C^*5V^X#^$f* L 
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rci-6 7^3^i/Cl-6 £ f4 % _LfB^£> r C 1-6 * v' 

rci-6 7;^y-f;Hj *©r/i^/M8Wfta s -fc*Bj£3&0> r c 1-6 7/Mr 
/vgj ffc57;>^;i'-*/i'#-/Hl?fe !) , SSKtt^©/;^^^ ' 

E##a|6rf b*L5 = 

R\ R\ R\ R\ R a£ \ R a2 \ R b \ jJOW— 7°B tC*5V^T*SH^* L < T 
1-6 7^3*Vlj tfcST/^^-t^V-i/^^Stffe 5 , ^*L<»4 

% ^y/f/l;i-^i/i7/l'^^S, t e r t — ^f-A^Hr^-t/flA^^ 

rci-6 7^;i/7$ylj irtts ^OT^dr/i>»^_h|a^a^ rci-6 7^ 
L < tt*07/v*/HMt^R*» l 7bm 4 ©lft|tetr4#lft*©T/u*yuKT?fc« 
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s> ^y^f;>r?;i, t e r t-yw^/s, ^yw^/i, — 
^vt^/^ n ^w?;s, i?xf/v7$;i, ^f/^f/vr^i, 
n — f y^n^/u-N — r yy^wT $ btiz> 0 

R 87 ^*^v^r#^^^* b< tt^^-zur 5: ;mxh 9 , r^&o^/u-^a^ 
\^xm\^&^ b < fi v>7 f/k7 3; 7 «P , R a24 \z.$$\^xm\z.& t. b < (4i?y 

rci-6 7;^y-f^7 5ySj tit, ^(dt/vu; /HfM£^-hiB5£»<£> rc 

l«C7;^;^f^^lt 1 ©EiXfi^fei© 7/U=3f ;Hf 5 7/1- 

X&T>*R ai n£:ib^-C#^£f3; b< 5 ylt'fes, 

rci-6 7^^/^^*^^Ij -?-c^7'/L'^/^^4^_h|B^^(^ rci-6 

X$>Z> 0 Mrfc&Jlzfe, t^f-fr^jvfc—jv^ xL^tvy.jX'ik^iv^ -zfn\£;\y^;v 
— /V^, t e r t -y^/W^/VT^A^ ^O-^^^/VTjsn/uSx ^^vvi^/v 

x^^R^^^v^r^f-^^ b< y f/w^/^^/i/ST*fe5 0 
& \z.i& b < y 3i ^;umx h s o 

rc3-8 V* Q7^^;HJ <t», ^it3 75l8^ ^^b<{4575^7^ 
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v-^ a^O-^ i?x = ;kS, a^drir=^£ > 2, 4— V:? ta^^lT- 
^ji 1 /l^ 2, 5-i/^n^t^>-l-^^ ^n^f 

s^/us, t° y ^v 5 ^^, i , 3 , 5 - h y 7^^/1/1, y e?'/ 
y ^ 5 ^y y i, 2, 4 - > y r y y ^m, "rb^yy ^m, 

y y y y ;n, t° n y t° n y i^-;n, -f 5 y 

s^a-s^ f^yvVi^ tf^s^A-s. ^/^u^m, ^^-^/uzh y — 
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£ % ^ft/D^iv ^y^y^ae, 7^7^l, v-y/D^S, 
^y^=^g N 5, 6, 7, 8-rh7t Kn^/u/i/$, ^yKy/H, 

/>f5^/P;Hf> 2, 3 -s?t Ko^y/'f 5^ y/^S> 2, 

y^^,v^ ^^y^-y-y y ^J£> ^y^/fry y /was^a^if b.t^5 0 

P7^l, fc'Pjl/H, tf5y*J);^ $^/JJ^S. 1, 2, 4-hy 

ry y/^ rf7/!)/^ fx =/ i,s % 7p/vs, t^tyy^s, "fy* 
^ty*y;H> fr/u/H^ ^fyfryu/H, fr-y/y*!)/^ troys* 
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t • » 

,N-», 11-^ A N^, 

— n — <f ii — i j — <f j 

0- M V N N V* 

H 

R\ R\ R\ R\ ZTkXHTl*- •7D\Z&^Tmzffr& IX tt> rl>7/ll^ 

i s 5 -a-^y— a 2 - 1 , 2, 4-tW7yy^-3->f/H"T»ii)5 g 

^y^^;^ fcfJJ 3 £>fc#*L<W: trying"? 
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& <5 o 

/VS. tf U 5: ^n^S, fc° y ^ v>~,wg N 1 , 3 , 5 — h y T fay 

t°7^/y^, -Y^^^y^Ss i, 2, 4-byryy^s, f 
i-6T/w^/^j r y — /^£M£^_hfB3M<£> r c 6-14 r y — a-sj -efc 

57!)^-7;v^;Ht'fc5. 0* U< te^T^^/i^itf^*^ 1 4 

;umx*h<9, Afrlftfctt. -<Vv?/kS, 7i*f/Hl, 3-7x-^7°n if/um. 
2 - y^-;Vf p tVl^S. 4 - !7 3, ^/t^^/l^^ W f,H§ 0 

rC6-14 7 y — ^Cl-6 T >V5r>v3r*r-y%)Vi$~)V&\ kfe^ ^©C6-14 7!) 
— A-C 1-6 T/^JVUtiLtf ±12^60 r C 6-14 T y— /VC 1-6 TtV*;V^\ "C'fc 

/u^&.^mmw:i7bm4,<Die.m<Dr/^^^mxh } o, r y -;^ttiS7i=;n 

rg^^tbT ctV^ C 1-6 TVV^r /W^J <b ±IB^^^ TC1-6 TA-3rA-S.K 
0 * b < li^Hf Ifc 1 4 ©E^3Z.«^^^T^dr/VS^ 1 3 
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HT^ndr^Ij, _hfB^<D r C 1-6 T/V-a ^SxC 1-6 T/U = ^ N _h|BS 

g&<£> rci-6 r^3dr^^^#^/vsj s.t^±lB^-«© rci-6 t/i^^t s; / 

xf;vS, yot>I N ^fy^otVl'I, ^f^I, ^y/f/H, sec 

-^f^S, t e r t -y^/P®, ^v^/v-^ y^yf^S, t e r t " 

fcVi^ 4-k KP^^f/^ l-tKP*'y-l-^f;nf/^ 1- 
k Kndf-V/n^y- 2 - -f^S, 1 , 3 -i^fc Fn^ix^P^^- 2 --f /kl, 

1- t Kpdf-v'-2-^f^7'P^y-2-</H > yj7^7}?df VVM f^S, 2 

dr^^^^S^ b drv-^/P^^/^^ ^vl^ 2 b ^ v^/l^^/l^n^/t'S, 

2- v>y f;V7^ 7 cc^g^tfS^tf b*l5 0 

£?£L<fi, R\ R\ R 3 RT^Rn-*5V>ry 1-fcKcidr^-l- 

R 5 . R 6 \ R 6 S.T>*R 6 ' (CjoV^-Cfiy ^Vt'KXte b 9 f/HT"fcO, 

r 7 , r\ R a3i s.t/R b5 ir*jv^T«y ^/x^t?fe "9 > R a24 ^*5v^-rfiy ^VVS. ^ 

T*fc9, R a \ R al9 S.t^R a2S ^*3V^Xf±y ^/xSXfi^^/l'S, R a2 S.t^R a Mn*5 

v^tey ^/t^#/^ d rv'/i'y f/Hxii2 ->yy t/vr 5 yxf/i/S-efo <9 , 

xf;H, ^y^ofcWS. ^/X^Xf* h y 7/ktPyf/VSt-fc^ R 

ai0 ^:iov^^ y f/kl, -f yy*p y^/i^ yy^vi^> 

t e r t-y^/ps. ^y^yf/vs, ^^yf;vs^ 1 -^Wp tr/v* 
xte^^^v^y^/t'^fc^, R all ^fcv^T«y ^/^^ ^f^Ss y°nt 0 
^yy°ntvi-s> y^^as, -fy^f/H, f«y7;^p^^n, 2- 

t Fn ^i/^^/xSXfi^^^^r^xy ^A^T*fc>9x R° 12 ^feV^Ttey ^A-^ 
-?V\?;vm, y^/VS, 2-t Kpdfi/xf;^ 4-t: Kb ^r-yy'^Vl'si^ ^ 
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Ji^/kS, 3-t Kn^i/^P y h^i/xf;l/S, y h^i/^hdri/oi 

f;H, XttA^^^MT?*)^ R a22 &U*R a23 }::*5V^Tf:i:y 31 
9 > R^KiiV^Ttty fvV* N •< tA'SXtt t e r t —"f^As 

tV^, -ff-As&y t e r t-r/fVl-gs 'fy/f/H, 2-fc Kn^f JKfvV 
g N l-tFp^p^y-2-^;i/S, l-tKn*V-2-^f^B^ 
2 --r/^X«^^#^r^/^^^^S-Cfc»3 > Z, Z' Stf^^-/Dlrj3 
V^Ttty ^vl^ Ji^vl^ tVl'I, y^P fcVl^ t e r t -^^vl^ 
M)7/vtc^f;wS, tKoWf/vS, 2 - t Kp ^v-xf/H, 2-* 

/M^^/w^/i^ y h^r'>^^a;xf±3i h^v^/i^-^y ?vus-efc5 0 

L<{±, K\ R 6 \ R 6 S.t>*R 6 ' W^fiby7^to^f;Hf 
fc«K R t29 |'*JV^l4^^HXttt e r t-T'f/Vitfct), Z N Z' 
SU— ^D^*3V^T»y f^S, ter t-^f/H, b 9 7;^P ^ f ^Ixii 

1-6 C 1-6 7 a ixS j , ±IS^»C9 rc 1-6 sfrSO&A'tf^A' 

Sj s.t^_hiE^a^ rci-6 7/^7 5 ygj A»&siiH5. rg&$ *i,-c & £ 

V^2-6 TVl"7-~/VJ t UtA^IKi, tf-/l^ 7!)^ l-t/p^/lx 

^y7°p^^S> l-yr^S^ 2--y , 7 i =^s. 1, 3 

2 — f y^yf= 3 ->f y^^ir-zt^ 4-^^/1^-3-^^^ 

X^*5V^T0* L< «2-7J/l-#dr^/mi^^/uS-efe R a20 ^*5V>T*f* 
L<« N 2-^y^yf^S, 3 — >f y^^ir=/V^Xfi4 -y 3 
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^Bm^t^•Ct i J:v^C2-6T^^^/^^j tit, mmm 2 Jbm 6 ojEixii^ 
mscr^^/v^skai. i 3 ®?>tt&s-cg&£ nx <tv^ ©x-fo y> s 

#/w£dr^/l^ N ±1B3£^<£> Tcl-6 T/I^='drv'gj > ±|B^<£> l"C 

1-6 Tjvzi^-^^jv^^jum] RWJifZfem<D rci-6 7/^/>7 5/Sj ^b51 

*l-c^j;i> Memory —^m*^ts 0 istsu^ ±ib^«<d 

t3 ^^^^ J> vrys, ^hnS, ±IE^*t^ rci-6 7;^;Hjs _bfB?£!S 
<D r/M3^yftci-6 7/^/HJs ±IB^(^ rci-6 Ty^y -CA'g.K - (c 
H 2 ) r -COOR b \ -(CH 2 ) r -CONR bl R b \ - (C H 2 ) r -N R bI R b \ -(CH 
2 ) r -NR bl -COR b \ -(CH 2 ) r -NHS0 2 R b \ -(CH 2 ) r -OR b \ -(CH 2 ) r 
-SR b \ - (CH 2 ) r - S O 2 R bl R0!- (C H 2 ) - S O z N R"R M (r^XR"W 

R b2 te N tMtlMtt, fcmmTJuz±.nZj£m<D rci-e T^^/^mi X%> 

JMfcl&lCte:7:x^/vg N ^^vl^. T^by/wSs ^^^/^S, 7X1/= 
7;vtu^;vS, 7xty h y /i^S, 3 -:7/v;*-p ^^/u^ 

^P ^^-./l^, 3-^^:7^-/1^ 4 - ^ p P 7 -/l^. 2, 4-i>? 
dp7x=;H^ 3, 5-^op7x=;vS, ^y^7;ktP7i^i, 4 

;v7x=;H, 4-h!)7;i'tP^;i'7i^H > 4 — = h p y ^=-jv^ 4 
-i^T./ :7o^A-^ 4 -Tir^-/W7^^/^, 4-*/^^rv'/l'7x^l > 
4 -*;W^^;U7*-/Hs 4-7 5 7 71^^ 4-^^W5/7i 

4-7-fef^7§/7x-^I, 4- (^f^;^^^^;) 

— /^S. 4-^ b^r-77i=/H, 3, 4, 5 - h V * b ^i/? ^ 4- 
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7 * = ^36 asajfc if h *t 5 o 
|cti7 - h t e r t --ff-fl^k^ h y 7 

6-14 ry— /i^Sj t fCjif* b< fi % R al \ R^&^R 828 ^:^!:^^-/^ 
4-tert-^f;l'7i^l'S, 4-7/Vtn7ic=/H s 3— ^pn7x^ 
/I'S, 4 -7 n o 7^~/i^g N 4 /i-SXf*4 - b y 7/i^n * 
f;V7s^Sffc^ R al \ R a22 > R a2 \ R a26 S.•0 5 R b5 ^*3V^T^^^/^S^ 
R al8 Kl:fc5V^te7x=vH N 3-7/^07x^1, R a20 ^*3V^Tfi7 pl=-;V 
g N 2, 4-^7 0 0 7x^1, R^fcl&V^f^x^H. 4-^on7x 
^/P-g, 4-!>!)7/>ta^f/U7x^H, 3, 5-^^na7x=/l/S, 3 
-^l-p-4-^ h^i/7x=:/HXIi4- = fB-3-^ h^7x=/H, 
R a25 fE:}3^Tf±7 .siCS/l'SXr^ -^f^7x=^lT'fc5 0 

r^vv— 7"D*>6>»wrtb* 1 75M5^©e^s-efg^$tbT i b«tv>c6-i4 r y 

D ((a)^M(q)^*tb««*K) frbMt£flZ>* 

^/I/-7 p Dttt^tl4, 7j/il^ ^*m^> ^W^x -fnl, 
i/77S, ^^W3£x 7"nlf/H, ^V/b^H, t e r t -7*^ 

/i/S, M)7/^a^f/H> kKo^f/H, 2-tFo^yxf/H, 
^ h=¥v^^vl^ 2-*^#dri//^f^I, ^ h^v'^/i/^^^^f/kS, 
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y -fu \*j>t % y A/istf—AsSs* v-* f-A^r % y #;u7$^/um. ^xf-^r 5: y 

7U*;^=;vS, (^/w^-y/wy 
S s ^y^pt;i/^^ y y^>-7vw;a-^ys> 2-> fy^yf^t^ 

S> 3 y^^-t^^^-^iXS, 4-y 7VV- 3 -^<>'7 i =/^^r-yS> 2- 

(^f;v7? y ;v) y^/i^^y^ 75/S> ^W$y^ v> 

y v'xW^yS, TtW^S, yf/^;u^=;U7 5 

yf/wf-^-S, y fvi^/i^^/w^ y fvv7./i-7^ =/ug % 7?y^/v 
y w^y^M-^i, v'y f^7^ y */n^= /wg. 7f7y 

-/wsj i: b-cA^t-fis ya-^s, -^y^/ws> 7^hy^ y^x- 

4 — y/i^in y 7i^;i/S v 4-^nc7i = ;i'I, 

2, 4- , y^na7i=/H, 3, 5-'y^oP7j=/H N 4-7*0*71 = 
;vS, 4-^hn7s-;vS, -<yy7;i'*n7x^l, 4-yf^7s=/u 
S> 4-t e r t-T'f^i^;!'!, 2-^-M)7;l'iPyf^7i=;H, 4 
-M)7;V^nyf;l/7x=;I/S, 4- (t Ka^rVyf/W) 7 atc^/WS^ 4- 
(y f^v-yf/i/) 7i^S, 4- ( 2 -^/^^^•v'/W^5 v /W) 7x^H, 

3- *;^drv , ;i'7x^S, 4 jvaR^isjif-? x. ^/u^, 4-y F^-v'7x 
=/H, 3, 4, 5-M)y H=Sry7x=/H, 4-*/M*^f/l'7x=/l'I > 

4- yf;W7x=;vI, 4- (^yf/V7^y*;i/#^) 7x=;vS s 4 
— y f/V^^*^7 ;c=/l^ s 4 — T-fe^/WT ^ y 7x-;H x 4-^7/7 

xx/i/S, 4 -T-t^/w7^=yp-s N 4 — r 5 y 7x=.^i, 4-^yy^/wr^ 
/7x=/H N 4- (y ^vi/^/ujfcnA'T 5: y ) 71=/^ 4-y^-/^^yvy 
-f n;l/7x=;l'l, 4-7S;y^^=^7x=.;uS, 3 hn-4-y h^r 
^7x=^SXf4 4- = h n - 3 -y h^-y 7^=71^. 4-7" h77*— /V- 5 
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?jv—?t> b UT0t b < Ji_bfB5tli<£> l>> a y ^H^-j ^>pS, -hfBJSifc 

O rff&£;ft-C'k«]:V^l-6 T^^*J> -(CH 2 ) t -COOR"\ -(CH 2 ) t 
-CONR a27 R a28 . -(CH 2 ) t -OR a2, \ - (C H 2 ) t -NR a29 C 0-R a2 \ - (C 
H 2 ) t -S (0),-R t2S Xli-(CH 2 ) t -SO r NHR*ffe5. 

l-GT/U*/umL ~(CH 2 ) t -COOR al \ ~(CH 2 ) t - C O N R a27 R a2 \ - (C 
H 2 ) t -OR a20 Xf4-(CH z ) t -S (0) q -R a25 T-fc>9 . ftflc«)|:tt7y*llR^ 

m.mm*. %mm*. =Fni> ^^s, t e r t-^/n, a/M?*^ 

jj^^V/i/if/Hi, ^ h^v-S, ^/w^^fyH, ^^vv^S, v'^W^ 
tt7j/3ffgf, iteRim^ ^f^I, t e r t-7f;uS, #/i^drvvi^ * 

r^/u— ^Di»6>»«r*bS i7?;S5i@<^»msT*em£*LTt><fcv>c6-i4 7' y 

— yjufrn ~7 3 — 9 p p 7 4-^pp7i^;H, 3, 5 

-^^0^71^1, 4 -7p ; &7x^;H, 4--hP7i=/VS, 4-^ 
f;|/7x=^S, 4-te r t~7f;V7i=/H, 2- f!) 7/^P^f/l'7 
^^/U^ 4-h!)7^tP^f^7i=/H, 4- (tFP^f^) 7* 

~/^ s 4- h^V^^/w) :7^~/u^ 4- (2— ^yi^^vvw^/i') 

7*-/^ 3-*/>t^v'^7x^;H, 4 — */U#dF-V/U7 rc^/US, 4 — 
^ b^^^^^y^, 3, 4, 5 - * h^r^T'cc^/^. 4-#/W**^/U 
7i = ;H, 4-^f/W7x-/l/S, 4- (v 5 ^ f^7 5; y •ZuviS— /U) 7 
is/H, 4 — * ^^sum, 4-Ttf;V7U7s^S, 

4 ^jv^tvyj ^/V7 xL=^/vm, 4-7$/^^*=/>7x=;H, 4-^ 
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i/7;S, =• fp£> _t!2^|g<£> rci-6 T^/vSj, ■±!BJ£aiO t^uffl/ik 
Cl-6 7^/Hj> JblB^O l"Cl-6 T^tf^/UCk -(CH 2 ) r -COOR 
b \ -(CH 2 )-CONR H R b \ -(CH 2 ) -NR bl R b \ — (C H 2 ) r — NR bl — C O 
R b \ -(CH 2 ) r -NHS0 2 R b \ -(CH 2 ) r -OR b \ -(CH 2 ) r -SR b \ -(C 
H 2 ) r -S0 2 R bl &t>*-(CH 2 ) r -S0 2 NR bl R b2 (£. r -CR bl ^.T>*R b2 tt, 

2 - 1° y 3 - if y 4 - 1° v v^m, 3 -7^* 

p try 4 --r/v^, 3-^pnify^y-4-^;H, 4-^ppt^v? 
^_ 3 _^^ > t5i;-;vs v 0 3 s^/u*, ^U^-/H, l, 3, 5 

- MJ 75?=/^ tfnJJ/U& % -Y^^^P^Sn 1, 2, 4- 

h y r^y ^ h7/y^i> 2-^^=^s> 3 -^c^ua^ 7U/>s^ 
t^t/D/H> 2 -p»^/u**-^>^*- /i — 4 — f/u& N y^t/y;^ 

^•T)/y/^s 2-^f^f7/^-4 — 2, 5-^f^f7^ 
/v- 4— f/uS, 2, 4 - f /i/f 7 /-/v- 5 -- f y f 7 ^/ U /I'S, 

f7^7/y^ k'P U fa^^/H, 3-t Kn^^^ny^ 

/uaE, rif^-A-s. ^y^m, 3-tFo^yf 

^yi?/l, 4-t Ko^t^y 3, 4-^t Kp^y^y^/i^ 

hdrv-fc'^y ^/^ N 4-*^7J?^^t°^<y $V S N 4- (fcKP^riXy 
9vV) f^y^/S> 2, 2, 6, 6-Th7^f^^yv ! /S> 2, 2, 6, 
6 -X f-As— 4-t Ko^J/^y N-^ ^/^t°^y v 5 ^- 4- 

^f/i/S, n- (t e r t —-f b^-^ifj^^/u) tvyi;y-4-^;H, N- 
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^yy/H, ^fy^yp/H, *-7-y*9-/v£ N ^/^y^s, 

7^vS> i/y/y^S, t7f ^^=;H, 5, 6, 7, 8-f h7fcK 
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*flcW»cr± N t°y^/i^ tr^s^/n^ fys;^-/^, wtntziA' 
& s 1, 3, 5-mj7^/H, t?c»y/PSs t°7/y;H>^^yyM> 

y^S, t'py^/H, tvy^ tfX5s?=:/i/jE % ^ 

r/NDyyftci-6 7/^;Hj N _hiB^a© rci-6 T^/^f/Hj, -(ch 

2 ) r -COOR b \ -(CH 2 ) r -CONR bl R b \ -(CH 2 ) -OR bl ffc5„ 

fPiij iu, u< «tf-<y 2, 6 

- *?* 9^ ^y^ys, 4 — t t°-< y ^;s, 1 - 7 

1- (^^/v^/^^/u) if^y 4 --r^s> l-t'oy^/n, ^-/u 
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-6 -b -ft -b -b 



NH 



-"vA ^ 



— N x >=0 — N S=0 — N S^j 





Me 

// it _y/ 

N 



-or -os -o 




N N 
H ' H 

l-(fpy^;H, W!);S, ^Sffci3, R a20 ^*5 

V^tttf h7t Knk a 7=;HX(44-k Fndr^tVjJv;/!, t*Sb*>. R a21 

tttfU v'/UXfifr/^UX'fc!) , R a27 Xf±R o28 }-*5VNTf* 1 - 
suyfr^su) t°^]J *?-y— 4 -•i'/^^ 3-tKn#i/tfP!J^=;vS, 3-tK 
ndrv-tVy^yS, 4 - t Ka y v 5 / 3, 4-^t Kn^r^f^ 
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ys, 2, 2, 6, 6-^ f7^^^D s^yae, 2, 2, 6, 

--1'/^^t?fc•9^R a22 &t) ? R a23 ^*3V^Tfi2-^-=¥i^y y V- 2 - /V®"?*) Z> 0 

r a> barf tt* 1 75s 5 #i^tt^-e«m £ t> <t v^-r- a ssj 

*MHJW>*^ ifMli> .hfa^/u-^D ((a)75S(q) 

•eS**tLTt> «kV^6-14 7P-^SJ T*^tf bfrfcgi&StfSiptf P>*t5 0 

tvx&fcmzte, s-ep^Sv 3-7 

y — 3 — - 1*9^=/^ try^^/us. try^v^A-S, 1, 3, 

5-Ml7^J£, l?nP;H, 1^9/3^ 4 1, 2, 4 

-hyryy^g, f b7/y;H, 2-^=^as^ 

y yvS, 2 -^/K^lJ-y— /w-4--T/vSs ^yt^t/!)^ 
^_ 4 _^^^ N 2, 4-^f^f7y-/>-5-^s, ^yfrj'y 

y v 5 ^!, N-^W^P^y-4 f^S, N- 

— ;v) txij>?y-4 — f/i^ N-Ttf/l'^P i^-4 -^r/^Ss 

N _ ^ - ^ p y - 4 - ^ tf^7-y=/n> y 

^**/u*y ff7tKp^7^ ^/y^^x -ry^/y^ 
s x jf-tyD^n, dry^-f-y/v^ 7*?i?~A'3s > isyy-sum, t7f- 
y^/WS N 5, 6, 7, 8-f v^tKn^yy/H, -f^Ky^ ^7* 
>f 5^Vy/v^ ^f/M^H, -<^^^7=^^ ^^y^-zuS, 

yt^rty>;/H, ^yy^7yji^ 
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-<y -^y» -o -<j 

■ 

2-tfUi?/H03, 4, 5Xfi6{4, 3 - U '^SO 2 , 4, 5 X 
t4 6 4fc N 4-t'y^S02, 3, 5X(46t, 2-fx^S03, 4XIJ5 
3-fxx;H©2, 4Xr±5«fc^7 5y*JDS^ ttHKJK^ =h 
n|, ^f/H, t e r t-^fA/S, ^^^^i/^S, h !)7^tP^f;H, 

aiT?fc*^xoaii£t?«>u N fye?;n s 

2--r ^yyy 2-t^y-^?y/y^;n, 1, 2, 

yy^> 2-^-^riJ-y y fryy/n, ^yfryy^s, i, 1- 
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7^S. A 2 -l, 2, 4-t^t^7/y/H, 5-^^y-A 2 -l, 2, 
4-W^7yy/VS, 5 — ^"^r-y— A 2 — 1, 2, 4-f7^7/^;H, 
2-t^y-3H-l, 2, 3, 5 -tW7i?7/JJ =;Ht*fc!) % jJOk— 

$tLTt> T/^dr/l-Sj, -(CH 2 ) t -COOR ,1 \ -(CH 2 ) t -CON 

R a27 R a2 \ -(CH 2 ) t -OR a2 \ -(CH 2 ) t -NR e29 CO-R a2 \ -(CH 2 ) t -S 
(0),-R l25 X»-(CH 2 ) t -S0 2 -NHR" M T*|)5 0 

y t°^y v>^- 1 — <^*, i-^-<7^=;^ l-t'au^-zn, 

4-rf7tKn tf 7 -/i/JE, 3 - 1° y S?/v2£ % 2 - tf y 5 2 - -f 3; 

— r/i^s> 2-^y^-;^/!J^y-i-^^ 2-^-^y^- 
dr^y y 1 ->r/^. s-rf^yD/H, 2-f7yy;vs, 4-^r 

yyyi/S, 5-f7/U^S, 2-^f;vf7 , /-^-4-'f^i < 5-y-^vl" 
f7/-/V-2 f/l^S N 2-75 J^-TV~tV- 4 — f 3 -*=f-/V- 1 , 

2, 4-t^t^7/-/v-5— f;p£, i, l-^t^y-fy^yy^y- 

2 fA-g, 4, 4-v 1 ^^-^- A 2 -^"^rify y 2--T/^, 2-?^^ 

5-^0aft7iy-2 — f^S> 5 -y ^/l^^-^r-y-y— A*— 2 -J/U 

5-^-^y-A 3 -i, 2, 4-w^7yyy-3 — r^s> s-^-^r 

y-A 2 -i, 2, 4-f7^7/!iy-3-^;H, 2-t^y-3H-i, 

2, 3, 5-tdrtf7v?7yj)y-4— f/Uffe^o 

m^mt. v< t*, evi^^m, t°y * s?=^as, ^ h 9^=/^ 

tr^y^/u^ 2-^yt^9i?y-i-^;^ 2 -^yft? y ^y- i 
--f^s^ 2->f 5 ^y y 2 ->fyws> 2-^-dry^f 5^y y 1 — f 

^ 2 -^-^ry^-dr^y y 1 2-^W7^-4-^ 

5-^f;vf7y^-2 — f^S, 2-7^/^7^-4-^/^ 
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2, a-**wt-/~- ;\s-5 — r^s> i. l-v^^y-r 
yf7/D^y-2 — r^S, 4, A 2 -;e-dr-^yy 2--r 

5 —3r*c y — A 2 — 1 , 2, 4-W^7y^-3-^/l'S, 5-^"=¥ 

y-A 2 -l, 2, 4 -J-TVT^S V 3 f/l/I, 2 -t^y- 3 H- 1 , 

2, 3, 5-tW7^7/!) y-4-^;^fc^ b < fi 2 

t°^y i^^- i -^r/us, 2-^^yt s nyi?y-i-^;vi, 2-t^y 
^ 5^yy 1 -^/^m, 2-t^ywyy^y- 1 — f/H&t/i, 
i-i?*3-yj yfr/y^^-2->f;Hffe!), ft tiff* l< ^2-^-^y 

t°P y l --f /v£*T?*>S 0 

D7;>^Hj _h|B^|g<£> rc3-8^^P7/^^lj tK^s ±ih 

^i© r^n^^-^j, _hia^a^ rci-6 7^;Hj, ±ib^«o rci-e 

n^yf;uI N v-y P^^vvul^ v-y a ^r^/i^l^ 4-7;i/tP^^P^ 
v'^l, 2-^f;wy^D^yf;^ 3 — y =f~}Vl/V p-^vvu-^ 4 — y^ 
/l/i/^ n^^>y/H s 4,'4-^f;W>^P^v'/i'I, 3, 5— v'y^/V'v^ 
y p^^vvVS x 4— t e r t-^f/l'v'^P^v'/l'S, 4 — k Kn^v"7^ 
n^^vvl^ 4-y b^riX^y n^driX/V^ 2, 3, 4, 5, 6-^?7 

v-y nT/U^/V^lfPftl-*5V^T0^ U< tt N y^ a^V^-^KXfi^y P^^r 

^Cy25.T>^Cy' *-*3V^T#f3: U < fi, ->y v-yp-^iy/u 
I, 4 -y/U^-n-Jxy P^df^kSx 4-^f;V^P^Wl'S, 4, 4 -v 5 
^f/l'^c^^Wl'I N 4— t e r t-7f^i/^n^=3fv';^ 4 — £ Kp 
^7^0^.^^*, 4-y h^fi/^^P^^ST'fc^ #^^^b<« 
>>y a^O^y^Xfi^y P^^r^^K^fe <9 jg&-£f£ U< fi^y P^^r^A- 
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v"^ o^^^-zu^^ 4 -~7)Vfru is? p^^vvt«S> 2—^f-/uy 
? P^yf;H, 3-^f;^D^^rv'^ 4 — p< ■f-JVi/? P^dr^/t^g. 
4, 4 — fjvy-? a-^^v'/H, 3, 5 — =f-/V-y? P-^drvvl^, 4 — 
t e r t -y^A-v^ p^^vvU^ 4-fc Ko S'f^ P-^=3f- 4—^ 
Y^r^l/V P^^r ->/v£ > 2, 3, 4, 5, 6-'<y^7;l'tPv'^n^^v'^ 
Ktf^f £>*l<5 0 

^ f ;U^/V*=/VlXli7tf /U7 5 /mtfWI&l^tctiCD&mfbthZ)* 

^SS^IiKDm^-^am^tt-Ctj J;V^3-8 is? pT/V^/^Sj tit, R 427 ^. 
XJR a2B \£te\,^X¥ffcfr1Z L< f4S/* p^p ^/^n^f/H, i/^P-^ 

r^/^^D^bii^tt^ i 75^5 j@cDamsT*em$tL-r^<tv>c 3-8 >>-^ 

p T^df-A^J <k«U _LfB5£«<£> rc3-8i/^n7;^Sj ^ 1 5 fHtf)g 

jy^t-^ y? v7°u\*7vm, %s?vi-f^;vm, ^n^yf/n, *>*n 

^.=3f v^g, i/^p^7f/Vl, 4 — 7^tny^ d^^^S, 2—^^-jVi/ 
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4, 3, 5 -v 5 ^ fvW-v'^ n-^vvi^.. 4- 

t e r t-^f^^D^^v'/l'I, 4 — t Kn ^rv'v'^ a^^rV/^^x 4—^ 
b^ri/i^ n^^r-Wl^ 2, 3, 4, 5, 6 — <y^7;^ni/^ o^^-V^ 

U§(^ x =|>dS, ? f;l/I, t e r t -T^/l^s % h U 7/^^" 

rB^^tiXt iv>c3-8 pt/v^^^Sj £Wu -hlB^ao rc3-8 

D7/U^=;uSj ;&S N tK^S, ±lBj£a<£ r^n^M^J> Jb|B^<D Tci-6 
T^^r/VSj, _k|B5£«tf> TC1-6 T/U^^v^Sj ^bjtf:£;Jx5§$&^- J: <9 

p^dr-fe-^/l^Ss 4 - 2 - v^^ P^^t^;V-S> 4 -ptfVl—2— >■ 

? P^drir^/U^, 4-^gVt— 3-V^ n^^t=;l'S, 2, 4 - P^= 3 r 
1^v ? ;Il^- 1 -^g, 2, 5 -l/V v^^V^s- 1 — >f,«/£ % V* n^-^ 

r ^/t— 7° b a> b 51 siMsi ©liS-ctt $ t^T t> i c 6-H r y 

T>V*r)V^\ tfi N ±12^^? rc6-14 T V — A-Cl-6 TVl^A-^J 

^Sr-^tPo ^B&S«> ±fB^/v— ^B^feilfm^o 
JM£l£H'f3x<^A-K> 2-t7^;Mf;H, -7^ 
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:^$?/HK s 4 — ^/i^n^^/vvu^ 3 — 9 cr P^y^S, 4 — ^np-^^i/ 
/I'Sss 2, 4-^^on^;H, 3, 5 - n p^i^/H^ ^<;x* :7A- 
^-xi^<iy%/;v^ 4 — f/^y^/l/S, 4 — t e r t tV^s *J 2 
-hp7;i'tP^f/^y^/H, 4- M z?/v$-u yf^y^I, 4-~ 
fa^v^s, 4 -wv ^^SM'S, 4 -r-fe^vw^svn^ 4-^/v^ 

df-V/W^^A-g. /u^<^-^/v36 N 4 -T ^ S^O-i?/!/^ 4- 

^^f/V7 5/^y^S^ 4-7tf/UT5y'<y^S, 4- (y^/u^;u 
*^7U) ^y^S, 4-^ h'f-v'^^/l'S, 3, 4, 

^/uSU 4 -^f-zi'f ^y^S, 4 - ^ f ^/k^^/^y v'/i/l, 

4-7$/^M^/l"<y^I, 3„-|, cl _4_^ ^^y^g, 4- 
C6-14 T P — ^Cl-6 T/l-^/V^ISji^fcV^T^* b< ii^y^I, ^^^^ 

IB^^ T/NP^vift^j, = hal, ±.|B^»(7) rci-6 _t!E5£ 
r/M3<^>>fbCl-6 T>V*;vmis -(CH 2 ) r -OR bl tfc^ ^ftHnte^ 
5/*M^F> iSfffJl^ - hols ^9"^Ss te r t-y^^S, hyr7;u^-p 

H4 7JI-/t'Cl-6 7;v^$j iLt, R al2 &tKR al3 f-:fcV^03: L< fi^:/ 
■5?/w3£, 7a^f-;^ 3-^PO^y^/uS, 4-^pp^y^li, 4— t 
e r t -T/^vW^^/l'SXte 3 - h V 7/>tP^f/^y^S N R a \ R al! \ 
R a27 , R a28 , R a3 \ R b5 ^*3V^T$f * L< it^-^^/U&Vh *> > R a20 ^fel^T^f 

^v-S. 4-^PB^y^i/S, 4 - t e r t — ~7=?-;v 

^y^;vJXtt4- h V ^ f/^y^ywgtfc 9 > R a22 &T>*R a23 {~:fcV^ 

X4-i>nn/<yi?;i,S, 3, 5 - p n^<y^SXIi4 - f !) 7^tn^ 
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r^-/D^?)ltftl5 l73M5fi<0«iJU£Tit&£;ixTfc.fcV^6--14 TV 
-;VCl-6 7^/l/Sj tit, ±mj£m<D rC6-14T /^C1-6T/W^SJ 

tr. ^©&£f±> ±IB^-^D ((a)75S(q)^$*T / ««lfta6) ^63B«fix*o 

i/7V^ y^V^S. xfyH, tT/u3£ % "f y^n tr/U2£* t e r t-^f- 
A-K. h!)7;i'to^f-/l'lx t Kp^r^^f/vS, 2-t Kn^rv'if/H, 

fi, ^xW^yl, 7tf;>7^;l, /f;vx;^^7^1, y 

r i/yw-yD i^sims 1 75^ 5 m<Dmmmx*mMistix t «t v^ ce-14 r y 

2 — -j-yf-A'? 9vP-S. 7s^f;H, 3-7i=;i/7'Pt>S > 2-^j-^/k 
7Pt>I N 3 -^/l^n^^^/i^ 4 -^A-^a^i/v 5 /!-^ 3-^pp^ 
y^i, 4-^pp^yi>;H N 2, 4-^PP^y^S, 3, 5 - 
nci-<>'v 5 /^, 4-7'p^y^i/I, 4-^hP^y^I, -Si-"^ 7 
p^y^/vS, 4 — y f;i^<y^/H N 4 - t e r t T-^f/U'ty^S, 2- 
h V y ^vi^o-vvi^ 4 — f v yjv^rn y f/u^yy/H, 4— (t 

Kp^y/f/i') ^y^H, 4- -O'S^/i'JK^ 4- (2- 

y;Ky^;v|, 4-y l^v^^vvv^ 3, 4, 5 - h y ^ f ^y<y^ 
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7?;*/^=/W ^yv'/wl, 4-^^vi^/i-'*— /i/^y^/i^I, 4— 

-7 5/^^^ 4-^^^7^/^y^l, 4- (^/l^/l^^A- 
7^y) ^yv'/vS, 4 — ^ ^^/I^7-f ^/^y^/wS, 4-7$;^^- 
/wOv^i^ ( 3 -= h n - 4 -p< h^rv^a^/y) ^ f/>SXti (4 — = h a 

ZRUZ' l^V^T, C6-14 T y — /I^Cl-6 T/^^r^gPlit tt^f b< 

p^JOSm^ hnS, _tlES£j§e> r«^$tL-C^ j;V^Cl-6 7/^^^Sj, -(C 
H 2 ) t -COOR' 19 , - (CH 2 ) t -CONR a27 R a28 , -(CH 2 ) t -OR* -(CH 
2 ) t -NR a29 CO-R a2 \ '(CH 2 ) l -S(0),-R' 25 XI±-(CH ! ) t -S0 2 -N 

■^^v'/w®, A—y;^'p-^<^V'?v^ 3 — ^ n n^c/vVi/l!^ 4— ^ca^i^ 
i?;vS, 3, 5 — v 5 ^ n o^y^/VS, 4 — ^n^^yv^S. 4--hn^y 
v?;kS, 4-^f/^y-^/H^ 4 - t e r t -7f/^>^/H, 2 - h V ~7 
,\,j>r n * f^y^/uS, 4 - h ]) 7 u ^ f;u^yi?;H\ 4 - (k Kn^f 
v^^/y) 4- f^v'^^-A') ^<y^/H> 4- 

^^S, 4-p< hdr^^yV/^S, 3, 4, 5 - h V * f^f^y^S, 4 

4-/^f^y^l, 4- (v^^w?; 
#/k;#e~/y) xy^S, 4 — ^ ^/Ujx/w^:^ ;^y^g, 4 -T-t?5vi-"T $ 
y -^yvvyg, 4 - ^ f ^^^7 ^/i^<y^S, 4-7§/7;^^;^y 

l-6 7/^;Hj, -(CH 2 ) t -COOR a19 . -(CH 2 ) t - C ON R a27 R a2 \ -(C 
H 2 ) t -OR a20 Xf±-(CH 2 ) t - S (O) Q -R a25 -e£>9 . 
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M)7;^P^f;vI, kKu^f/i'S, ^h^^^^S. 2-*vp 
tf^-v/wcTTuS,, ^ b*~ym, */W^>f;vS, ^^-^^-^ i^^WJ; 

Ii7yil^ i&SfM^s ^f^S> t e r t-^S, */^*S//V3l, ^ 
JWM&fcHu 2 - tr y v 5 /^ ^/Wg, 3 - b° y i^/uy f^S, 2 - ^ a a \f y 

— r/u^^-^*, 4 -try ^^f/H, t-py/i/^^n, -r^^y 
/^S> 2-^-=3r-y->/y/i-y^/vs > 5 — ryf7)/y;Mf^s, 

A— 4 --f ;v^f/HJ, Z-f7y!)Wf/H, 4-f7y!)/Mf 
/vS, 5-f7yy/v^f;H> 2 — ^ W7^- /U— 4 — 4 As* f^S v 2 
-^f/l'f7 , /-/l'- 5 — f^fvugs 2, 5-^^/^7/-^-4 — f 
4 - ^ f^f7>'-;t/- 2 - f ;>S, 2, 4-v^^v^X 

/i^- 5 2-^yf7yy/Mf/^ 

sum, t° n y S^/i^ f/H, fc*^ y ?vug. 4 - hV< y i^/vy 

1 - * y 4 - ^ f/i'l, 4 - k kb^ y $v y f-^s, 

3-t KP^i/ifay^/Mf/H, 2- Kp^v^^y^y) 

1- (tert-7f^/V#-/V) fcf^y f/Vg, 
1 — Tir^/Hf^y v 5 ^— 4 — -fyl^y ^vi"Ss 1 — ^ ^-;v^jVHs=.;v\f^<}} 

!Js:;u^f/H, l-r h7t KBt'7=^f/^ 2-^y H^yf/H, 
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jfe «3 , «\ t° y ^s, f7 v^/i-s. f y 5: t° y 

1 , 2 , 4 - h'j 7 y p ^m, rh7)/!) /^Ss ^-a^/vs, 7 y ;vm, 

ifpy^/i/I, f^Uv 5 /^, fc'^v^/t^ ^•/U/J^jJ— yi-S. ^ 
t*^*!J^IXttf h7t Kb t°7— /Vlt'fc 19 , TJ^JVU&.t Lt^t 

b<fiJi|B^<D r/Nd^i/JBS^Js JilE^a^ rci-6 T/w^/i'Sj, ±lE/£« 
O T/N n-^^-fbc 1-6 T^^r y^Js -LfB^O r c 1-6 T ; yvafij , -(c 
H 2 )-COOR b \ -(CH 2 ) r -CONR bl R b2 Xf*-(CH 2 ) r -OR bl T*fcS 0 

^yi?y-4--f;Mf;H, i-^f/H:V!)i;y-4-^7M^I > 2 
^f/H, 1- (t e r t-/h^;^'^) 

^ i - ^y^y-4—{;i/>f/Hv 2-^r^y/w 

^f/n,4-f7/y/^f^s> 2-^f;i'f7)/ y 

2, 4 - f ;vf 7 y !) 5 -'f f /vl, 4-^f/vf7y'-/i'-2- 
^/v^f;v£-Cfe5, Wlz:« : *U<tt, R" 20 fc&v^T 2 - fc° V V** f/vS, 3 

-ifpi?^f/vs> 2-^ppty^y-4-'f/Mf/H, 4-i^jj^ 

f/i/S, tf^y ^y-4—{;Mf/^ l -y ^/v-tf^y v 5 >'-4 — f/i^^ 
/H, 2- (4-t KP^f^^iJi?;) i-7tf;nf^yi?y- 

4--T/l^9vI^ 1- (ter t-Zf^/^V) fcT'* U -J*!'- 4 — < 

f^f7ypV-4 — f ^vl^ 2, 4-^^f^f7y!)y-5-^;M 
4-^^/P^r^— )V- 2.-4 )V*=f-)\,m-QM . R a22 S.tJ«R a23 {-*3V> 
T(i2-t°y^/Mf/Hs R B27 ^t^R a2 M'*5V^Tf*4- ey z?ju*?-/umRTf 
4-^f^f7y^- 2 — r /v^f;n-efc5o 
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1-6 7 A"fr/u&i ttt > ±IE^o r^roici-6 7;^^ij ^175^5^0 

^/w- :/d t bt^w^fi, ^y*jn^ fiii^, ^mm*. - hnm, 

i/TS&, .^/l^ 7 B nfc p /vS> ^y/n^S> t e r t 

f^/^n^f/i'S, tKn^f^^f^ 2-t Fp^ ? /if;H, 

1-6 T/V^r/V^j t Utlr^^li, 2 - fc° y v 5 /^ ^V^S, 3 - fc° y 

yH, 2-^PPk^^y-4-'f;v^f;H, 4 - fc° y S^A-^ ?vi^ fn!) 

/uM. 2-7 y 2 -^-^i^y y /I'^f/H, 5-^fyf7)/!);M 

f/l'I > 2 *f-)Vi>r5r^V— iv— 4 -^'/Mf/l'l, 2 - f7)/!l/MM, 
4-f7yy/i/^f;i/S, 5-f7/y;Mf;H, 2-^/^7/^-4 
-/f/l'^^/H, 2 f /l^f 7 5 - /U^ f /H, 2, 5— S?*^7l' 

^T/^/V-4 — /V^f^S, 4 - ^f-^f-ry— As— 2— f;Mf^S> 2, 
4 - v'^ f /^7 y 5 - 'f f /l/S, 2-^yf7/!);t/^f/i/S, 2 
- tT p y n/u^ ^P/i^, fc° n y TsisM, y 4 - fc°^ 
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Vi?A'*'?Jl'&^ 1 -tf-AsV+ZV 4— ( >V**$-)V^ 4-fc Yxi*t*/\£ 
^<y vV y ^vl'S, 2- (4 - 1 Kodriyt: 0 ^IJ v^y ) ;cfvv£ % 1- (ter 

4 --f/i'y f/i'S^ 1 -^^vW^tMs^/H^JJ v^-4-^/uy^vi^ 
tv-^ ^~/i^y ^/v-g, */waf? y y y fvi/-£ % f-^r^jVTis y =/wy l- 
ri-7tKp^7-/Mf^s, 2-#;y/Mf^ i --f y^y y /^y 

SRTfjfoa^oais-e&Us ft#Wfcn» t°y^/w-s, i^7^i, tfyss? 

t° y ^v'n/v^, i , 3, 5 - b y r^=;H, t°n y t°7 3/ p 
/H, ^ 5 ?y y 1 , 2 , 4-byryy rb^yy /vs, ^= 

^/v* y f y f 7 t Kp t'7^;HX'fo 9 , 

<£> r«4ft$n-Ct>«fcV»Cl-6T^^Sj^ -(CH 2 ) t -COOR 8l9 > -(CH 2 ) t 
-CONR a27 R a2 \ ~(CH 2 ) t -OR a2 \ - (C H 2 ) t - N R a29 C O - R a2 \ -(C 
H 2 ) t -S(0),-R ,26 X»-(CH 2 ) t -SO r NHR ,26 tfo5„ 

ro«Cl-6 7/V=5r/Hj i:Lt$ff L<l^ 2 - tr y S^uy ?vi^ 3-fc°y 

v'A-y ^/i^s. 4 ->f A-y ^vua^ 4 - 1° y vwy f^s, 

tv°y 1 -y^- /n^y 4 --fA-y ^ 4 

-t Fndr^f^y vV ^f/l/S, 2 - (4 -t Kn^t'^y -J/) ^^/um, 
1 — Tir^/ut°^<y v 5 ^- 4 — ^A-y ^vi'Ss, 1— (ter t-7*h^'>#/^ 

t>-y 4 ->f/py ^-a^, 1- (y ^/ux/isfc—zu) ^yv'y- 
4 — (A-y^v^s, 2-f7'/5^f^s, 4-f7/y/i'^f^ 2-y 
f^f7y y ^- 4 — f /wy f^is 2, 4-^W7^yy-5-^/M 
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mz-ft-g. b< Wt N 4-fc Kta^ixf^y v?y^f;HT'feS 0 

r^/u— ^B^bari^* i#S5te<o«&£^iaifc;5*vc<t>.kv>c3-8 

n/;l'^Cl-6r^ :J f/l'Sj ite^ Jil5>^£> [03-8^0 7/^01-6 7 
or^^/w3ESr-^tf. ^IMI4> JilE^/v-^B a»feStftb5 0 

^v'/l'^f/H, 2 -y f/V^^ P^yf/v^f/l/£ s 3 f-JVi/p u^^-is 
A-y fvi^ 4 ftv^t n^^WM f/H, 4, 4 — S^^vfl'S'^ -P^af- 
v'/U^f/US, 3, 5 - v 5 ^ <f-)V*/9 n^^r-yjV^. <fvl^> 4— tert-^f 
/V-J/^ n-^^fv^/V^ 4 - t Kp Jf-yy^ a^^i//u^ f /VS, 4 — ^ h 

^f-v'v'^P^^v'/l'^f/l'S, 2, 3, 4, 5, 6 — ^y^7/l/tni/^ n^dp- 

SfJfC^ ^IRJIH^ = fnS, ^f^S> t e r t -7f /vS v */^^y^S, 
y/Vxf/H, ^ hdrV*> jfr/i^^/wSs ^^/vf-tS, ^W?;* 

C3-8 PtT^^/l^Cl-6 T/l"¥/V'3E#Pfi!:iC33V>T^* L< 

/u^T-sumxi-z^? p^=^y^^ f/H-efc^ R a2 \ R a27 s.t>*R a2 M-*5v>r# 

-ff7t Kp^7^S, y h^p-^ai h^^y ^y^t^y^f/i' 
g N 7xt^S, v^7^^f/H> 7^/W 5 hVf/H^©f^^f/H ; 
cc^^S;2, 2, 2-hD>PPxf/l/I, 2 u n^^/l'S, 2- (by 
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T^V^i/iM-^ 2- (9, io-my) 7y^!)/^f/^©g^ 
[I] Xitt»tt<(4, 



~~ Y \U~ (z)w 

G\ G 2 S G 3 S.t) ? G 4 i: l"C^t U < (is ^tb^H (C-R 1 ). (C-R 2 K (C 
— R 3 ) &t>* (C-R 4 ) -efcr>, G 5 i:Lt^l<lil«Ift'il)^ G 6 > G 8 

jja^i: Ltift u< f±s g 2 ^ (c-r 2 ), fr^G'tffcmm^&y . 

$f*U<« > G 2 /5S (c-R 2 ). G 6 ^^^m^s ^0G 5 /5S^mm-?T-fel9 , At 
0*b<fi > G 2 tfS (C-R 2 ), G 6 ^*!!-^ G^^PffJIC^ ^oG 7 ^li 

-*K5t [ I ] [II] <D 





135 



WO 03/000254 



PCT/JP02/06405 




136 



WO 03/000254 



PCT/JP02/06405 




L<fi N 




-COOR 11 , — CON R a2 R a3 N -SO,R a ' (#IB-§-«:iitrfEJ£l8<Z>i§ D . ) ^ rg&| 

^fcllj t?*>5 % mz&lz^< n^ju^^y/^m, -cooR al xii-so 2 

R a7 X*fe«9, SE^«F*b<fi*^# d riX/WSXtt-COOR al T*fc«9. 

R 2 ^^/^drv/;HXfi-COOR 8l Oi:#, R\ R 3 Xtt R 4 <£> Vvf fri>— 

o£t±a«**3t, Aa^yg^ (^fc^ySBIR^s itemm^). -OR 66 (r nt?, 
— -5 „ 
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B r fctfy\z&*\*<ti > 7x=/us, t°y^^s, tr9^=^s, truss* 
=/v&> t° y i , 3 , 5 - b U7^;H> tf o y /Hi, e? y y 

/vs, -f^/y;^ i, 2, ^h^vy/i^ 5=-^- 

r^y /v^xfi^T^ry y /nx-i)!), mz#f£ u< ri^^/Hi, i^y^/u 
i, i^y^^/H, i, 3, 5-fy7^^sxiif7yy/Htib!3, i 
i:jffsu<tt, 7xx;vs, try 5?/v*5LH^ryy/us^fct). ftt>£?*u< 
fi^^^/vsxte^Ty y ^i^fes, 

©i:^ R 5 S.T>*R 6 ttG 6 -^b^-/V hffcfcUft £#0* bV\ *fcR 5 'R 

Y^joVNX$f* L< r±, -<CH 2 ) m -0-(CH 2 ) n -, -NHCO r , -CO 
NH-CHR 814 -, -(CH 2 ) m -NR al2 -(CH 2 ) n -, — C ON R al3 — (C H 2 ) n 
-,-0~(CH 2 ) m -C R'"R'"- (c Hg) n (C H 2 ) n - N R al2 - C H R" 15 

- (#ia-f-OJt«»«rifiOii*)o) II«U< «\ -(CH 2 ) m -0-(C 

H J ) n -X(i-0-(CH J ) B -CR ,15 R"«-(CH 2 ) n -ffe 9, *t>£f ;£ U< f±- 
(C H 2 ) m - O - (C H 2 ) a -ffc 5c 

L< lXf±2.-Cfc5„ - (CH 2 ) m -0-(CH 2 ) n -^*JV^TM^i!? 

* L< f±m=n = 0 3g=L< |im=0^on= 1 T*fc^K *t>£?* L< f*m= 0^ 
on= lT-feS 0 ^fc-0-(CH 2 ) m -CR el5 R al6 -(CH 2 ) n -lC*5V^TH^$f 
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fL<(im=n = 0, m= 0 n = 1 > m= 1 n = 0^ b < ttm= 1 
n=ltfc!) 1 i^L<lim=0^on = lT'fe5„ 

YA5-0-(CH 2 ) n -CR a,B R al, -(CH 2 ) n -©^ R Bl6 fC^L<H* 
mm^-eh 5 > R al5 £ lT*f * b < fi, 



iW* bv^ ^B&t^B' ^7i=;ul©t # ZliYlcSLtt/v H£^b< 
Sdi^W* bv\ 

£ fcJSB l£*f-TV V t # Y 5 telctftmi-S r £ #W £ b < . roilz 
Z'fi2fi > 4^b< {i2^S.^4{i^gm$tb5r<b^* bv\ 





(CH 2 ) n , 




(Z')w' 
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l75^5fli©B^-Ctt«l$^-Ct«kV^7 L i3SSj T-fo>9s #1-0* U<«^ 

C6-14TU— ^Sj "Cfc*„ 

MR:*?* U< fiifBSIS© rA 0 yyifj s ^f-Pl, _hfBJ£«© rfi&£*L 
TtJ;V^Cl-6rA^Sj, ~(CH 2 ) t -COR al \ -(CH 2 ) t -COOR !l \ 
-(CH 2 ) t -CONR a27 R a2 \ -(CH 2 ) t -OR a2 \ — (C H 2 ) t — N R a29 C O — R 
o2 \ -(CH 2 ) t -S (0) Q -R a25 X«-(CH 2 ) t -S0 2 -NHR a2 \ #V>fi-tH 
b -C»m $ tb-C h <fc V^C6-14 T V (i— T n fe £ „ 

LV^^i:, C6-14 7DwH, C3-8 v-* n7;^;H, C 6-14 T y —JVC 1-6 

ho&mfbn, ^n- j etbin-^u< f±^^oxt><tv\ 

iXT/g, ^^/VS, '/n t°^$, -fy/P^S, t e r t- 

n/^V-2 — f/U) 7 5;*;^^ (2, 3— i?fc Fp^-v'T'p bVu-) 75 
(1, Kp WP^>-2-'f/i') 7^y*/^;l' 

* h^^iy^/^/l'S, {2 - [2- h^vO ^h^rv-] Ji^/H 
75/^/^/i'S, N - xf - n - ^ f ^7 5 7* ^JK-zi'S, N-t^/U 
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sum, i^y ^jvt % ; ujvft-jvm, ^xf;ur 5: y y/^-zv^ ( 2 - 1 
Kt3^ix^^/V)T 5 7 (2 - t Faarv- 2 -y ^vK7°n^^- 

^/M-drv-g, -< y^yf/i/*^vs N 2-4 y^fr^/is^-^-y^ 3 — f y 

^y^/i^-^d, y^-zv^-^^^ r$/S, y 

^f^7?;s, rtw^yi, n- 

7tf;u-N-^W?/S, N-rtfA/-N-xf/i/7 $ y S> N-Tir 

xf;l/^/U/)?=;>-N-^f^7$yi, N-^^VW-N- (:x^/W;t; A-j^/k) 
7§/S, ^WFS> ^y7Dtf;^/^=;w7 5ySs y^*;vj)?= 

^r^;;s, t e r t -y^/t^/v^ 7S, (xw?/) yj/i^x^v 
#^7 5ys, (4-k KD^v-^y^;) ^ ; v^/u7$yi, c (4-t 

Kndrv'fc^'J vV) y ^viTJ yj/l^xwkT 3; y [ (3-k Kn^r^h-ay^ 
y^Vi/J ^/i/^x;i/7 5yl, ^W;v*=;u7 5yS, ^yynfcVu- 

^/v/js^/ixT?: y L n- -n-^W5;i, n- (x. 

*?-;V^;Vi$s~ -N-^W^/l, N- (^f y/P ^/U^/^x^) -N 

-7f^7^;s, n — (y 9vi-*/i^xvk) -n-iW^i, n- (y 

^vkXA-TjsxvlO -N-^n t°/UT 5 y 1> N— (^^/l^/P-TjNXvl-) — N — x. 

y^/i^^^-S, yfvi^/i'* — ^s, ^y/ptvux^x/ui, 
4 yy^vi'.x/VTjNxvU.y f^^/v7-f — /vS.-f y^n fcVw^/i^y 
757 ^./k^c=/^ N y f/u7 5 y >?y ^vi^t 5 y .x/i^xvk^ 

y^a If/UT $ 7 t er t-7f;V7 5 7^=^S, t K 

pW5^7S, 3-7;wtc73:=;vS, 4-7/^p7i = 

3 n t3 7s=M, 4-^ Pn7i=^S, 2, 4 — %?7 Asitx* 7^ 
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^A-S, 3, 4-v^7;I/tP7x^;H N 3, 4-^^0 073:=/^ 3, 5 
-^OD7x^i, 4-^aa-3-7/^P7i-/H, 4—^ tap — 2 
— ^31— 4-'/p : &7i-;1'I> 4-=fa7x-/Vl, 4 — V 

7/7x = /H > 4-^f^7x^S, 4-^f;i/7^=;wS > 4-7°Pt> 
7* = /k^ > 4 — y7°n f/V7x-/H s 4-t e r t-7"f/l'7i-;l'S, 
2-|>!J7;i'tP^f;i'7i=;H, 4-M)7/i'tP^;V7i=;i'S, 4 — 
(t Kp^^^f/v) 4- (2-fc Ka^i/xf;u) y*.~jv^ 

4- (p< h^ri^^A-) !7;c=;u£„ 4- ( 2 -^7/U-#^ S'/U Z^—A- 
g N 4- M \>*iyjJsU78 — /UJ *}-)V) 7x=;vS % 4- 

4 -*/i^7i?=¥v-/^7^^/^, 4- h ^v'^/^xK^/W 7x^;H x 4- 

%jt>jvi$~]iV) 7x-^i x 4- (^y^ptwr?/*/^^) t^^/v 

I, 4- (^f^T?;*/^^) 7x^S s 4- (v?xf/i,7$;^ 
tj?^/w) 7x-/H, 4- [(2-t KP^vxf/i/) 75;*;^=/u] 7i = 
4- [(^/kjj^vvi^ 75;*/^^] T^xi/i^g, 4-t Kp 

dr^7xx;H, 4 h=¥^:7^~/l^ 3, 4, 5 - h JJ * V 3f %/°7 * =^ 
g N 4 b^rv^^—A^ 4-7"P^t^7i^i, 4-^7/Pt 1 
)Vir^rl/y zc~/i<-&^ 4-7'f;i't*v'7i^S 1 4 — -f 
ai^^s, 4- (2->fy'<yf-;vt^) 7xx^s/4- 
-tr^/u;^^) 7 ^^^S, 4- (4 — p« 3 — <> fl r^/v^r^-ky) 

)V^ S 4— (1— 7xi M=-JV 7x^1, 4- (fJ)7^P^W 

4- (t Kp^-V^^V) 7x^;H, 4- (TJA-tJ? 
^✓Vl^^V^^^) 7X-/H, 4- [(^^f^7 5/*M*^) ff-JU*- 
3rv"] 7i=/l/i % 4-75 77i x;Ul, 4- (^W5 7) 7i=^I, 
4- (v 5 ^ f-)VT % J ~7 xu~;V) £ N 4- (i;xf-/W7 5 7) 4- 
(7tWU) 7S-/H, N-7tf^-N-^W5/i, 4- (N 
-7tf^-N-/f/l'7^yS) 7x=/H, 4- (N-Tir^^-N-^^" 
^75 7) 7x^/H, 4- (N-7tf/V-N-7PtVV7 5 7) :7^=/l^ N 
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4- (N-T-fefvV-N — fy^nW5;) 7x-/l^i, 4- (N-^^-/U 
#/l^~/l^-N-y ?-/UT y ) y^^/l^, 4- [N-^^Vfc— N- (^^/l^ 
^/V^-A-) y^c=W^ N 4- (^f/^M=;V7^) y^^/l^, 

4- (y^vi^;*-) y^=/i^ 4- (y ^v^a-^^aO y ^=.;vm^ 4- (y 
^/u^/i^^f 4- (7?;^;^^) 7i^;H, 4- (y 

W?/^^*^) 7i=;H, 4- (v'^f^TU^;^^) 
/USU 4— (ter t-7'f/l'7 5y^;l'*-/l') ycn^/U^ r 1^7 

)Vy a^=-?V^ i/^n-sdrv'/l/S, ^^vyt^, 4 — y a n^^vVl^, 

^i/^l^^v-^ 3 — y n 4-^0^;^^ 
4-t e r t -^^/^^t?/^^r^S. 4- M) 7;l/tn^f /l/^y^t^f 

-y^s y *-^^-^3r*r*y^ 2-^7^!)/^ 2-\?Vi?jv 

a-tfyv'^S, 4-t°Uv f ^Ss 6 -yjVJrv t°V 3 — <^3E^ 5 

-y/l^Pfc°y v 5 ^- 2 --f/l^> 6-y PPt , !)i?y-3-'f/l'I > 6-y^ 

;S, 2-t^yt 0 ^yv?y- 1 — f 2 -a-^y e a y i --f/vS> 
2-^5^/yy-2-'f/i'S s 2 - ^ y-f 5 y v 1 ^- 1 - 2- 
^-^y^-=¥i?-i/y v 5 ^- l --T/i^S, 2-^fW^-;i'-4-^;i'I, 5- 
*^vi^T;/— /w- 2 /Us 2-75/f7^-4-^;H, 3-y^ 
/i^- 1 , 2, 4-Wv f 7y-;>-5-^;uI > 1, yf7 N / 
y^-2-^/kg, 4, 4-7^ i 2 - t^ff-y y y - 2 - ^;H, 5 

uu^-^-y x.y- 5 -y ^vi^ /w— 2 -^M, 5- 

^y- A 2 - 1 , 2 4 _^fi;7/y v_ 3 _^ /V ^ 5 _^-^y_ A 2_ 
1, 2, 4-f7v f 7y!)y-3-'f;^ 2-^y-3H-l, 2, 3, 5 

v y- 4 --rvi^Sv 4- 1 Ko^vtr^y >V tr 

^y^y^/W^ — 4-t Kodrv/h^y^y^^'a/H, 3, 4 - i/t 

A'g, y^y^i/^. 2, 4-y^DP7i;^r$/S, fh7kKat°7^Vt 

143 



WO 03/000254 



PCT/JP02/06405 



irv'S, 2 -try -JjVt^jlsJr^l/m, 2.-?u 
P --f /I^^^-y^dfv'S, 4 - t°y v^/U^^/^^r^s 2-f-^ 

y f/^^ri/S, 3 - tr^ y *?;\>* ^-/v^ ^xg, 4 - if y ^ 

t^VS, 1 -^/Vfc^y v ? ^-4-^/W^^/^=3rv'S, l-T-fe^fcT^ 
y 4 ->f/U> W^^I, 1- (ter t-yh^/V^) t°-< 

— f /l^ s f-)Vir^r^^ l- (^^/v^^^^^) t°^<yv f ^-4- 
^/u^ ^/i^^v^ 2->f^f7/ , jy-4-^f;^v'I, 2, 4-i^^ 

k'^i) W^i/l, 4-t K n df*y t°^< y %A'i$~A'* 

^v^dr-S^ 2-^^f7y^-4-^H, (2-^/^7/^-4 

->T/U) ^^/^^r^S> (2, 4-^^^/^7-^-/1—5 f/y) p<^/^=3r 

i/l^^y^/Vl, 3 -7/W^-u^<^^-f /W-S, 4-^aP'<^/l'7? 

3, 5 -v>^ a n^yv f /l/7 5;^4-h!J 7/^P^fM^7 5 / £ % 

2 - tr y vvi^ ^/i^r 5: y ^yy^^?/^ 4-^ u n^yy^^75 
4 - mj o ^ f /My /u7 5 ; 3, 

/U7US, 3-=bn-4-^ b^r^y/^/l'7 5/1, 4-~hn-3- 
^ b^^yy-f/>7^;S^ 3-fy^/l/*/i/^-/V7 5/S^ ^/i-#; y y # 
/v^7>;/S^ 2 -^-=3r-y-y*y =/uT5; ;S, 4 -t Kudr^fcv<y * 
yUTjsc^H, 4 - ^ f /U7x ^;U7/U*^^7 5/1, 2-f 7y!)/V75/^ 
yuTjsr^/H, 2-k°!)'y , ;v7 5/^/i'*-/wS, ^y^^/^/v^^/H, 
N-^y^/v-N-zw^ /#/u#~/i^ (4-tf y ^/Mf/v)7 5 /# 

/U#^/VS N n^^V/l^ f-M T S> S *>/U7$=i/um, 2-k Fn^v^^ 

/u^-^iXS> 3-t Kn^v'^afc>t^i/I > 2- / f^^/xh^^S, 2- 
(2- / f^iy^b^rv') aibdr^S. T if ?'i?~A'jJA'tf^A'^ 3-t Ka 
arv^t°o y ^=^^7/V^=/^^ N 3-t Kndrv't°^y v^y^/W^^/l^S, 4 — 

t Ka dri/t°^y >>/ #/y/j?~/i^ 3, 4-^t Kn^vtf^y ^y */u^= 
/uS, 4-^ hdfiyt 0 ^y #/i^-A-g> 4 -#/i^=3riy t°-<y i?y #/w£ 
~/i^ 4- (t Kp^y/f^) t°^y vV #/i^ ^/H, 2-^-dpyt°-<y 

i?y*/^^S N 4-^7^^^;*/^/^ 2, 
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y vV z^—sum, 2, 2, 6, 6-f h7^^^y ^^/^^S, 

2, 2, 6, 6 - r f 7 ^ f /I'- 4 - t Fa ^v'^ U / ^^^/VS, 1- 

ti-^-y^^/UTfr y ^- 4 — i, i - v^^y^-^^r/wjN y 

^-4 --T/i^/utf^i^ 1- \?^) Vy- ±-4 )VT 

^t'^^^^^^^^/Hs N, N-fc** (2-t Ftadrv-^^/l^) 757* 

$ y # /i^ n :7 s n fcVi-7 5 yug, 

p 7*f;W7 5 / *;p#=^1, ^p^W5/*;v#=;H, 4-t 
Kb =^v-v^^ n^dp^/VT 5 / Tj/i'tf^/H, 4-^f;VfT/wk- 2 --f jv 
7W$y ;*7^zJwH, 2- (4-t Fn^r>/tvyi;y)xf;^^l, 
2 - f y vvv^ 5; / X/Utf—jU^ 3 - k° y *J)V* ^-;VT % 7 }Vi$~fV 

N-^^/l^-N- ( 4 - fc° y ^vW) 7 5/ */^-/Vl, v^n^=¥ 

4 - /> f-f^J-T V—jv- 2 — f /w/- ^vw*-=^ 5„ 

hoi, i/7 7l, /-^vH, Kn^i/y^vl^ 77/l^=¥ v'/l/g, 77;l^^E- 
-T^S> 7f^7 5/*^#=^Ss "f 7 7°P fcVUT 5; / 77A-tf?n/l-L v 5 ;*^ 
/i-T$ / 77/i^~/i-g, i;xf^7 5/*;^=;H, 

W$/Ss i^^W^yS, 7tW5/i, N-7tf;V-N-^f 
^7 5/ ^ N-7*f^-N-xf;k7 5/S> N - 7 N - fcVV' 
75/S, N-7-fef-^-N— < yyp f ;U7 $71, N -^^/P^/U^xi^- 

XM-^7$;S, 7 ^-/U^^^^/lxg N 7$;^^ = /^ ^^7$ 

ter t-yf^U^M^I, 7aixi/H N 3— 
^-p 7 ^ =./h>&, 4-7/^d7x=;l/S, a-^Pnyj^I, 4— ;7 a n 
7x-/^ 3, 5-7^071^/H, 4-=(-c7x^I, 4-^^/W 
-7=c=^JV^ s 4 - t e r t -rf'f- ^=l;v^ 4- M) 7;^n7f ;i/7sx 
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4- (^f/l'T^/^A'^/V) 7x=;VS, 4 — ^f/V^;^=/l'7s=/l' 

s-try^s, 4- 

fp^S, 4-ey-7;Mf;v^^ 3- 
fc°^i U vVl^ ^/l^-^ri^s 4 - U ^vl^^Vg* 1 - * y 

v 5 ^- /^^^Kx 1 - 7tf;n^^D v 5 ^-4--f/W^^/^^f- 

i/S, 2-^aot°^yi;y-4-'{;^f/m^ 1- 
/v) txy v>>-- 4 — f;>t^VS, 4 - ^/i^, 

yu-4-^/v) ^f/i/tdr^S, (2, 4-^fAf7/ 
— /k- 5 — f yu) ^^^^-^v-^, 5-f f7/U;vS> 3 - ^/i^n^^v^ 
/i/g, t°^<y i^y ^/v^^/u-S. 4-t KP#->;H:^!Ji>7*^/i/I, 1 
— tfp y ^Evv^y y */V/j?=/vS> 4 — ^-^^/v* y —A- 

jfr/M^/V'S^ ( 4 - tf y ^vv) 7$ / # A^^^SXfi (v'^ t3 

^^/u) 7$y*;^-;HX*l)^ 

flr^^IMt UXftfe^t t < (i, 7^*1^ Staffing fc 
Ka^f^ tf/vtf^^/i^ ^/w^'f/vl, yw^y^^^/v 
^y^7^y*^^n, ^ h=¥v-g> yw^yi^ rtf/w7? 
yg, 7?y^/^=^> i?ywu^*^l, t e r t-7*f^r 

$ y .X/i^ — 7x=;kS, 3 — n 7 zsu z=-)\>&, 4-7/^^71- 

3- 7nn7x^;ki, 4-^Pn7i=;l/S > 3, 5-'7^PP7x = 

4- yf/l'7i=;l'I, 4 — t e r t — 7^71=/^ 4-^7^ 
tny ^Vl^cc — 4 — ^/Uzj^iWl^^^/V^ 4 — ^ h^r^Z7 j:=/L'S s 
4 - *;M^4/7i= 4 — * ^Vl^^^^^A-g. 4— (v^^f^? 

^ct^^S N 4 f;^^/^^;l/7x^/l/S, 2-t=5fyt'a 

y v 5 ^- 1 — r^sx?*>« 0 
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-«3t C i] ^*5V^T, xa* 



#S r^-^D^blfiJiS 1 73rS5H©mfc* , T»ll!fcS*i/r<> «k\^C6-14 7!) 
£l?»lfc£iVCfc iV^C6-14 7!J-^£j uv\ 

r^_hfp^^tLS^<D^j irfi, ±1B— jtt* [I] Xfi [II] 

r^n/vt'yi, ^^vi^/m^i^ ^^^/v^/u-fc^m., *y/v%z/m 

£fc _hSJ-«5JS Ci] XI* [ii] -v^ZtiZfc&Vo^&^xi-i, 1*0^14 
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n^Sl^s Wt^#J, JgftfflU JJHKffl. ##fcU ttfffftK JLfltfflU 

3r¥#J> 3SFfe»u «#tti&au ^<D»«h 

tettzk* tt4fe?A % x^/wuxtt^y^T/i/n^/^WTyi/a^K #y^ 

i^lt, %m, mm, mm, m^m, &mm, mm, 

%7*/um, hn-i-Ms ^r-y-jvn, ^v^-y^m, mmm, %m, 

xx>k v^m, natco. lmgMi & <Dffi.mx\ i 0 i m75m$kmib*$t J *& 
&-?t, *&m<Dcwmm&mMte, ^(om^^^^m, ^m.m, ^mmmm 



148 



WO 03/000254 



PCT/JP02/06405 



^^OWa-^»*«l*.*fc*ICf>S**a5J(B|*"t'#*.HCV- I RES1M 
HCV-NS S^a^T— *?KL*?BI % HCV-NS 2 N S 3 ~fu TT— i?ffl.W#J> 
HCV-NS 5 AHMRfck H.CV#JJ * 7 -if RB-WJ t <Z> 2 ^PJ^V^f* 3 ftm±<D 
mm&¥tfbfrsM*.t£s i)/^!)y(R)^^-7xay-a (I FN- a, 
Rof eron (Rk Intron A (Rk Sumi f eron ( R ) % Mu 
ItiFeron (Rk Infergen (RkOmniferon (Rk P 
ega sys (RkPEG-Intron A (R)k y^-7xP ^- 0 (F 
rone (Rk Reb i f (Rk AvoneX (Rk I FN 0MOCH IDA 
(R)k — 7iOy-<o^ 1 - |3 -L- ]) #777 V/l^- 1 H- 1 , 2, 

4 - h y ~T i/< — /V — 3 F % 16a -^n*- 3 0 - t Kp#V- 

fc Fn^q 7 /f Kx HCVU AH eptazyme (RK^y^ n— TVl' 

fcl#C ivac i r (R),7^h7xyyGPX-4 00, (IS, 2R, 8R, 
8aR)-l, 2, 8- b y t KP^-/t^^t Kn^^Ky ^=!>A *n 
y F\ HCV!7^fy (MTH-6 8/B, Inn i vax C (Rk Enge 
r i x B (R)k T^^ir^^^-y =0*^ Ustf-Y ISIS-14803, H 
CV-RNA^iMVP-5 O 4 0 6, fh7^PPT*^yK 
iSOx ofer in (R)k (S) -N-3 - [3 - (3-^ h*ri/~ 4 
^■-J—jV- 5 --Y;l/7x^^) »7 W-Y F] ^Ovvi^/w^ fb7tKn 
~7yls— 3 -^/Uj^tVK 4-75 ^ - 2-x ^i/^f/l'-o, a-v 5 ^^" 
;V-lH-^^y [4, 5-c] JJ 1 -zc#S— /K — P-f^f- 

V- 2 (Proleukin (R)k f-^^E-^^a 1 ^ £ ©ANB^rf fe frSo 
(R) I4«tfc5it^t 0 
HCV-I RESRMtffli: b"C N #ffl5p8-2 6 8 8 9 0f, 0-1 



149 



WO 03/000254 



PCT/JP02/06405 



015 9 1f, 4$WJ3p7 - 6 9 8 9 9^ WO 99/61613f, HCV/n 
TT—UfB.&Mh VX, WO 9 8/2 24 9 6f, WO 9 9/7 7 3 3^ WO 
9 9/7 7 3 4^ WOO 0/9 5 4 3f, WOO 0/9 5 5 8t> WOO 1/ 
5 9 9 2 9^ W09 8/1 7 6 7 9^ EP 9 3 2 6 1 7t, WO 9 9/50 
2 3 0 -51s WO 0 0/7 4 7 6 8^ WO 9 7/4 3 3 1 0f, US59902 
7 6t, WOOl/5 8 9 2 9^ WOOl/771 13f, WO 0 2/819 
WO 0 2/8 1 8 7f, WO 0 2/8 24 4f N WO0 2/8 2 5 6^ 
WOO l/7 4 0 7f, WOO l/4 0 2 6 2f, WOO 1/64678 W 
O9 8/4 6 6 3 0t, 4#BB¥l 1-2 9 2 8 4 0^, #M?1 0- 2 9 8 1 5 

1 -g\ Wffltf 1 1-1 2 78 6 1^ 4#BB 2001-103993 -§\ WO 9 8 
/4 6 5 9 7^ WO 99/64442 # % WO 00/31129 -J§\ WO 0 1 
/3 2 9 6 1t> WO 93/15730 -5§\ US 7 8 3 2 2 3 6f, WO 0 0/ 

2 0 0 4 0 0^§\ WO 0 2/8 2 5 1^ WO 01/16379 -§\ WO 0 2/ 

7 7 6 1f, HCV^-y X—'Mm.&fflt LT, WO 9 7/3 6 5 5 4^ US5 

8 3 0 9 0 5 # % WO 9 7/3 6 8 6 6^ US 5 6 3 3 3 8 8f, WO 0 1 / 
7 0 2 7-§\ WO 00/24725 -J§\ HC VtfV * 9*— tffiMMU: L"C> WO 
00/10573 -5f-, WO00/l 3 7 0 8f, WO 00/l 8 2 3 1#, WO 
0 0 / 6 5 2 9 -5§\ WO 0 2/6 2 4 6f, WO 01/32153 -5§\ WO 0 1 

/6 0 3 1 5^ WO 01/77091 #x WO 02/4 4 2 5f, WO 0 2/ 
2 0 4 9 7# % WO 00/4141 # > /fy^-7xa ;/T=r = * hi&VM3::it3& 

ffl £ lxt> WO 01/58877 ^ 11-180981 -§\ WO 0 1/ 

1221 A^(D^m^^m^^it^mmt<Dmm^m~f btiz> 0 

<D— oT'fcS 0 tfrbbO^fcfeV^ HCVlaS, 1 bMoM^^itJv>ia.^S 
ttlr^U ^oii5V^JliL4 , SIS«r^-t-^^^ 09*.tf, 2- {4 - [2- (4-* 
na7=^) -5- (2 -Jr*y fn JJ v 5 ^- l -^T/^) ^y^t^i/] - 
2-7/^n7x^/i'} — 1 — */9 n^-df '✓^y/'f 5 5 — ^/WtK 



150 



WO 03/000254 



PCT/JP02/06405 



aa^i 




151 



WO 03/000254 



PCT/JP02/06405 



T 5 K (DMF) > T-fe h-hy/K fh7tFn77> / (THFK h/W^>^ 

fcfcj; Vik&ya [3] £^fcH5fe5 0 

|2Ig 

it&W) [3] 3:^/ — /K /K THF, @fc&> Tk^W 

£U)#arF, ^ax^M^TT-Tk^bi-Swir^i 1 ?^^ [4] ^#5^ 

t^tti^5 o ^t^ it^-m [3] im, mm-**, mmm-rhv^^ 

[4] ^#5iittti3l5«. ik&to [3] SrT^yti^# 

TTV^ KPWr-f f y ^Aig^^tsr tic i [4] 

4b^#J [4] 3r N DMF, 7t THF, ^on$;^ gEH^?- 

1 -^.J-)V- 3 - ( 3 - Z?* f;V7 5 / fcT/lO j&A'affSM 5 K • 5> 

l-t Ka^i/^<y/Vy7/^SrMt, * ^fft-fb^-* C 5 ] 
i:Mt5rttai575 KIM [6] £r#3~ £^tt}*5 0 £fc> tf/i^V 

mk-frvo C5] &mt^*~^ tjbt=5rty;^fii$H5iA7^ Kt-r 

[5] (DfSmt^^T^k U JfcV^ FyxW5^ !7A, 
t°y ^V^Oi£g##T, ^tt^y i?fm<DT 5 ^^tpT?K^^^5i £fc<fc 
"575 Klb^fe [6] Sr#5^i:t)ffi*5. 

-fb^W C6] /K h/Wt^ DMF, 



152 



WO 03/000254 



PCT/JP02/06405 



mmi-2 



III! 

3Iti^©^ffb^ C5] tr? Fi^tSr ilciJ: 19, fc&m [7] 
&® [8] mi^ s t*#5 D • 

mmi—3 





153 



WO 03/000254 



PCT/JP02/06405 




[4] [9] ^y-/K ^9 s— /k ^> 

DMF, THF. ^pn*;^^©^!^, MM^flnff&^TT*^ ^ 
£ »c ± 9 [1-2] £r#5 £. i *saj3fe«. 

^ h/Wn.^tfJtgjSEtK ^^/7P^ty s -^b*^^^^. 2, 
n-5, 6-^7y-p-^/^/^ 3!)*, 7x'Jv'7^*!J!)Af 
©WJ®lF4TtH:*#STT% TVi^fc Kfl5-£*> [10] tSffr^* 

5i kick 9^#i[I-2]Sr#5r i <bm*5„ 

asrau it-erto [4] h*>>visism\k&m [a] y>-i&> 

sOryj S^^-zw^^if^JuDB^R 1 . R\ R\ R 4 
©3Eift^feSr*-t- 0 fcfcr^T'fci, R\ R 3 S.t>*R 4 ^7K*^-r'fc5m^©R 2 



154 



WO 03/000254 



PCT/JP02/06405 



mm 2- 1 

$/Vi$>>m=.**r;\'miL*7^ K—JEtfti" Strife. 

NHR c4 R cS 

R 5 [12] 0 

\r\ ^ [1-2-2] ^211 R 

(^yj , [|-2-3] 

[1-2-1] 

{5£t\ Ett¥*§£\ -(CH 2 ) 8 -s -0-(CH 2 ) s -X#-NH-(CH 2 ) s - (£ 

JifB*Hfefc|itl«fcUT#b*i*fc^* [I-2-l] Sr. **7*-/K S*-^ 
THF, s?**1fi^<&i8J«'K **xfe©iB-£i&j«'K fiJttb6>»«Ei:* 

[1-2-2] ^5iiasW3f55o 

fls^lfe Cl-2-2] Sr. l©f 3Ig^i©^tft^ [12] bBim 

i fc«fc [1-2-3] S:#5i^*$W3fe*. 

«2- 2 




[1-2-4] 

^W&tmm^xmhfrzfc&m [1-2-4] tK> ^# ; — 



155 



WO 03/000254 



PCT/JP02/06405 



&m [1-2-5] Sr# 5 o t Kn=f-^7 5 ^<Dl£^:&^<£*i<lr;B 

T?KJ© £ fx * «t «t V \ 




[I -2-6] 



±|BM&<ki^KLT#fe;ft6<k^ [1-2-6] DMF, *J t^jV^jVib* 
v-K (DMSO), T-fe MJ;K /K /— /K tK^^^'K a 

£^±9 [1-2-7] kfrm&Z, 

mm 3 

1 



156 



WO 03/000254 



PCT/JP02/06405 




, , [1-2-9] 
R o1 -R° 7 

[14] 



*-(CH 2 )„-, *-(CH ! ),-0-> *-(CH 2 ) n -CO-Xfi*-(CH 2 ) n -C 

R al6 R al6) _ ( Q H 2 ) „- £ ^ U £ £ T? * it R Cl & ffiU & ^ U ^OflH^fQ 

#<z> tt UfriS © ii 5 -e *> 6 „ } 

-ffc-g'* [13] Kfc^TR 0l /i^n^vjiC^T-fc6m-a\ _hlB*j* £ 13 tile 
nbn&fc&tfo [1-2-8] % s DMF > DMSO, T~t h~ h V S^, ^?y—,V, 

thf m<Dmm$> > h y h y $ a n TKBfeft* ^ 

*ftx&Min»*#-e* ^-a^ [13] t^mrifau^ [11-2-1] «r 

fb-g^ [13] fcasv^R^tfSjfcKas-e&Sii^ ^ 13 ^ 
Sr. EAftJ/y, ESlMfc^Sf- h y 7 a^s-A'tox? 4 ^<p-e^n 

yyg^^ifct, was©^fe*t?^te [1-2-8] isjs^tsiiia -fb-a- 

[II-2-1] ^#5ii^tH*5, Sfc* rtDi^, >fb^ [1-2-8] DMF, 

r-tb-hy/K THFf©»s 1* y 7*5^7-1 ry 

^^^/U^i^J; *)\\&m [13] tftjgKlSSr&iirS &fls£-* [1 1-2-1] 

TO^bT^-a-^ [1-2-8] Rtffls^tt [14] £*)ik&m [1-2-9] <H#5^£: 

157 



WO 03/000254 



PCT/JP02/06405 



$U*fc3-2 




[1-2-10] 



6 



R cl — G 2 -(7)-(Z)w [15] 

% 2 [1-2-11] % W 

I2IS [1 1-2-2] 



Hal— G^-fB)-(Z)w [16] Xtt Hal-U-R 0 [17] 



N— G^-^T)— (Z)w [II-2-: 



H 0 



3] Xfi ^ N ^~ R ° 8 [, ~ 2_12] 



{iSt", R o8 fiC 1 . 6 r/V^r^S^^L > G 2 ll*-(CH 2 ) n -Xli*-CHR' 16 - 
&tfL. G 3 (±-CO- N *-CO a -> *-CONH-Xli-SO r ^U -t 

±iE^<ti^^^b-c#e>n^^ h [1-2-ioj ^1-1©* 

2XefclS*ll©^jSfe-CSJS«rff 5 it^J;*)^* [1-2-11] *j|5it« 

-fk^l* [1-2-11] Srs 38£&3- l fcPmto^tfetnJ: Vik&Vo [15] T?T/i"*7W 
fttSiifcJ:!)^* [II-2-2] Sr#*i4:asW3l6*. 

[16] WTG s ^-CO-, -C0 2 -W-CONH-OI^ ft 



158 



WO 03/000254 



PCT/JP02/06405 



&m [1-2-11] Rjg 1 - 1 O* 3 Ig i I^«0*fetfl3^* [16] t-rv/p 
{fc-TS ritJ: Vik&m [II-2-3] Sr^«ntasm*«, 

-fb-B-ife [16] W>"CG 3 ^-S0 2 -©i^ SU^l - 1CI3IIT' 

[1 1-2-3] Sr#5r.t3JSW*5. 
P^^bTfb^ [i-2-ii] fls^fc [17] t?T^/Wbi-sr fcmj:0fls-fr 
% [1-2-12] *r#*r.£flsffi**„ 

|^«^UT^?£SrffiV>5^ tKX *)\K&m [11-2-2]. ib&m [II-2-3] 

RtMb-a** [1-2-12] ©«ft (h^t ^ >o *nz>zt&m&z> 0 




[19] 



(5£tK R c9 liC^7;^I^^L, G 4 li#-(CH 2 ) jf-(CH 2 )-NH 
HIS 

Jif3Kife£l*!«fc:LT#e>fr3te^ft [1-2-13] Sr % H^2-l©IllSt 
mn<DjjfeX~BCl&'lSl£Z>ZLi:\££'Q, it^m [1-2-14] r. b&m&Zo 

■fb^» [I-2-H] 4rsa?fe2- i<Dm2i:utmm<D^mx^t-a-^ im t^m 

159 



WO 03/000254 



PCT/JP02/06405 



■atzmMfc^Xik&yo [I-2-h] SWb^ft [19] iHfcl^i [1-2-15] 

mm* 

*«fe4- 1 




[11-2-5] [20] [11-2-6] 



(5£"K |RZ"-Mf4r !;-^JR^«J**b, «Z ,, <fMftttltJft*Z|C#iS 

_hlBm^fcll!^4-UX#btb6^^i [II-2-5] & N DMF, /V, 
1, h=^>-^>\ THF, ^K#^1^^ c f > =r Y v h V 

-ffc^y-frvK 4tt<fbl, (v^^^/Ms;*:^ /) 7"o^y=y^ (ID 

-sv&mik&m C20] i^$^riia"3M [i 1-2-6] *&&z.k&m 
§^4-2 

160 



WO 03/000254 



PCT/JP02/06405 



(Z)W" 
olO 




[11-2-7] [11-2-8] 
(5&4\ R cl0 figm^Z^*ffS:-r^-R a20 Xf±-(CH 2 ) p -COR a21 ^^U. ^ 

iiB^-c^btvS'fb^ [n-2-7] mm 3 - 1 (DjffetmmKisXik 

&m [21] irteJ: fts^fc [II-2-8] ■ Sr#Sii:a5W3fe5. 



[22] 



<Z)w" 



f 3IS 




(Z)v»" 



[1 1-2-9] 



[1-2-8] 

i/#;U7$—/um. a: h^i/^A-tf^/l^ t e r t - ^ h ^*^jK=^S§© 
TtT^U< {i^^J; *)nbfrZ>ik&m [22] £r s «ft4-li|^i©» 



161 



WO 03/000254 



PCT/JP02/06405 



TV—tv&mk&m [20] £KJ&£*5- irfc-k 0, fc^M [23] «r#5£.£a* 

_hlBK»tl^«fcUT#feH5^«i [23] JjTifcfc: «fc «9515c-T5r irfcj; 
t>> [24] Sr#*z:fc^W*5. 

#iJxfc£, fl^to [23] Sr. /K ^*/-/K THF^Oilf, 

IiPi*ftTt^ ^ 1 5 ^ i f'J: 9 ft^fe [24] Sr#5r.i:iSW*5. 

±fB«ft£ft«NcLT#b;h,*<b^» [24] Sr. 1, 4 -^^if-i', 
/t^n— rvK THF, ^an^^y, ^nn*M, h/^V^O^^ff 3 . 2 

KJS^*5iiia^ [25] ir^ttl^So SJ(£4r{E3i$*«fc 

±fB^fe<tm^^bx#btL5^#j [24] xtt [25] «r N m&$-i tmm 
(Djjm-zik&m [1-2-8] is^^^^-ttJ;^ fls-a-* [n-2-9] 

§«£4-4 
[41] 




162 



WO 03/000254 



PCT/JP02/06405 



lug 

mt-tz r ^ 19 , {b«a-«j [42] mii^w**. 

#T.0^u< r±- 1 0 075^1 0 o°c-CMb-^#j[4i] i^^tsr i £ 9 „ 
[42] ^#5rtM5„ 

|2Ig 

JifBKfetlRI^^UX^fe^S^-a-* [42] Sr-fb-a-te [43] £rKfS£*6-.t 
£«fc«5, ik&m [44] £asm#5„ 

fb-a** [42] Sr % ^x^;l/x^-r^, 'O'H?!^ W^V, THF^©» % 
^L<ttTHF», #*P72;SM&#T, £f * L < fi— 1 0 0 7bM 3 Ot 

5 , [44] Sr#5ii:^W*«- 

±tamifeti^«{-u-c#bns'fk^ [44] 58*4- 3<Dm3T.mtmm 

fls-fr* [44] & N ^Kiih^yWI 1 , *fls^*=/u»Vbrj; 
S$*5^i:^<fc<9^#i [45] S:#5r.i*sW3feS 0 

flS^fcl [45] jfiZmj&tom^ SSB-^w^^gtB'-CZ^w' 
SP^5|^— {k-a-#> [42] & N v?rc^/Voc— ^I'ifl^ h/Wc^ % 
THF^©«tf s fflKttTHFW, g'lfc^/K *f«^/Hf©M 
oi;*fvK L< f±«?**^fc, #*P75SM*#T, b< tt- 10 0 
0°CT?^$-ti:S^<b^J: ►) % ffe^fc [45] SrWS i fcflSfcHJfeS. 



163 



WO 03/000254 



PCT/JP02/06405 




fin 

miR^b< tegE*n<Z>2f2fe{-<fc 5#bJx^M [26] ^TOcKi'M^SS:^ 
A-f-5»ri:^J;t), ft;^ [27] r. £ ^fdbl5fe^» 0 

^Jx.tf, R cl3 ^ t e r fc-g-* [26] THF, 

t^ct vjjb-a-^ [27] *mz>^tj>m&z>o 

c o 2 R cU ^Jl^^x-f « £ thZ&m&xfrft&mv&mmxh o x & v\ 

164 



WO 03/000254 



PCT/JP02/06405 



|g*fc3 - l tmm<Dly [1-2-16] bBO&£ltZZb\z:£V) y ft&m 
[II-2-10] Sr#5r.i:*sw** 0 

1^ 3 m^ii 

±&mkkhmz.\sxnbfr*ft&m cn-2-10] §^4-1 1^©^ 

fyy^Mft^ C20] ^RjE&$**-t^±t)N te-a^ [11-2-11] 

±»»lifei:IWI«iJ:UT#bn5'fb^W [II-2-11] <dr c13 £, ttifclcfc ?>JliMf 
£l£5^£:K<fc<!)> fls-g-ifc [II-2-12] t^ttJ5feS„ 

^iSL-CttR^^KJSUJteV^^a^UV^. iiii, R 613 /5 s t e r \.--f°J-jv 
m^m-gt^ CH-2-H] & N ^PP^^y, ^nn*;l/AfoW, h 

y 7^Bffi-cft«t«w £f-<£ Bfl^W [11-2-12] ij|5i^sni*5. 

Kl 5 I^ee 

±SB»ifeilSI«^UT#btb5ft:^«J [II-2-12] gSife 1 - 1 0>S5 3 TMt 

mm^mx^m [28] <tr^ Ki^^tsrtia^ #>&m [n-2-13] &• 

JilB^tra^bTWfetLS-fb-g-* [II-2-13] Sr, 

KMft-eE^IS-tS-^j:^ [II-2-U] *nzz.ktiSft*2>o 

R ol4 iMf;H©it, ffc-a^ [1 1-2-13] /K ^9 S — 

A^Msti*i:©jft^-#«c«i's mm*))pj»s mm-rvvp^, *mfcv^vj*. 
*ia«si LfcW:, mm&mmz.-f% ^t^xr> m-2-14] r. t &x 

«4- 6 



165 



WO 03/000254 



PCT/JP02/06405 




[11-2-20] [11-2-21] 



^ i ii 

±.mmmbmmizvx'&iotizik&® [1-2-16] i^^4-scD0 2xmt 

TOO*&T» b/W^fl^ft: [41] ft-g-W [II-2-17] 

±IH^i^te:bT#fenS^#» [II-2-17] Sr. 4 - 1 £ PJ«©2r$fc 
-CT y -/v^JR-fb^ C20] tSl&^t^itia^ <b-a:4* [II-2-I8] 

jiiB^irin#^uT#btie^-a-#> cii-2-18] as&i - i©i2igt 

l^#K>^-eiS5ni-Sil fcteJ: »K fls-^fc [II-2-19] Sr#ar.i:35sm**o 
I4IS 



166 



WO 03/000254 



PCT/JP02/06405 



jfrnx-mfcZTtz^ktexy, fc&m [11-2-20] ^is^h^^s. 
-tmmfetmmz ux#e.m>fb^i [11-2-20] & N »&2- i©insi 

mm<DJJ&Xto*ftMZ*£5 - <t «t 9 ,^^[11-2-21] «r#S ^ t ^ffl5l5S 0 



167 



WO 03/000254 



PCT/JP02/06405 




t50] [51] [52] 




[11-2-21] 



(^4>> ffi#fB-S-ttliirfB©iit>-C*>5.) 

miR^b< fifjr&K:.!: «3#bHS<t:^ [46] Sr, 4 - 1 i l^#o^feT* 

[20] <tl£<fci9 N ffci^ [47] ift5-i:#W*5. 

f 2IS 



168 



WO 03/000254 



PCT/JP02/06405 



±tems£mmz\sx<&fi>inzik&to [47] mm*- 3 (Dm2n:mtmm 

(Djj&X*m7u1rZ> n £ te: .k ik&Vo [48] SrWSiitdSWJfeS. 
IS 3 It 

±mMmkmm^vxnbtiz>4t&Vo [48] 9^mi -i<om 2 nut mm 

_tfH$l& i UT# b *L« fc-g-fc [49] DMF N 7tb=by/K T 

hf, ^p*m n ^ffc^i^ h/i^^o*^^ ih&Wa 

[42] t^Hs^^i txt-a-^ [50] «r#ar irasmjtes. 7^;s^© 

-hiaKfet^JcUT^bttS^-a-ft [50] SSi^fel - 1 <D»lIjg£:|^« 

fls-fr* [51] Sr#5Jii:^W*So 

I6lt 

±SB«8ifeil^«fCU-C#6>*b5'fb^ [51] ^ - 3<D&3I@£|S|« 

o*lf/M3^ftt5iiCJ;!i, te-^fe [52] ktm&Zo 

_hi3^^p«^ vxnbtizik&m [52] & N gs3-i^n©», 

±ie»ifc£lPl«fcLT&&n3fc^4& [1-2-16] .hSjS^itsr tKX. 9, 

«b [II-2-20] 

_tfB^<t^#(' LT#b^§^ft [II-2-20] ^ ®2-l©IlIii 

lRl«©^ifeT?an*^#!!$*5 riti!) ><fc-£<Mn-2-2i]£#s r i «sW3fe«. 

5 
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Mill 



Hal-(^-Y-(T^-(Z)w ~ R c ' 5 — C=C-(T^-Y-^?)-(Z)w 

[29] HCEEC— R cl6 [31] 

[30] 



R 1 

;2ii R i jl ^ 




R 1 R4 /^S »3Ig 

R 2 v Y 4 r Hal (Cy) 




[11-2-15] 



'6 



[33] 



[32] 

OCT, R clB te h y p< /H, t e r t -y^^^f;^!) t e 

fll6 

Ji|B»^U< fi^ldj; VnhK&it&m [29] Sr. DM F N T^b^b]) 
/K 1, 2— v*;* h^v^^V, T H F s j>/l^;/ N 7k^(D^$£(K f h7^r^ 

j*mm, a ^<b« ( i ) ^©wtKtt^b©^, rvr»* y 17 a, 

oiMMlT, MXttlltt?, <ft£-4fe [30] fcKjSS^SrttcJiO'fb'^ 
« [31] Sr#5ii*sW*«. 

_hlB®»fei:l^^^b-C#b^5^#J [31] & / -/K ^/-/i^gco 

7^3-^*1, fL<li7/^-/l/«iDMF, T^h^b^K THF, 

y !7A N b y i7a s Tk^y ^i7A. tRM-t- h y «7A. 
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mmi -lomuinkmMKisXftbtizfc&w [32] turns vmix-nt 
mm<Djfmx°fci&i$i£z>z.bfc£*), fc&m [33] £?#5^£asm*5 0 

±IB^<kP«^bT^btLS^^I [33] Sr. DMF x T± h^hV T 
[II-2-15] &&&Z.b&m&Zo 

m&6 



-<s#V [1, 2- a] fyv'ys^tsm 




±ia8S^b< teftmzx. v'&bnzik&w [34] gsi-i©i3ig 
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kmmajjm-rxk'&to [35] tr$ b*m&& j £z>ZLkte£>o, \\&m [36] 

±B»ifeteJ: 9#fe*L5<fb1^> [36] fc, *ifefcj;ij#feix»^5=iir— -rt'W 
X [37] tK*S$**ii:fcJ;l3, fls^* [38] £#5 d i: 

r r-C% fb-a-^J [36] mtt*.T\ jb£~#3 [34] oWts^J K«r/8wrt>J:v\, 
|3Ig 

_L!B$U!fcKJ: D#&*LSfls£**b [38] firgjfc £ «9 yfb-T5 £. k te £ 

<b^ [39] 

Ha 1 36S**JRR^<Z)»^ [38] Sr^*P^ U < riaK»*#T* 

DMF> r-fe h~ M);K THF, ?uuft;VJ*, *J ? n a ^ * ^ % gjigfezt^vK 
h/^^o«cfJ N I^ig^^Si tfcj; [39] *nzzk&M 

-4 8 6 5 it) ta^^^iM [40] mm* v vj*. mm-r hi) v 

b y y ^Af©)ii©#ftT, nxttai*#T, mm 

*mi,<fim&m'?mtt,&j&tsitzzk\z£i9 , \t&m [11-2-16] *nz>^k& 

-mn [i] xt/ en] -emznzik&wte&^Ts mzajcmzm&vij&k 

5-^-^y-A 2 -i, 2, 4 - t^t^ryy ^- 3 — (i-&fc>*> 2 , 
5 -v^t Fa - 5 — y- 4 h- 1,2,4 -t^t^ry-^- 3 --f/vsh 

KP-5-^y-4H-l, 2, 4-fryr^-3--f;i'i) > 2 
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-**y-A a -i, 2, 3, ^-Hr^^TVTVV y-4-y/t-g (-Ttefr 

■h 2 A 3 - 1 , 2, 4-mf7^r/- /V- ;vm : Journal 

of Medicinal Chemistry, 39(26), 5228-35, 1996, 

1, 2, 4- h Ur/yy- 3 — f /^g:JOrgChem, 61(24), 

8397-8401, 1996, 

1- ^-^y-A 3 -l, 2, 3, 5 -^7 MJ 7)/ y y-4 : Liebigs 
Ann Chem, 1376, 1980, 

3-^y- A 4 - 1, 2, y- 5 --f Z^S : Bfc'JN ^ E 

P 1 4 5 0 9 5f, 

5 -^"#y- A 2 - 1 , 3, 4-tH^7/!) y- 2 --f/U^ : J Org Chem, 
20, 412, 1955, 

5-^y-A 3 -l, 2, 4 - $?;*-3F- U-yy y- 3 --fA'S : J Prakt Chem, 
314, 145, 1972, 

3-^-^y-A 4 -l, 2, 4-.f75>7J/py-5 — f/l'S : ttHRB6 1 - 
2 7 5 2 7 1 # % 

5 -^*^y- A 3 — 1 , 2 , 4-^7^!) y- 3 - ^f;kS: J Org Chem, 61(19), 
6639-6645, 1996, 

2- ^y-A 4 -l, 3, 4 -v^^rf-y y y- 5 —T^I : J Org Chem, 39, 
2472, 1974, 

2-^"^y-A 4 -l, 3, 4 -tW7y y y~ 5 --f/Uft : J Med Chem, 
35(20), 3691-98, 1992, 

5 y- A 2 - 1 , 3, 4-f7^7y y y- 2--f/l^ : J Prakt Chem, 

332(1), 55, 1990, 

5-t^y-A 2 -l, 4, 2 -^-drr^^Ty y y- 3 : J Org Chem, 
31, 2417, 1966, 

2-^-^y— A 4 — 1, 3, 4 -i?f7 s / y y — 5 --fA'K : Tetrahedron Lett, 
23, 5453, 1982, 

2-^"^y-A 4 -l, 3, 2, 4-v?tW7y!Jy-5 — 
Tetrahedron Lett, 319, 1968, 
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3, y^-dpf-yy ^^-4--f/^:HelvChimActa, 1973, 48, 

1965, 

2, 5 -v'^-^y-r 5: D 4-^;vg : Heterocycles, 43(1), 49-52, 

1996, 

5 -Jr^V- 2 -^^^y-f 5 yy U 5?V— 4 — </U^:Heterocycles, 5, 391, 
1983, 

2, 4 -^^-^ry^-^f-y !J i^^— 5 --Y^S:JAmChemSoc, 73, 4752, 1951, 
4 -^-=3ry- 2 -^-^-dry^-drf-y y v^V- 5 : Chem Ber, 91, 300, 
1958, 

2, 4-^yf7/y^y-5-^/H : 4#!H3Bg5 7- 1 2 3 1 7 5^ 
4-^-^ry- 2-^^dry^ry y v 5 ^- 5 --f/U^ : Chem Pharm Bull, 30, 
3563, 1982, 

±IB^2 75S4^^$tl,7c®l?fett, -jftS; CI] Rtf [II] T**ftS^^ 
^5^/w^^©fb^> fclfctfte^lfe [II-2-15], [II-2-16] ©^fifcfclfc 

&fc, m^i i]> en], [iii]T?*s*L*fls^*x 4- (4-y 

/V^-ay^^/l^) -5-tKn*r^^ f ^- 2 - ^ f T /-^Rt>* 4 - (4 
-7jvJrv~7^~;v) - 5 -y p ny-^vv- 2 -y f;vf7)/- ^Xtf-t^SHi 

2— [4— (3 — -fn^zV zx-J r7cc^A-] -l-^^o^i/yl/^yy 

5 yy— ?v— 5— ^^^^^^^^^^-^/K^ssaa 

4-^pn-3--fn^,|fi (300g) Irif/l/T/Va 1 -^ (1500ml) \ZM 
fl¥U *ftT»flKlft (100ml) &*Px., 7«FlWJDlR3SSEL/t. S^SttKtK^^^, 
^L;Jfc»&iSi«:*BiU *J»fk;^4fc (332g, Kx^97%) 3r#fc- 0 

^-NMR (300MHz, CDC1 3 ) :8. 50 (1H, d, J=2. 1Hz), 8. 16 (1H, dd, J=8. 4,2. 1Hz), 7. 63(1 
H, d, J=8. 4Hz) , 4. 43 (2H, q, J=7. 5Hz) , 1. 42 (3H, t, J=7. 5Hz) 
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HtfX®T*»fetbfc4-^Pa-3-- hoftAftxf/i' (330g) £Tirh = 
h P/K 1500ml) teWtfUf* pa#^7 5 ^(220g), h !> ^?V>T 5 ^(I95g) 

&iiDx, fcfcAna&atifcLfc. ti?m^fc*t^srmmu, 

ft;^* (400g, i|X^94%) £#fc 0 

*H-NMR (300MHz, CDCl 3 ) : 8. 87 (1H, d, J=2. 1Hz) , 8. 35-8. 46 (1H, m) , 8. 02 (1H, dd, J=9. 
1, 2. 1Hz) , 6. 87 (1H, d, J=9. 1Hz) , 4. 35 (2H, q, J=7. 1Hz) , 3. 65-3. 50 (1H, m) , 2. 14-1. 29 
(10H, m), 1. 38 (3H, t, J=7. 1Hz) 

I@3 : 3-T 5 J — a— ^^7 5 / gc&#^9vK£>$Hit 

ra-eHbtifc 4 -j/^ p^^ur - 3-= hn^ifgixf^ 

(400g) Srftiftai^yV' (l500mlK if/V7/^-/V (500ml) l^t, 7.5%^° 
7$?*A£j#(50% wet,40g) *1mx. s 7 BfK^JETK^^P Lfc„ fth^SrttSU U 

&Mfc&V!> (289g, HR^80%) 3r#fc 0 
l H-NMR (300MHz, CDC1 3 ) : 7. 57 (1H, dd, J=8. 4, 1. 9Hz) , 7. 41 (1H, d, J=l. 9Hz) , 6. 59 (1 
H, d, J=8. 4Hz) , 4. 30 (2H, q, J=7. 1Hz) , 3. 40-3. 30 (1H, m) , 2. 18-2. 02 (2H, m) , 1. 88-1. 1 
5 (8H, m) , 1. 35 (3H, t, J=7. 1Hz) 

Ig4 : 3- [4- (3 -zfu^e^^y ^<y//f;k] 75^-4-^ 

4- (3-^n^^cny^V) SfeJ&SSI (74g) fc^nntf^i* (500ml) t£fl£ 
#FU mt^-^r^V^ (33ml) R^/f/V*;^7? K (ftbftfi) SrJnfcM. 
T? 4 Lfc. RJtS»Sr«JEa|jieb, s^un**^ (150ml) fc*«?Lfc„ 

^frs^ flHfi-e#e>*tfc 3 -t s: / - 4 - v-^ p^^^t 

JV (66g) ©i?^PP^^y (500ml), h!Jxf;l/7^y (71ral) SMfclC$ftTL % 

»«Efcs i^^/W^^^P^T^ilMbU rtt^^UT^S^#>(129g, 
Jfe*95%) Sr#fc. 

X H-NMR (300MHz, CDC1 3 ) : 8. 00-7. 78 (4H, m) , 7. 66 (1H, brs) , 7. 37-7. 18 (3H, m) , 7. 13 
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-6. 59 (3H, m) , 6. 72 (1H, d, J=8. 7Hz) , 4. 50 (1H, brs) , 4. 29 (2H, q, J=7. 2Hz) , 3. 36 (1H, m 
) , 2. 12-1. 96 (2H, m) , 1, 83-1. 56 (3H, m) , 1. 47-1. 12 (5H, ra) , 1. 37 (3H, t, J=7. 2Hz) 
X^5 : 2- [4- (3-^0*73:7^:/) Z7=c=-;V\ — 1 o^^> 

4 -*y#v^*c*y/VT 5: J gcS^^^^/^X^/l- (129g) (600ml) fcftg 

b^JK-fb-fr* (124g, «K^99%) 
l H-NMR (300MHz, CDC1 3 ) :8. 51 (1H, d, J=l. 5Hz), 8. 00(1H, dd, J=8. 4, 1. 5Hz), 7. 67(1 
H, d, J=8. 4Hz) , 7. 63 (2H, d, J=8. 7Hz) , 7. 35-7. 21 (3H, m) , 7. 17 (2H, d, J=8. 7Hz) , 7. 14 ( 
1H, m) , 4. 42 (2H, q, J=7. 2Hz) , 4. 38 (1H, m) , 2. 43-2. 22 (2H, m) , 2. 07-1. 87 (4H, m) , 1. 80 
(1H, m) , 1. 42 (3H, t, J=7. 2Hz) , 1. 40-1. 27 (3H, m) 
SUM 2 

2- [4- (3-7*0^71/^^) ~7 s.^)V\ — 1 U^*ri//W<^y 

MMM l bfttz. 2 - [4- (3 --fxi^-y^j *ci/) -l-v- 
# n^3ri/;w<i/y?yf 5; PV—jv— 5 — ^ /u^^^^-^/U^^T/^ (1. Og) 
h9t Ka77^ (10ml) , xf/l'T/Va^/V (10ml) t^fi? U 4 N jJcSMfc'*- 1- 
y-7A (10ml) SrjbPx., l«Fraanf»iSaEbfc 0 SfSift£»EE»rau 

6NliT«l, Wfflbfc*SiBi«:i*l&bTs mmfc&V* (0.9g, 
96%) £r#fc: 0 

16^:255-256^ 

FAB-Ms:491(MH+) 

^-NMROOOMHz.DMSO-ds) : 12. 75 (1H, brs), 8. 24 (1H, s), 7. 96 (1H, d, J=8. 7Hz), 7. 8 
6 (1H, d, J=8. 7Hz) , 7. 71 (2H, d, J=8. 6Hz) , 7. 47-7. 34 (3H, m) , 7. 24 (2H, d, J=8. 6Hz) , 7. 
20 (1H, ra) , 4. 31 (1H, m) , 2. 38-2. 18 (2H, m) , 2. 02-1. 79 (4H, ra) , 1. 65 (1H, m) , 1. 44-1. 20 
(3H, m) 



176 



WO 03/000254 



PCT/JP02/06405 



mMM i ©is 3 x«n fettfc 3-r?/-4-^ p^drv-^r ^ y g&mm 

^>\< (1308), 4 - 1 Kn^i/^VX-T hife^it (I39g) 

/l^T/l^-^ (1500ml) l^JPX, 4^»f^il^b^ 0 ^^gSr^Lfc^, #T 
tJtJLfc^^lcL*®^#l (131g, JR^72%) <§r#fc„ 

^-NMR (300MHz, CDC1 3 ) : 10. 02 (1H, brs) , 8. 21 (1H, d, J=l. 4Hz) , 7. 93 (1H, d, J=8. 6H 
z) , 7. 83 (1H, dd, J=8. 6, 1. 4Hz) , 7. 48 (2H, d, J=8. 6Hz) , 6. 95 (2H, d, J=8. 6Hz) , 4. 39-4. 
25(lH,m),4. 33 (1H, q, J=7. 0Hz) , 2. 35-2. 18 (2H, m) , 1. 98-1. 79(4H,m), 1. 70-1. 60 (1H, 
ra) , 1. 46-1. 19 (3H, m) , 1. 35 (3H, t, J=7. 0Hz) 

2 — [4— (2-/n*-5-^pn^>'v ? ^t^v') y^^jV] —l—l>"? 

2-/n*-5-^DPf;ny (50g) WN-^p ; tili<i^n\ N, 

/^P 5 KRV, «#1J 3 T?#btl/fc 1 -v'^ P^drv'/t'- 2 - (4-tb'P* 
^y^^/u) ^y/>f 5 5 -*^yixf ;Vx^f/> (50g) 

K (300ml) tOBHRU ^^^y !>A (38g) SriDx: SCCJCT 1 

Hiifrint, mmik&%> (5o g , 64%) 

1 H-NMR(300MHz, CDC1 3 ) :8. 50 (1H, d, J=l. 4Hz) , 7. 97 (1H, dd, J=8. 6, 1. 4Hz) , 7. 70-7. 
57 (5H, m) , 7. 20 (1H, dd, J=8. 4, 2. 5Hz) , 7. 14 (2H, d, J=8. 7Hz) , 5. 17 (2H, s) , 4. 46-4. 30 
(1H, m) , 4. 41 (2H, q, J=7. 1Hz) , 2. 40-2. 20 (2H, m) , 2. 02-1. 21 (8H, m) , 1. 42 (3H, t, J=7. 
1Hz) 

2— {4— [2— (4-^Pn7i=^) — 5 — 9 P a v^/V^-^r V] 7 s 
—/W - 1 — v-^ P^^W^yy-< 5 tty^-Ar- 5 — jft/i'tf? i/^^A^cxy 1 

Hifi^j4T?#e>tL^2- [4- (2-7'P*-5-^PP'<^/^^) 7 

rt^/u] - i -i/^ P^^vvw^y-i' 5; ?V—)V- 5 -^/n^^^^/v^* 
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tvv (49g) „ 4 - 2 n p y ^ a >m. (18g) S.tF-r h 7 7 * ^/I'tf; 

*7 4 Z/;*?W A (10g) Sri, hdrv'^^^ (600ml) U & 

SiMWtK (300ml) $rflB;U 2 BMQftlJRtitft Ufc. RJS^^^aaj^/VASrJB^., 

(44g, 11X^85%) Sr#fc 0 

'H-NMR (300MHz, CDC1 3 ) : 8. 49 (1H, d, J=l. 4Hz) , 7. 97 (1H, dd, J=8. 6, 1. 6Hz) , 7. 70-7. 
60 (2H, m) , 7. 55 (2H, d, J=8. 7Hz) , 4. 95 (2H, s) , 4. 48-4. 28 (1H, m) , 4. 40 (2H, m) , 2. 02-1. 
20 (8H, m) , 1. 41 (3H, t, J=7. 1Hz) 

mmm 6 

2— {4— [2— (4 — ^ P P y=c^/U) 7j 

- 1 -1/2 P^^S/VW^:/^ 5 yy^-jU- 5 — tf/^V'Sfc^Sft® 
HiS^j5-C#fenfc2- {4- [2- (4-^Pn7x^) -5-^pp^< 
y*?tvHr**S\ ^^.cp/v} — l — ^ PA^i/My>//f ^ yy-;V- 5 — 

(43g) &/BV^ ^ll«2 t^i©^(a <5 % mMit^ 
(33g N KX^76%) £#fc D 
jtt^ : 243-244^ 
FAB-Ms:57l(MH+) 

l H-NMR (300MHz, DMS0-d 6 ) :8. 32 (1H, s) , 8. 28 (1H, d, J=8. 9Hz), 8. 05 (1H, d, J=8. 8Hz 
) , 7. 76-7. 72 (3H, m) , 7. 58-7. 46 (5H, m) , 7. 40 (1H, d, J=8. 3Hz) , 7. 24 (2H, d, J=8. 9Hz) , 
5. 1 1 (2H, s) , 4. 36 (1H, m) , 2. 40-2. 15 (2H, m) , 2. 15-1. 95 (2H, m) , 1. 95-1. 75 (2H, m) , 1. 
75-1. 55 (1H, m) , 1. 55-1. 15 (3H, m) 

2— [4— ( 2 -zfn^— 5 —A h ^^y^^v') 7i-;i/] — 1 — v" 

3 T?#bfrifc l - */9 p^^xx/w- 2 - (4- 
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-^n^- 5-/ h^y^/o^ K**b*Mfc£'W (59g) &#7c„ 

2- {4 - [2- (4-^aP7s^V) — 5—* h * V*!' v'A'^v'] 7 

*7vi^bHifc#!!5 ti^m^^^J: ymmfc&m (48 g , 77%) ^#fc c 

Mi-NMR (300MHz, CDC1 3 ) : 8. 49 (1H, d, J=l. 4Hz) , 7. 97 (1H, dd, J=8. 6, 1. 4Hz) , 7. 64 (1 
H, d, J=8. 6Hz) , 7. 54 (2H, d, J=8. 7Hz) , 7. 37 (2H, d, J=8. 6Hz) , 7. 31 (2H, d, J=8. 6Hz) , 7. 
25 (1H, d, J=8. 4Hz) , 7. 19 (1H, d, J=2. 7Hz) , 7. 00 (2H, d, J=8. 7Hz) , 6. 97 (1H, dd, J=8. 4, 
2. 7Hz) , 4. 98 (2H, s) , 4. 41 (2H, q, J=7. 1Hz) , 4. 42-4. 29 ( 1H, m) , 3. 88 (3H, s) , 2. 40-2. 2 
0 (2H, m) , 2. 01-1. 88 (4H, m) , 1. 83-1. 73 (1H, m) , 1. 42 (3H, t, J=7. 1Hz) , 1. 41-1. 25 (3H, 
m) 

2— {4 — [2— (4-^an7x=;l/) -5-^ h^v"<y^t^->] 7 
^=.,V\ - 1 -*st> t3^3rvvW<Vy>f 5; ?^/~-jV— 5 -U;Uy$l/m<DMfe 

»fll]8-e#b;ftfc2- {4- [2- (4-^nP7x^V) 
^O-^/W-^-^r^] 7^-^} - 1 - P^sSrS/VWO";/^ 5 ?V—)V— 5 — # 
^V^^/v^^x/v- (52g) ^^(12 ilH^o^rfe^J: 

(44g, JDi^89%) £#fc„ 
®b^:248-249 c C 
FAB-Ms:568(MH+) 

'H-NMR (300MHz, DMS0-d 6 ) : 8. 20 (1H, s) , 7. 88 (1H, d, J=8. 7Hz) , 7. 85 (1H, d, J=8. 7Hz 
) , 7. 57 (d, 2H, J=8. 6Hz) , 7. 46 (2H, d, J=8. 6Hz) , 7. 44 (2H, d, J=8. 6Hz) , 7. 29 (1H, d, J=8. 
5Hz) , 7. 24 (1H, d, J=2. 6Hz) , 7. 11 (2H, d, J=8. 6Hz) , 7. 06 (1H, dd, J=8. 5, 2. 6Hz) , 5. 04 ( 
2H, s) , 4. 26 (1H, m) , 3. 83 (3H, s) , 2. 38-2. 29 (2H, m) 
mMM 1 0 

1 - *y# a-^drvvw- 2 - {4 - [(E) - 2-7i=;Hf=;l'] y 
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(500rag) =S:^f;V7;V3^;i/ (6ml) ^$&fi?U 5K?ftT. h7>^-4- 
X?-sl"<^X/UtfT/^7*K K (397mg) Mx., M^Tj&tH&«# Lfc„ 

Tirh-by^ (2ml) fcflMf L/c-OV* 7 n ^i*-^ (259mg) StJUx., 
50^C(^r 7 B$mflti$ bfc 0 SOS^S^K^ U 1 NTK^b-^ h J? ? ^ (0. 1ml) SrJ&H 

Tb^77^- (Jg|H*« n-^f-^ : mm^^ = 4: : 1) Tit®* U 
^-#J (540mg, 11X^63%) £r#fc 0 

1 H-NMR(300MHz, DMS0-d 6 ) :8. 28 (1H, d, J=l. 4Hz), 8. 01 (1H, d, J=8. 7Hz), 7. 90-7. 80 
(3H, m) , 7. 75-7. 65 (4H, m) , 7. 50-7. 25 (5H, m) , 4. 35 (2H, q, J=7. 0Hz) , 4. 31 (1H, m) , 2. 4 
0-2. 20 (2H, ra) , 2. 00-1. 80 (4H, m) , 1. 63 (1H, m) , 1. 40-1. 20 (3H, m) , 1. 36 (3H, t, J=7. OH 
z) 

m&m 1 1 

1 u^^vVV- 2 - {4- [(E) - 2-^31— A-tf^V] V -< 

^Jfe^J 1 0 X'#bnfc 1 n^^V/V- 2 - { 4 - [(E) - 2 -7x^/U 

t'n/V] :7;n^/W ^<l/V<< ^ A— 5 -*;l'^y^xf;l/x^r/l' (127mg) 

Sr^W ^WJ2 kmm<D-Jjm\z.&*) , mMik&Vo (H6mg, Hx^97%) £#fc 0 
: 300°C^_h 
FAB-Ms : 423 (MH+) 

'H-NMR (300MHz, DMS0-d 6 ) : 8. 25 (1H, s) , 7. 96-7. 29 (13H, m) , 4. 33 (1H, brt) , 2. 41-2. 
23 (2H, ra) , 2. 03-1. 78 (4H, ra) , 1. 71-1. 59 (1H, ra) , 1. 49-1. 20 (3H, ra) 

mmm 1 2 

2- (4 -s<^i?j\/3-3cW7 jv) - 1 - v'^ P^yf ^yy*^ ? 

5*i60!l 1 2 arlf^teLTMfc-jMfe (700mg) Sr#fc„ 
FAB-Ms: 413 (MH+) 
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L H-NMR (300MHz, CDC1 3 ) : 8. 60 (1H, s) , 8. 04 (1H, d, J=9. 0Hz) , 7. 63 (2H, d, J=8. 4Hz) , 
7. 51-7. 32 (6H, m) , 7. 14 (2H, d, J=9. 0Hz) , 5. 16 (2H, s) , 5. 03-4. 89 (1H, m), 2. 41-1. 63 ( 
8H,m) 

mmm 1 3 

JV- 5 —tojvfc^* K©t*3t 

HJfefll 1 2 G> ftfc 2 - (4-'<y^t^v'7x^) — 1 — S/^O'O' 
^VW^yV 5 5 — A/MSV'ife (700mg) Srv , ^f/l'*;l'A7 5 K 

(10ml) JfcflST (108mg), 1 -J^/W- 3 - (3-v 5 ^^" 

/vr 5 y :/n tr/w) #/V7j?i^ s: K^gutt (39o mg K 1 - 1 Ko^^y/ h y 

7/-;V (275mg) RX? h V ^f"/>7 5 ^ (0. 3ml) %flq;tMLl£-C*MSi»#L;fc. 

JBfl^lfc (571mg, W81%) £#7t„ 
i!b^:232-233 < C 
FAB-Ms:412(MH+) 

'H-NMR (300MHz, CDC1 3 ) : 8. 23 (1H, d, =1. 5Hz) , 7. 86 (1H, dd, J=8. 5, 1. 5Hz) , 7. 65-7. 
30 (8H, ra) , 7. 13 (2H, d, J=8. 8Hz) , 5. 16 (2H, s) , 4. 93 (1H, quint, J=8. 8Hz) , 2. 40-1. 60 ( 
8H, m) 

mmm 1 4 

mwn tmmicLxmmit^ (4oo mg ) &mt. 

FAB-Ms:394(MH+) 

X H-NMR (300MHz, CDCl 3 ) : 8. 1 1 (1H, s) , 7. 68-7. 30 (9H, m) , 7. 13 (2H, s) , 5. 16 (2H, s) , 
4. 94 (1H, quint, J=8. 9Hz) , 2. 35-1. 60 (8H, m) 

2- (4 -^y^;i't^y7s=;i/) - 1 — -st n-^i/^jv^-yV^ % 
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- S/^ o-^V^vW^y-f ^ ^y—A/ (400mg) $r3L^VT/V = — /V (3ml) % 7K 
(1.5ml) fcigiHU t Kp^^/PT^^^ (Hlmg) &Z>*SI# (I70mg) *M 

(312mg, )R$71%) £rf#fc„ 

: 225-226°C 
FAB-Ms:456(MH+) 

^-NMR (300MHz, DMSO-cU : 8. 20 (1H, s) , 7. 50-7. 31 (9H, m) , 7. 12 (2H, d, J=8. 7Hz) , 5. 
15 (2H, s), 4. 94 (1H, quint, J=8. 7Hz), 3. 61 (3H, s), 3. 40 (3H, s), 2. 41-1. 42 (8H, m) 

mmm 1 e 

1 ---/^ D^^V/U- 2- {4 - [{4- (4 -yjvjrv y^~/V) -2 -^^ 

Igl : 4- (4-^/l^^-n )V) - 5 - t Kp ^i^^ 2 5vV 

l£&fc©Eftl (Chem. Pharra. Bull., 43(6), 947, 1995) (D^miZ <fc 9 fg$li Lfc 4 

- (4-7^o7x-^) - 2 - ^ f 5 - f T^-z^MVlif 
*7VW (59g) ^7f7tKP77^ (700ml) fcS&fl? U tK?£T> itMW)^? 
A7;K = 7A (I3g) ^r^PX- 30^-«#Lfc o EO&ifc^* (13ml), 15%7K^tS^ 
MJ*A (13ml) N Tic (39ml) SrHIMlX., ffffl Lfc^^lJ Lfc a «&}^ 

jEiMtu mmfc&m (37 g , W7i%) $r#fc D 

'H-NMR (300MHz, CDC1 3 ) : 7. 60 (2H, dd, J=8. 7, 6. 6Hz) , 7. 1 1 (2H, t, J=8. 7Hz) , 4. 80 (2 
H, s),2. 70 (3H, s) 

X®2 : 5 P p * f-fV- 4 - (4 - 7A<jru ~7ol^/U) — 
y~/K£>®J3f 

mrX@-C#P J nfc4 - (4 --y/uj-ti y - 5 - t Kp=3f^ 7 A*— 2 

- p« ^/V^T y — ;U(37g) & ^ P P 7ft /V- A (500ml) l^fi? L.M^^— /V(24ml) % 
tl'^y (2ml) ttt3^f«Lfc 0 ^^*7K7k^#\ i7PP^ 
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«JE»«ILT*S^«b (29g, 4x^76%) Sr&fc. 

'H-NMR (300MHz, CDC1 3 ) :7. 67 (2H, dd, J=8. 8, 5. 4Hz), 7. 16 (2H, t, J=8. 7Hz), 4. 79(2 
H, s),2. 73 (3H, s) 

XM 3 : 1 u^*t%/jV— 2 - {4 - [{4- ( 4 - ~7 JV* P 7 sc. - 

4-^f^-5-f7/!);vl ^ r7;c=/W ^y-/J % ¥~V—;V- 5 - 

• HuX©-e#btvfc5-^PP^^-/l--4- (4-7;^P7x=;l/) - 2 
f^f7y^ (28g) &t*£]iL0!3'?#&ftfc 1 P-^drvvV- 2 - (4 - 

t kp ^v'7x=;u)^<yy'-i' 5; #y—iv- 5 -^/VTj^^^/u-^^^vHseg) 
«:JBv> % Httf!l4^|RI«(0^{feK:J:QMfti^4fe (6lg, JR* 100%) £r#fc 0 

APCI-Ms:570(MH+) 

L H-NMR (300MHz, DMSO-d 6 ) : 8. 25 (1H, d, J=l. 5Hz) , 7. 97 (1H, d, J=8. 7Hz) , 7. 86 (1H, d 
d, J=8. 6, 1. 6Hz) , 7. 74 (2H, dd, J=8. 8, 5. 5Hz) , 7. 62 (2H, d, J=8. 7Hz) , 7. 33 (2H, t, J=8. 
9Hz) , 7. 22 (2H, t, J=8. 9Hz) , 5. 41 (2H, s) , 4. 34 (2H, q, J=7. 1Hz) , 4. 31 (1H, ra) , 2. 71 (3H, 
s) , 2. 40-2. 15 (2H, m) , 2. 05-1. 75 (4H, m) , 1. 55-1. 15 (3H, m) , 1. 36 (3H, t, J=7. 1Hz) 

mmm 1 7 

1 — 2 - {4 - [{4 - (4 -y JV^-W7 au^jV) —2-*?- 

/u-5 -^ry viv} * b^^yl 7x^} -<>y^ % py— iv- 5 -*iivi$i/ 

m 

mMmi 6T?#6jifc 1 p— 2 - {4- [{4- u-^/i^p 

y^^;V) - A-^^IV- 5-f7/P IV) * h^r->] ~7 ^~iV) ^1/94%? 
y—iv- 5 -X /vtf^m^J-jv^xTiv (60g) «r/Bv\ ^lM2i^o*St 
(39g, «X^69%) £#7c 0 

ill!^:l96-198 c C 

FAB-Ms:542(MH+) 

'H-NMR (300MHz, DMS0-d 6 ) : 13. 1 (1H, brs) , 8. 34 (1H, s) , 8. 29 (1H, d, J=8. 8Hz) , 8. 06 
(1H, d, J=8. 7Hz) , 7. 80-7. 72 (4H, m) , 7. 36-7. 31 (4H, m) , 5. 46 (2H, s) , 4. 38 (1H, m) , 2. 7 
2 (3H, s) , 2. 45-2. 15 (2H, m) , 2. 15-1. 95 (2H, m) , 1. 95-1. 75 (2H, m) , 1. 75-1. 55 (1H, m) , 
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1. 55-1. 20(3H,m) 

mmm i 8 

mmm 3 £ i^^^ Ltti^^ (5o g ) sr#fc„ 

1 9 

2- {4- [If* (3-7>tn7s-/!') * h^c^l - 2-7^ta7s = 
/W — 1 — n^.^rv'/i'^yy-f 5: ^V— /V— 5 — ^/V^^g^^/W^^-r/i-' 

111 : 3, 3' -v?7/^n^yXt Kp- /KDjSBi 
•^^V^Jf (35. 4g) ©THF (200ml) 3 ^jt^JP*:* 

fttftb, ^ (250. Og) ©THF (1000ml) *§$t£r 2. 5 

&7K^U €Wt*.^A' (63. 2g) ©THF (200ml) 1 B^^tf-C^T b7c 0 

-gKEtmrnm* 30 $m\mkT^^~vj**.w0. (700ml) ^tk^«# 

TilTU * (300ml) SrJnx, lO^^bfco «JS£7kJl£#«£U 

tfKfcl^ (156. 2g. «5t*99%) &#7t D 

^-NMR (300MHz, CDCl 3 ) :7. 31 (2H, td, J=7. 9, 5. 8Hz), 7. 15-7. 80 (4H, m), 6. 97-6. 94 

(2H, m) , 5. 82 (1H, d, J=3. 3Hz) , 2. 30 (1H, d, J=3. 3Hz) 
1M 2 : 3, 3' -i?7;Ptn ; <^Xt }?})/U?T2}) K^iStit 
fuX@-C*#btbfc 3, 3' -^7^0^7X1: Fn-/i/ (150.0g) ©h;^ 
(400ml) ^ ifitfy^y (539mg) ^^B^7t 0 i<7>^^^b^^= 

^ (89. lg) 1 B#^^tt?®Tb, j£K:2B#TOt$Lfc 0 1*9^ 40^^^ 

5 £ 5 to&njR u i.5^mmw^ 0 mt^*~^ (8. ig) ^s^u^> 30 
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SifeU mmfc&M (158. 2g, J|X^97%) £#7c 0 

l H-NMR (300MHz, CDC1 3 ) : 7. 32 (2H, td, J=8. 0, 5. 9Hz) , 7. 18-7. 10 (4H, ra) , 7. 01 (2H, t 
dd, J=8. 2, 2. 5, 1. 2Hz) , 6. 05 (1H, s) 

XfI3 : 2- {4- [If* (3-7;^o7j-^) * b^V] -2-7^* 
P7i=/H - l — %/# ta-^iX/W^VW % &V~->V— 5 — jo >Vi$ 1/^^*5- )V 

MH&ffl 1 8~e#b^fc 1 — ff D^^vVV- 2 - (2 -!7/loe-p- 4 - t Kn 

Sdlgfci 3, 3' -> ? ^y^c2^<>'Xfc KJJ^^ny K (34g) Srffi 

v\ ^wj4 ti^#<D^^i <9> mmit^m (76 g) 4x^99%) *r#fc 0 

FAB-Ms:585(MH+) 

'H-NMR (300MHz, DMSO-d 6 ) :8. 24 (1H, d, J=l. 4Hz) , 7. 98 (1H, d, J=8. 7Hz) , 7. 88 (1H, d, 
J=8. 7Hz) , 7. 56 (1H, t, J=8. 6Hz) , 7. 50-7. 40 (6H, ra) , 6. 82 (1H, s) , 4. 34 (2H, q, J=7. 1Hz 
) , 3. 95 (1H, m) , 2. 20-2. 10 (2H, m) , 1. 90-1. 80 (4H, m) , 1. 6 (1H, m) , 1. 35 (3H, t, J=7. 2Hz 
), 1. 30-1. 20 (3H, raz) 

mw\ 2 O 

2 — {4- [tr* (3-7^tP7a=;W * f-^v"] — 2 — 7 /Is^v 7 

Hiil 9-e#^>ttfc2 - {4- [If* (3 -r7/M"P * h^rv-] 

— 2 — — 1 — v"^ p-^drv-/u^<> s; /P— 5 

•mi/Wt^jv^^Tjv (75 g ) «:;bv^ ^ife^j2 kmm(oJjfefc£t) , mmit^m 

(48g, l{Z^62%) Sr#fc c 
g&j£: 242-243^ 
FAB-Ms:557(MH+) 

1 H-NMR(300MHz, DMS0-d 6 ) :8. 29 (1H, s), 8. 16 (1H, d, J=8. 8Hz), 7. 99 (1H, d, J=8. 7Hz 
) , 7. 66 (1H, t, J=8. 7Hz) , 7. 51-7. 40 (6H, m) , 7. 30 (1H, d, J=12. 1Hz) , 7. 20-7. 14 (3H, m) , 
6. 88 (1H, s) , 4. 07 (1H, m) , 2. 40-2. 10 (2H, m) , 2. 00-1. 75 (4H, m) , 1. 70-1. 55 (1H, m) , 1. 
50-1. 15(3H,m) 

%mm 2 1 
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1 — %/$ u^^f-jv— 2 — (4-=hn7i=;i') ■^l/*S4 5 tfV—jV— 5 — 

tmmKvx^mit^m d2 g ) &#fc 

HlfcM 2 2 

2- (4-7?;7j^;1/) - 1 — is 9 u^-y^^^^V-i ;V~ 5 - 

mW\2 1 -e#fenfc 1 n^i/^vW- 2 - (4 - = h 

5 5 (12g) Irf f7tKo77^ 

(200ml) ,xf/l/7;v=> — yK50ml) iC^fl? U7. 5%/>° 7 v 5 !7 (50% wet, lg) 

fF7tFo77^iPi«U rtb&ittl&bT, (llg, UX^ 

98%) &#fc 0 

l H-NMR (300MHz, CDC1 3 ) : 8. 49 (1H, d, J=l. 3Hz) , 7. 95 (1H, dd, J=8. 5, 1. 3Hz) , 7. 50-7. 
40 (3H, m) , 6. 79 (2H, d, J=4. 6Hz) , 4. 97 (1H, quint, J=8. 9Hz) , 4. 40 (2H, q, J=7. 1Hz) , 3. 
74 (2H, brs) , 2. 40-1. 60 (8H, m) , 1. 41 (3H, t, J=7. 1Hz) 
mM&i 2 3 

2 - (4-'<y>'-l'/i'75 7 7a:=^) — 1 — n^^^-yw^^-y^ 5 
• — — 5 -^/^^^^^/^^^/KD^jt 

Uli 2 2 Tibtlfc 1 - n^yf /I'- 2 - (4-75/7x^) ^<>- 
5: A*— 5 (300mg) & fc* U (3ml) s ^ 

pp^/^A (3ml) fcligflfU mt^^y^C^ (127mg) ^SP^.> 30 

Mik&m (403mg, itSt^ 100%) &#7c„ 

'H-NMR (300MHz, CDC1 3 ) : 8. 58 (1H, s) , 8. 00 (1H, d, J=9. 0Hz) , 7. 84 (2H, d, J=7. 5Hz) , 
7. 60-7. 40 (6H, m) , 7. 14 (2H, d, J=7. 5Hz) , 4. 84 (1H, quint, J=8. 7Hz) , 4. 41 (2H, q, J=7. 
5Hz) , 2. 20-1. 30 (8H, m) , 1. 41 (3H, t, J=7. 5Hz) 
MM®! 2 4 

2 _ (4--<y/^/i/7U7x^) - l — 1/9 P-O-fvw-^:/;/^ 5 
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J^/WtJ^-f S.jfS—A' — 5 -jfc/l^V^n^vW^TVk (200mg) SrfflV^ ^ 

mm bmmvxmzk*), m&fc&m U3img, «x^7o%) &#yt 0 

j|t!^:300 o CJ^± 
FAB-Ms:426(MH+) 

l H-NMR (300MHz, DMS0-d 6 ) : 10. 75 (1H, s) , 8. 35 (1H, s) , 8. 15and7. 85 (4H, ABq, J=8. 9 
Hz) , 8. 10-7. 98 (4H, m) , 7. 70-7. 55 (3H, m) , 5. 02 (1H, quint, J=8. 7Hz) , 2. 36-2. 15 (4H, 
m) , 2. 14-1. 95 (2H, m) , 1. 80-1. 62 (2H, m) 

mmm 2 5 

2— {4 — [3— ( 3 — ^ n a 7 ^-;u) ~7 J 7x-;k} — 1 — Is? 

u^istv^-yyof * #y— >v- 5 —Uflsi$.-yf&=.3'jvx.?s s rAs<DWk 
mW\lX«nbntz2- [4- (3 -yn^y^J ^r'y) 7i=/P] - 1 —*s 

? a^df-v'/^^y-Y 5; yy—jv— 5 — % ;vi$z/%&3^*?-jv^?> i r a< (65 g ) #.t>*3 

-^pp7x=/^o^ (23g) SrJBV\ £ra*t©#»|c «fc 19 x ^Mte 

(59g, 11X^85%) £r#fc 0 
l H-mR (300MHz, CDCI3) :8. 51 (1H, d, J=l. 8Hz) , 7. 99 (1H, dd, J=8. 7, 1. 8Hz) , 7. 71-7. 
55 (4H, ra) , 7. 51-7. 43 (2H, m) , 7. 43-7. 27 (4H, m) , 7. 19 (1H, d, J=8. 4Hz) , 7. 12 (1H, m) , 4. 

41 (2H, q, J=7. 2Hz) , 4. 39 (1H, m) , 2. 42-2. 22 (2H, m) , 2. 03-1. 87 (4H, m) , 1. 79 (1H, m) , 1. 

42 (3H, t, J=7. 2Hz) , 1. 39-1. 29 (3H, m) 

mmm 2 6 

2- {4- [3- (3-^BB7i-;l') y=.S*i/] 7=c=./V} 
u^is/u^^yj 5 & y- — )V— 5 — itfl'i£i/fk<oW& 

5T?#btbfc 2 - {4- [3- (3-^PP7s^) 37^y=SriX] 
= - l — U^*r%/tV^sy4 % ?y—?V— 5 - # JVifr ly^aL=f-jV^ 

ktjv (59 g ) m&W2 tmM<Dj?mz£ ^ mmfc-fr® U3 g , nx^ 76%) 

jffc / &:253-254 0 C 
FAB-Ms:523(MH+) 

1 H-NMR(300MHz, DMS0-d a ) : 12. 82 (1H, brs) , 8. 24 (1H, d, J=l. 3Hz) , 7. 98 (1H, d, J=8. 
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7Hz) , 7. 89 (1H, dd, J=8. 7, 1. 3Hz) , 7. 78 (1H, s) , 7. 72 (2H, d, J=9. 7Hz) , 7. 70 (1H, m) , 7. 
64-7. 42 (5H, m) , 7. 25 (2H, d, J=8. 7Hz) , 7. 20 ( 1H, m) , 4. 33 (1H, m) , 2. 39-2. 17 (2H, m) , 2. 
00-1.76(4H,m), 1.65(lH,m), 1. 50-1. 22 (3H, m) 

mmm 2 7 

2- [4- (3 — 7"fe h^^7x=/l't^v') 7*=^] 

mmmi tmm^vxmm^^i (87 g ) 

2 8 

1 — cf^^rvvk— 2 — [4— (3 - t KP^i/?*-;^^^) 7 

^Jfe^iJ 2 7-C#£>Hfc 2 - [4- (3 -Ti? /V^"^^) :7*^/Kl 

— 1 — v-^ n^sSrix/w^:/^' 5 yy—yP — 5-*;^y|if/Hxf/i' 
(87g) ^^f/V7/V3-/V (250ml), 7b7tKa77^ (250ml) IC^fi? U 

^g^y^ oig) ^rinx, mmzx30&m;ft^tc o 7Fmm*mmi^ mm* 
mi£Wkm^fc B mmiz**tox.. 2nm.mx^i^ mm^t'ffi&*m&^xmm 

(78g, HX^97%) £#fc D 
J H-NMR (300MHz, DMS0-d 6 ) : 9. 71 (1H, s) , 7. 98 (1H, d, J=8. 7Hz) , 7. 87 (1H, d, J=8. 7Hz 
) , 7. 68 (2H, d, J=8. 6Hz) , 7. 24(1H, t, J=8. 1Hz) , 7. 18 (2H, d, J=8. 6Hz) , 6'. 63 (1H, d, J=8. 
1Hz) , 6. 57 (1H, d, J=8. 1Hz) , 6. 51 (1H, s) , 4. 38-4. 23 (1H, m) , 4. 35 (2H, q, J=6. 9Hz) , 2. 
36-2. 18 (2H, m) , 1. 99-1. 78 (4H, m) , 1. 71-1. 59 (1H, m) , 1. 45-1. 20 (3H, m) , 1. 36 (3H, t, 
J=6. 9Hz) 

mmm 2 9 

1 — n^^v^k- 2 - {4- [3- (4-t°U.v f ^^ h^^X) 7 cc^/Uj- 

mMM2 8X*nbfttc 1 n^dfV/U- 2 - [4- (3-tKo^7x 

(78g) ^^fM/VA7^ K (800ml) tilt, TkJfrT, JkHtit^ b V «7 A 
(60%?fitt. I4g) SrJn*., miCT 1 WmmW Lfc. KJ&ifc«:*?&U 4-^c 
n^^/u\fV^^mmm. (29g) &an;l30#®#Lfc& % il«i#Lfc 0 
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fsbT, iRSft^tt (77g, 4X35 82%) 

'H-NMR (300MHz, CDC1 3 ) :8. 63 (2H, d, J=6. 0Hz) , 8. 51 (1H, s) , 7. 99 (1H, d, J=8. 7Hz) , 

7. 66 (2H, d, J=8. 7Hz) , 7. 62 (2H, d, J=8. 7Hz) , 7. 36 (2H, d, J=8. 7Hz) , 7. 31 (1H, t, J=8. 2 
Hz) , 7. 26 (1H, s) , 7. 16 (2H, d, J=8. 7Hz) , 6. 79-6. 70 (3H, m) , 5. 09 (2H, s) , 4. 47-4. 31 (1 

H, m) , 4. 42 (2H, q, J=7. 0Hz) , 2. 42-2. 22 (2H, m) , 2. 04-1. 71 (5H, m) , 1. 45-1. 25 (3H, m) , 

I. 42(3H, t, J=7. 0Hz) 

mmm 3 0 

1 -i/f a^drv-/k- 2 - {4- [3- ( 4 - t° U h 3r v-) 7^^^^" 

»0ij2 9-e#S)ttfc 1 -v^ n-^vvk- 2 - {4- [3- (4-t°y^/W 

^,\saL**r,u (60g) SrfflW ^te^J 2 £: l^il(D^{c: J; 9 mmik&V>> (54g, HX 
^75%) £r#fc 0 

i6^:235-237°C 

FAB-Ms:520(MH+) 

l H-NMR (300MHz, DMS0-d 6 ) : 8. 58 (2H, d, J=6. 0Hz) , 8. 23 (1H, s) , 7. 96and7. 86 (2H, AB 
q, J=8. 7Hz) , 7. 68and7. 17 (4H, A' B' q, J=8. 7Hz) , 7. 44 (2H, d, J=8. 7Hz) , 7. 39 (1H, t, J= 

8. 3Hz) , 6. 90 (1H, d, J=8. 1Hz) , 6. 84 (1H, s) , 6. 75 (1H, d, J=8. 1Hz) , 5. 22 (2H, s) , 4. 40- 
4. 22 (1H, m) , 2. 40-2. 19 (2H, m) , 2. 00-1. 80 (4H, m) 

2 4 1 

2- {4- [2- (4-^PP7m^/W) -5-* h^v^^/l^^r^] 7 
^^/W - l xi A"<yV 4 5; PV—fr- 5 — Xs^l/tit* f-fl**.*. 

1M1 : 2-^n^-5-^ F^r^yXT/Vft KK>Si3t 
3 R^yXT/Vrt K (I5g) SrSHft (75ml) tCigflfU m&t (15ml) 
tct»#pUfcJft* (5.7ml) <HSTU tlTra#Lfc 0 KJiSSetn* (150ml) 
SrJPfcs *fWLfca£*«:«BU *2fe> ^sJBE^b, $kMik&m (2lg. JRap 88%) 
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Hi-NMR (300MHz, CDC1 3 ) : 10. 31 (1H, s) , 7. 52 (1H, d, J=8. 8Hz) , 7. 41 (1H, d, J=3. 3Hz), 

7. 03 (1H, dd, J=8. 8, 3. 3Hz) , 3. 48 (3H, s) 

It2 : 2- (4-;7 UV7^~;V) -5-* f^^yXT;Wft K©liil 
HifXmr*#e>Hfc 2-^C3*- 5 bdrv-^^XT/^t K (lOg) «rffll\ 

HifeM5 £W#©>fr«fcfc:J: t>, mMfc&%) dig, Ux^ 96%) £#fc 0 

'H-NMR (300MHz, CDC1 3 ) :9. 92 (1H, s) , 7. 50 (1H, d, J=2. 6Hz), 7. 48-7. 14 (6H, m), 3. 9 
0 (3H, s) 

X©3 : 2— (4-^DP7i=/l') -5-^ f^fv"<yv';V7>'l'="-;KD|| 

m 

K (10g) ^rF7t KP75y (30ml) £ ft h !> !> 

J» (620mg) ^y^PtV^/Un-zV (50ml) \Z.MM Lfc ti <mc$&T U 1 NfFbI 

Lfco rft£ N ;**/-/u£zKo^}£.k DffglLt*Ift^* (9. 2g, W 
91%) Sr#fci 0 

l H-NMR (300MHz, CDC1 3 ) : 7. 37 (2H, d, J=8. 6Hz) , 7. 27 (2H, d, J=8. 6Hz) , 7. 17 (1H, d, J 
=8. 6Hz), 7. 11 (1H, d, J=2. 6Hz), 6. 89 (1H, dd, J=8. 6, 2. 6Hz) , 4. 57 (2H, s), 3. 86 (3H, s) 
Xfe4 : 2- (4 n u? sl—jV) - 5 - ^ b ^y^y v 5 ;!/^ c !) K©ijg 
ftrxm-C#e>nfc 2 - (4-^na7i=^) - 5 — * h ^iS^l/iS/UT 
— (20g) SrSHftJ^/V' (100ml). t°y v 5 ^ (0.5ml) tC$gfl¥ U mtT^t^^ 
(11ml) ^ITL 1 B#(S»#L;fc. KJftifcfcljicSrJn*., ^f^tttWUfc. 

»ff«*ftU mMfc&m (I6g, J|X#74%) <H#fc 0 

*H-NMR (300MHz, CDCl 3 ) :7. 43-7. 29 (4H, m) , 7. 17 (1H, d, J=8. 6Hz), 7. 05 (1H, d, J=2. 
6Hz) , 6. 96-6. 89 (1H, m) , 4. 46 (2H, s) , 3. 86 (3H, s) 

X^5 : 2- {4- [2— ( 4 — 9 P a 7 ^ -jv) h *c is<< Is ViV* 
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F (4.0gh Hifc0ij3 iP«^UX#bti,fcl-^^o^.^^-2- (4 — fc K 
^<yy^ ^ 5 - (5.o g ) 

&m^mmm4 tmm<o^m\^ x mm\t&m (e.o g , 11x^72%) £r#fc 0 

'H-NMR (300MHz, CDC1 3 ) =8. 48 (1H, s), 8. 00-7. 93 (1H, m) , 7. 68-7. 62 (1H, m) , 7. 54(2 
H, d, J=9. 0Hz) , 7. 41-7. 16 (6H, m) , 7. 04-6. 93 (3H, m) , 4. 97 (2H, s) , 4. 36 (1H, m) , 3. 94 ( 
3H, s) , 3. 87 (3H, s) , 2. 39-2. 21 (2H, m) , 2. 02-1. 88 (4H, m) , 1. 85-1. 45 (4H, m) 

mmm 242 

2- {4- [2- (4 — # X2 u -5-p< h^^^^^M"^^] 7 

mMM2 4 1-C#^nfc2- {4- [2- (4-^BP7x^) - 5 - h 
-#/M?i'BM?vwt;*7 l /t' (5.0g) &JBV\ mfe0t]2 timio;£8ste: i *) y m 

mit&m (5. lg, «x§£98%) sr#^ 0 

APCI-Ms:568 (MH+) 

l H-NMR (300MHz, DMSO-dg) :8. 30 (1H, d, J=l. 4Hz) , 8. 24 (1H, d, J=8. 7Hz) , 8. 03 (1H, d, 
J=8. 7Hz) , 7. 72 (2H, d, J=8. 7Hz) , 7. 51-7. 39 (4H, m) , 7. 34-7. 18 (4H, m) , 7. 1 1-7. 03 (1H, 
m) , 5. 08 (2H, s) , 4. 35 (1H, m) , 3. 83 (3H, ra) , 2. 40-2. 18 (2H, m) , 2. 10-1. 96 (2H, m) , 1. 93 
-1. 78 (2Hm) , 1. 72-1. 18 (4H, m) 

mmm 243 

2- {4- [3- (4 C2 n 7i^;V) bT9 5?V-2-^f^ b*f^l 7i 

3- t Kn^ta y l^iftd.Og)*:^^^— ^(10ml)jC»»U»«l»(l- 0ml) 

'>^AT?*6J*bfc. #flt«r»M*U mm\Y>i*m (711mg, Ifc^64%) 
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l H-NMR (300MHz, CDC1 3 ) : 10. 63 (1H, s), 8. 28 (1H, dd, J=3. 7, 1. 8Hz), 7. 47-7. 35 (2H, 
ra),4. 06 (3H, s) 

1M2 : 3- ( h V try *Jis- 2 -#/vtK 

StXSr#btLfc 3 - t Ka^^lfa P y^^f /l/x^f ;V (710mg) N h V 

(0.77ml) ^nn^y (7ml) fc&ffi U h5 7^a 

* f^x^fci/mmfcyd (o.86mi) %Mx.tc 0 M^ifitsL, 2f*ra!»j^ 

«f*l«K^^-*^^A-e*fe<ftbfco »&4r«EEg*U ^Jg^#? (1. 2g, HX^ 
90%) £r#fc 0 

'H-NMR (300MHz, CDC1 3 ) :8. 80-8. 73 (1H, m), 7. 75-7. 70 (1H, m), 7. 63 (1H, dd, J=8. 2, 
4. 5Hz) , 4. 05 (3H, s) 

Ig3 : 3- (4-^nn7x=;v) fc° J) — 2 - % ;Vt$1/^.* ^-/WCX-r 

SfrXS-C#b*b^:3- (by 7;VtP^f/^;l'*=/^^v') fc°y^-2 
-^/VT^^^^/V^^-^/V (1. 2g) £JSV\ tm$i<Djjfe\Z£V) s m 

Mit^m (728mg, JK¥ 69%) £#fc 0 

'H-NMR (300MHz, CDC1 3 ) :8. 73-8. 66 (1H, m), 7. 77-7. 68 (1H, m), 7. 49 (1H, dd, J=7. 8, 
4. 5Hz) , 7. 46-7. 37 (2H, m) , 7. 32-7. 23 (2H, m) , 3. 80 (3H, s) 

IS4 : [3- (4-^PP7^^/U) try 9 J^ — 2 -^/U] ^ * / — /ls<DMM 

SuXmX*#btLfc3- (4-^nn7x^) \? }) i?^- 2 /Utf^m* 
>\,^7.*r)\> (720mg) ^rF7k Kd77^ (10ml) \ZL&M LtK^ Lfc„ -^l-7k 
y ^ !)A7/V =• ^ * A (160mg) 1 B*|ilJ«# Lfc.gfSSi^ 7k (1. 6ml) N 

15%7K^^hy-7^ (1.6ml), * (4.8ml) SrJEifc&n*.. ?Fi&«»Srtt»J UT«JE 
MLfc. ii^v'!J*^77-r>*^ovh^77^ - (JgSIW n-^=¥f- 
> : g»^/^= 1 : 1) T«IT, mMit^ (208mg, JfcSfS 32%) 

MMR (300MHz, CDC1 3 ) :8. 60 (1H, dd, J=4. 8, 1. 5Hz), 7. 60-7. 55 (1H, m), 7. 40-7. 48 
(2H, m) , 7. 29-7. 36 (1H, m) , 7. 27-7. 20 (3H, m) , 4. 63 (2H, s) 

X^5 : 2- {4- [3— (4-^P0 7s^) b , !/v f >-2 f/Up< h 3r 
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HUX^#bHfc C3- (4-^P7^) fc'y^-2--</Kl ^ / 
-yV (200mg) cr c^/KA (3ml) fCJ8tf¥U (0.13ml), fc° !) ^ 

AT $ K (3ml) fc*#U ^Ufc#tj3 tl^^t' b-C#b^Lfc 1 -V* o^df^V- 

2- (4-tFB^^7i-^) ^y/'f 5^^/-/v-5-*;^ytxf;vx 

*7VV (232mgh klfc#!> (250mg) £*P;U 80^0 3 tiffflMW L7c„ 

v-? yyy? mmmm n-^^-^ mm^^= i .• 2) «u *« 

fc-£*9 (246mg, JR* 68%) &#fc„ 

l H-NMR (300MHz, CDC1 3 ) :8. 71 (1H, dd, J=4. 7, 1. 4Hz) , 8. 49 (1H, d, J=2. 1Hz) , 7. 96 (1 
H, d, J=10. 2Hz) , 7. 71-7. 62 (2H, m) , 7. 53 (2H, d, J=8. 7Hz) , 7. 45-7. 34 (5H, ra) , 7. 04 (2H, 
d, J=8. 7Hz) , 5. 14 (2H, s) , 4. 48-4. 29 (3H, m) , 2. 38-2. 19 (2H, m) , 2. 02-1. 22(11H, m) 
MMW 2 4 4 

2 - [4 - ( 2-/n*- 5 - t e r t -zf h ^i/*/l/^=/^y^t^r^) 
-y a^z=-jV\ - l n^apvvv^;/^ 3; yv- 5 - ;& /I'tf I'BM ^=vV:r. 

Xigl : 3 - ^<^/^S#^- t e r t - "7*^/1^ *7VK£>®ljg 

3 - ^ A#SI (25 g ) Srv 5 ^ a * ^ (200ml) i'lits 

JfcflSsj-SMMJA' (12ml), v?^f;^M7^ K (ftfej&g) ^AP^> SfflT? 2 H$ffl 
«#Lfc 0 ^jffi&^ff©* LT^St^ F7tFP77y (200ml) 
Lfc. ^ h7t Kp77> (150ml) Lfc^y PA- t e r t 

«*U mMlk&Vo (27g, 11X^85%) £#7t 0 

^-NMR (300MHz, CDCl 3 ) :7. 83 (1H, d, J=2. 2Hz) , 7. 67-7. 53 (2H, m) , 2. 43 (3H, s) , 1. 5 
8 (9H, s) 
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TM2. : 2- [4- (2-zfn^r- 5- t e r t h ^S/^/i^^/W-^v* 

mJlUX^hfltzA 3 -^/v&SJ&I*- t e r t -~?*f- >V3^K*r 
IV (7.0g) S.t>*mfe^j3 kmmz^X'&btltcl -i/?X2^ *i//U-2- (4- 

(6.3g) £fflV\ H^J4 tW\m<Dj5mz.£ (8.8g, i|X^77%) 

^-NMR (300MHz, CDC1 3 ) :8. 49 (1H, d, J=l. 5Hz), 8. 21 (1H, d, J=2. 1Hz), 7. 97 (1H, d, J 
=10. 2Hz) , 7. 82 (1H, d, J=10. 2Hz) , 7. 71-7. 58 (4H, m) , 7. 16 (2H, d, J=8. 7Hz) , 5. 23 (2H, 
s) , 4. 38 (1H, ra) , 3. 95 (3H, s) , 2. 40-2. 23 (2H, m) , 2. 04-1. 90 (4H, ra) , 1. 84-1. 73 (1H, m) , 
1. 59 (9H, s) , 1. 44-1. 27 (3H, m) 

mmm 245 

2— {4— [5 — tort — h*cis% 2 - (4 - ^ p p 7x=;p) 

^<yj/vjr^?y~] -y^^/u} - l n-^vvw^y-f 5 iv- 5 

^^^^^ ^-/u^x^/KDi^ig 

Hii^J 2 4 4 T#£>;ftfc 2 - [4 - (2 -:/p*- 5 - t e r t Y5r-y% 
/U7$=./U^<l/Z?jU^r3ci/) ~7 — 1 — P^df->"/W< % <¥-J—)V 

-5-*^y^f^f;K4. 5 g ) &/8v\ HJE^I 5 £ l^^tD^?*^ J; V , 

mmit&m (3.6 g , j&#76%) <srt#fc 0 

^-NMR (300MHz, CDC1 3 ) :8. 48 (1H, s) , 8. 27 (1H, d, J=l. 8Hz) , 8. 04 (1H, dd, J=7. 9, 1. 
5Hz) , 7. 96 (1H, dd, J=7. 0, 1. 5Hz) , 7. 65 (1H, d, J=8. 6Hz) , 7. 55 (2H, d, J=8. 6Hz) , 7. 43- 
7. 32 (5H, m) , 7. 01 (2H, d, J=8. 6Hz) , 4. 99 (2H, s) , 4. 43-4. 29. (1H, m) , 3. 95 (3H, s) , 2. 41 
-2. 21 (2H, m) , 2. 02-1. 89 (4H, m) , 1. 82-1. 73 (1H, m) , 1. 62 (9H, s) , 1. 46-1. 28 (3H, m) 
2 4 6 

2— {4— [ 5 — •%}V7$$rl/— 2 — (4 — ? P a 7 a^z^jV) ^I/tM^Sr v\] 
7*=^} — 1 n^^-iyju^O-^yf * PV—jv— 5 — Xi/utSi/^* ^jV^ 

|di#ij2 4 5 -t?#b*Lfc 2 - {4- [5 — t e r t h 2 
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^^5y^-5-*^y^f^^f;i' (3. 5g) Sr^aa^^y 
(35ml) «fi?U b!)7^tn^ (35ml) SrjlP^t 1 W# Lfc 0 K 

^fmht^Ms^mw., mmnmLxmmi^m o.3 g , 4x^97%) %#fc 0 

'H-NMR (300MHz, DMS0-d 6 ) : 8. 33 (1H, d, J=l. 5Hz) , 8. 29 (1H, s) , 8. 24 (1H, d, J=l. 8Hz 
) , 8. 09-8. 00 (2H, m) , 7. 74 (2H, d, J=8. 6Hz) , 7. 61-7. 44 (5H, ra) , 7. 24 (2H, d, J=8. 6Hz) , 
5. 19 (2H, s) , 4. 36 (1H, m) , 3. 93 (3H, s) , 2. 37-1. 21 (10H, m) 

mmm 247 

2- {4- [2— (4 —V p p y =cz=-)V) —§—}t.f-;VD;i>s^j/i"<i/*?jv 
■t-Zci/l 7x^;H - 1 — p vvi^ixyW 5; tv— 5 -Jj/UfSl/m 

%W\2 4 6-C#bttfc2- {4- [5 -XsUtf**/- 2 - (4-^pp:?^ 
-/k) ^O'v^i^-drv'] 7^=/W - l p — ^y;v^y/^ 5 >v- 

5 -X/iotfl/mt^-J^XT^ MmiM. (400mg) £i^PP;><*^ (5ml) 
IU ifrffc^iMJ /v (0. 08ml) N ^f;V*M7? K (J&SSfi) SrflnxmM-C 
2l$IKI«#Ufc„ KJfcifc&«ffiWI6U»ilE«:^ n.o^y (5ml) fcL$g#Lfc„ 
^frSf, 40%^ fvl'T $ ^7k^f& (5ml), ff7t (5ml) ©S^SSIS |( 

cn^^/U^^fbUfCo £*L«T*]&n *JBE«j»bT*JB'fb^*Sj (335mg, KX^ 86%) 

l H-NMR (300MHz, CDCl 3 ) :8. 47 (1H, s) , 8. 06 (1H, d, J=l. 8Hz), 7. 96 (1H, dd, J=8. 6, 1. 
5Hz) , 7. 82 (1H, dd, J=8. 2, 2. 2Hz) , 7. 64 ( 1H, d, J=8. 6Hz) , 7. 54 (2H, d, J=9. 0Hz) , 7. 44- 
7. 31 (5H, m) , 6. 99 (2H, d, J=9. 0Hz) , 6. 35-6. 26 (1H, m) , 5. 00 (2H, s) , 4. 35 (1H, m) , 3. 95 
(3H, s) , 3. 05 (3H, d, J=4. 8Hz) , 2. 40-1. 24 (10H, m) 
mi&M 24 8 

2- {4- [2- (4-^OP7i=^) - 5 — * 'TsUXjUs^J sl^O^/U 
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%1&M2 4 7-C*#fettfc2- {4- [2- (4-? VV7^=^ J^) -5-*^ 
V—)^-^-ti)V^y'm.^=f-)V^.^7'jv (150mgK f h7k Fa77y (2ml) £ 

jbv\ mmm2 tmmojrmzx*), mm\^m (i4im g , hx^qo%) *#^ 0 

APCI-Ms:594(MH+) 

*H-NMR (300MHz, DMS0-d 6 ) : 8. 65-8. 58 (1H, m) , 8. 27 (1H, d, J=l. 5Hz) , 8. 21 (1H, d, J= 
8. 2Hz) , 8. 15 (1H, d, J=l. 5Hz) , 8. 05-7. 90 (2H, ra) , 7. 70 (2H, d, J=8. 6Hz) , 7. 56-7. 43 (5 
H, m) , 7. 21 (2H, d, J=8. 6Hz) , 5. 14 (2H, s) , 4. 34 (1H, ra) , 2. 81 (3H, d, J=4. 5Hz) , 2. 39-1. 
19(10H,m) 

mmm 3 3 6 

2- [4- ( 2 5 — = h v^-yV^Jriri/) - 2—7 /v^-uy 

/V] - 1 — P^drvvVO-y-l' 5; 5 — J-JV^-^TA' 

1$M<D 2 — 5 h a b/Wn^Eg^ffc^iSt (30ml) tejgfi? U N- 

^n^-n^^^^ 5 K (2. 9g), N, N' -7)/^'('y^P=HI/l' (228mg) 

K (30ml) }C|£j$?U 3SJfc0l]3 i[53^[CL-C#6^fc2- ( 2 - - 4 - 

t Ka 3r*/-7 zc~ /V) — 1 — %/# tr^.^v'/W^:/^ 3; tfV—JV— 5 — TJ/l^V 
(3.8g), MH^P (3.8g) SrJP^. SOTCT? 1 I^Wfll# bfc. 

-£#J (3.7 g> 61%) &#fc„ 

'H-NMR (300MHz, CDC1 3 ) : 8. 55-8. 45 (2H, m) , 8. 15-8. 05 ( 1H, m) , 7. 99 (1H, dd, J=8. 6H 
z, 1. 5Hz) , 7. 70-7. 55 (2H, m) 7. 05-6. 85 (2H, m) , 5. 24 (2H, s) , 4. 06 (1H, m) , 3. 95 (3H, s) , 
2. 35-2. 15 (2H, m) , 2. 05-1. 85 (4H, m) , 1. 80-1. 70 (1H, m) , 1. 45-1. 20 (3H, m) 
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mmm 337 

2— [4— {2— (4-^pp7i-/1') — 5 — ~ h vO'&JV&^l/} —2 
-7 jv^rwy - 1 — v-^ n~.drvvv<>'y , >f ^ ^V- /u— 5 -^7;u^> 

^W!l3 3 6 -C#btLf^ 2 - [4 - (2 -^O^-- 5 1> U^^i?/Ujr*ri/) 
- 2 — y^^-ny=c=./v'\ — 1 — is? v^^ris/U^^yf^ 5: ?*/~-jv— 5 — 
#y^^ =f-;^au^=r;v (2. Og) N 4 — 9 d B7x=;k#nyt (590mgK h 7 
^h!)7i=/l'*^7-fyA , 7v'^ (396mg) 2ri?p< h^^x^y (40ml) tCgB 
»U lafPmWTK (20ml) &3JPX, lB*lffl;&Hj|ftjfiS6U&„ 50M£#tf£LT N 

»ISLfe 0 ^S^v- y *^7 7 y*/=>.9 Pvf^y7^ (n-^dpf-^ : SSfe 

^^=2:i) -cutaiu ^tmit-er® d.9 g> jr^9o%) sr#fc 0 

l H-NMR (300MHz, CDC1 3 ) : 8. 55 (1H, d, J=2. 3Hz) , 8. 49 (1H, d, J=l. 4Hz) , 8. 29 (1H, dd, 
J=8. 4Hz, 2. 3Hz) , 7. 98 (1H, dd, J=8. 6Hz, 1. 5Hz) , 7. 60-7. 30 (6H, m) , 6. 85-6. 70 (2H, m) , 
5. 03 (2H, s) , 4. 02 (1H, m) , 3. 95 (3H, s) , 2. 35-2. 10 (2H, m) , 2. 05-1. 70 (5H, m) , 1. 40-1. 
20 (3H, m) 

mmm 3 3 8 

2- [4- {5-T^y-2- (4 -9 n n 7 ai^/V) ^^-J/V^r^is) -2 
-7 jVHrxi 7 ^—iv^ - l -1/9 a^^vvW-^i/VW 5 /V— 5 — UiViRi/ 

HlM3 3 7t#feilfc2- [4- {2- (4-;7PP7x^) -5-=h 

n^o-v^/U'^-df.-jy} — 2 — 7*=^] — l — ^9 n^-Jfv'/^yy-i' 5; 

^V— /k- b-^/v^Wt^^/^^'r^ (i.9g) Sr^^y—^ (40ml) 
U mtft-xX' ~7k%a® (3.5 g ) Srfln*., 30^jn!»3S«bfeo SJOT&MJBE 
&ifS&U 4N-*HMb-*-h y 7&&ttl*-s ^PP^U-eitDUfc. Wa^?r2N- 

(1.5g, 4X^82%) £r#fc„ 

^-NMR (300MHz, CDC1 3 ) :8. 49 (1H, d, J=l. 2Hz), 7. 98 (1H, dd, J=9. 0, 1. 5Hz), 7. 66(1 
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H, d, J=8. 7Hz), 7. 49 (1H, t, J=8. 4Hz), 7. 40-7. 20 (3H, m), 7. 13 (1H, d, J=8. 1Hz), 6. 92 ( 
1H, d, J=2. 7Hz) , 6. 85-6. 65 (4H, m) , 4. 92 (2H, s) , 4. 03 (1H, ra) , 3. 95 (3H, s) , 3. 82 (2H, b 
rs) , 2. 30-2. 10 (2H, m) , 2. 05-1. 80 (4H, m) , 1. 80-1. 70 (1H, m) , 1. 40-1. 10 (3H, m) 

mmrn 339 

2- [4- {2- (4-? nuy ^=.)V) -5- (2-t^y^05i?y-i 
— f /v) ^l^^ju^r^riy) — 2 -7^tP7 — 1 — is? is A"<y 

Hm^j3 3 8 X'&bthjt 2 - [4 - (5-757-2 - (4-^o7^/H 
^^v'yu^-dri/} — 2 — ~7?V3rvL — 1 — is 9 v^-^ri/ ;V^yV 4 K & 

y—;U-5-^}^^^^^f-^^^y"^ (500mg) > hyxf;l/7^y (0.14ml) 
&^oa*/^ (5ml) Klf&flfU *»T> r{T|R©^ nnf§^^ n y K (0. lml) 

f;^/^7 5 K (6ml) K&m L, y * A (244mg) SrJP^. 80<C 

&m (502mg, JR^89%) Sr#fc 0 

'H-NMR (300MHz, CDC1 3 ) :4. 89 (1H, d, J=l. 5Hz), 7. 98 (1H, dd, J=8. 6Hz, 1. 6Hz), 7. 72 
(1H, d, J=2. 2Hz) 7. 75-7. 65 (2H, m) , 7. 491H, t, J=8. 3Hz) , 7. 45-7. 20 (5H, m) , 6. 85-7. 6 \ 
5 (2H, m) , 4. 99 (2H, s) , 4. 10-3. 85 (6H, m) , 2. 66 (2H, t, J=7. 8Hz) , 2. 30-2. 15 (4H, m) , 2. 
00-1. 85 (4H, ra) , 1. 80-1. 70 (1H, m) , 1. 45-1. 20 (3H, m) 

rnmrn 340 

2- [4- {2- (4 a n y^^/V) -5- ( 2 -^^y t°n J) ^V- 1 
— ^c^-^/p^-^^} — 2 — 7*=/^] - 1 - is 9 u^^-i/jv^-iy 

3 9"C#b^fc2- [4- {2- (4-^nP7^=^V) -5- (2 
-^yk'nyi?y-i-^/u) ^<>-^W^-dr^} - 2 - :7:tc=:/l/] - 
i n^^rv'/u^o-y^ 5 yy—A — 5 - # iVUfr-y^.**?- jV^^T )\s 

(200mg) &JflV^ife0!|2 *R*©2FjfefcJ: ^ «JHfb^«b (I82mg, JRsp87J0 
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Ms:638(M+l) 

l H-NMR (300MHz, CDC1 3 ) :8. 28 (1H, d, J=l. 3Hz) , 8. 10 (1H, d, J=8. 7Hz) , 8. 05-7. 90 (2 
H, in) , 7. 77 UH, dd, J=8. 4Hz, 2. 2Hz) , 7. 61 (1H, t, J=8. 5Hz) , 7. 55-7. 35(5H, m) , 7. 00-7. 
20 (2H, m) , 5. 09 (2H, s) , 4. 06 (1H, m) , 3. 90 (2H, t, J=6. 9Hz) , 2. 60-2. 45 (2H, m) , 2. 30-2. 
00 (4H, m) , 1. 95-1. 75 (4H, m) , 1. 70-1. 55 (1H, m) , 1. 45-1. 15 (3H, m) 
mMM 3 4 0^£<£> 2 

X3S1 :4' — # P P — 4 h P — If -y^ — lV— 2 — UAsAASf*. K<£>gS5t 

2 — ? n p - 5 — ^ h a^yXTA'fk K (100g) ©1, 
> (1000ml) 4-^OP7s^#Py^ (93g), ^MJ7i^ 

^^^7^!)A(II)^n!J K (380mg), ^^tK*^ h !> «7^ (68g), 7K 

(500ml) ^iPXL, 1 R#IH»i!fcLfc„Rj&i0C«: 50*0* U Bm^^ (1000ml) 

&Jnx.*#Lfc 0 7KJf£r#«tLT, «®^7h (500ml), 1 N7h^k^ h 3) !7 A 
7k« (500ml), 7)C (500ml), 28%7* V/^nTTk (500ml), 7K (500ml), 2N*£^ 
(500ml), ^?P^7j< (500ml) Ti5fc$X, ^> * AT'SI LT^JE 

iitfc. »|SSr^ V^t 3 fcT/U*— 7Vl" (500ml) K8£#L-CitEU »BE<6J!ftb 
T, *Hfc£-fc> (120g, HX*85%) &#fc„ 

*H-NMR (300MHz, DMS0-d 6 ) : 9. 92 (1H, s) , 8. 61 (1H, d, J=2. 5Hz) , 8. 53 (1H, dd, J=2. 6H 
z, 8. 5Hz), 7. 82 (1H, d, J=8. 5Hz), 7. 64 (2H, d, J=8. 7Hz), 7. 59 (2H, d, J=8. 7Hz) 

X3M 2 : (4' — ^Pn — 4— — h P — If 71=^- 2 — /W) J —JU<D 

mm 

WXS"C#feixfc4 * P P - 4 - = hP-lfT'oi^/V— 2-^7/^/^t: 

K (120g) (B^h^fc Kb7?^ (900ml) ^*&3r, 7K*<fe;^ !7 *"7" h V 9 A (47 
g) (600ml) ^W^tK^T, 70 #T»ifiT Lfco 

IltlW^U TR^T, 2Ni£g£ (185ml) Sr 40 ^-C*T L/t. MT? 30 

#si#u mmmmvti* mm.* 2- ooomi) k:»»u si^ttk 

(1000ml) SrSPx., 30^«#«> £MI&ttBU «£E«*feUXs mmfc&VO (H6g, 
iRap 96%) £r#fc 0 

Ml-NMR (300MHz, DMSO-d,,) : 8. 43 (1H, d, J=2. 5Hz) , 8. 19 (1H, dd, J=2. 6Hz, 8. 4Hz) , 7. 
57 (2H, d, J=8. 5Hz) , 7. 52 (1H, d, J=8. 4Hz) , 7. 47 (2H, d, J=8. 6Hz) , 5. 59 (1H, brs) , 4. 48 
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(2H, s) 

~XM 3 : (4 — T % / - 4 ' — ^ n p-t'7i^- 2 — ^ ^ / ' — /K£>S^ 

B&X@-e#fetl/fc (4' -^n-4-^hn-t7j-^-2 (JU) 

;—)\< (l.Og), />^f Faf/k7r^ btby !>A (2.0g) ON, N-v^^/l'* 
;^7? K (4ml), *9 J—JV (1ml) ffiftftiCs lOOt^'T, tK (0.3ml) * 50 
/zl-3o6|I]K:#ttT, 20^-<b^^PLfc o ^i&t'-OK (5ml) Sr^BLfCo ^ 
m^TMm (2.5ml) *Mx.tc 0 55°C^X 2.5H#^#^. h 
(1. 2g) &7k (3ml) ^^Lfc^Sr^UbfCo 7k (5ml) Sr^H U ^ 

at? i mmmw&, mmm^m^ tK (3mi) -tisfc^bfc ^o;s^^^^be^u 

T, (700mg, fljt^79%) 

^-NMR (400MHz, DMS0-d 6 ) : 7. 39 (2H, d, J=8. 5Hz) , 7. 35 (2H, d, J=8. 5Hz) , 6. 90 (1H, d, 
J=8. 4Hz) , 6. 82 (1H, s) , 6. 56 (1H, d, J=8. 4Hz) , 5. 20 (2H, brs) , 5. 04 (1H, t, J=5. 4Hz) , 4. 
29 (2H, d, J=5. 4Hz) 

X^4 . 4-^nt3 — N— (4' — — 2 — t K P ^ =f-/U— \f7 =c=- 

ffiXmT*#bnfc (4 -T %J-±* n u-}£7 ^~;V- 2 — A-) 

? d.og) of^7tFo77y (lomi) js»nc N ^K'tSit h y !) 

A (390mg), (0.27ml) &MlL75: 0 

tK<$T, 4-^ao7 J f!I;^D7'f K (0.48ml) £ri$o< >9 <b?STLfc 0 ^ii. 
-C30#m«M&, K^^TK (20ml), i^^^VW (20ml) S^P^, iWl &#Rt 
Lfc D ^W^JP&t&fnfiWTK (20ml), ISfP^mTK (20ral) Tiftfrbfc, 
Mg£-?-h y !)At« ^«MJE©*L:gffitelH& (1.44g, HX^ 

99%) £#fc 0 

X H-NMR (300MHz, CDC1 3 ) : 7. 68 (1H, s) , 7. 55 (1H, d, J=8. 4Hz) , 7. 39 (2H, d, J=8. 5Hz) , 
7. 28 (2H, d, J=8. 5Hz) , 7. 22 (1H, d, J=8. 3Hz) , 4. 58 (2H, s) , 3. 69 (2H, t, J=6. 1Hz) , 2. 60 
(2H, t, J=7. 0Hz) , 2. 22 (2H, m) 

1^5 : 1- (4' — Kn^ri/^f 7s.=/i'-4— f^) 
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fffI3fiST*# h tLfz. 4-^on-N- (4' Kn^^f ;v- 

tf^ 3 i=7U-4-^r/w)y5 : -7 5: K (1. 44g) © N, N- f ^*/V 5 K(15ml) 
¥&m~, ^UKXmmXV V & (710rag) &«s3JBLfc 0 100 < CKlT90£m# i &> ^ 

lNttUtt (5ml), 7K (20ml) Ir^DU *fffi L/£ii$i&«r«fc8U 7K (5ml) 
t?*^bfc„ r©Jt**-»BEfti»U-C, SJSte-£% (970rag, iR^ 76%) £#fc G 

ty-NMR (300MHz, CDC1 3 ) : 7. 76 (1H, d, J=2. 3Hz) , 7. 62 (1H, dd, J=2. 4Hz, 8. 3Hz) , 7. 38 
(2H, d, J=8. 5Hz) , 7. 29 (2H, d, J=8. 5Hz) , 7. 25 (1H, d, J=8. 3Hz) , 4. 61 (2H, s) , 3. 91 (2H, 
t, J=7. OHz) , 2. 62 (2H, t, J=7. 8Hz) , 2. 18 (2H, m) 

Ig6 : 1- (4' -^pn-2-^no^f/V-^7i=;V-4— — 
2-t°n y i?S ^©i^ig 

BifXST^tfe^fc 1 - (4' -^P-2-tFc^^-t7x^- 
4-^/0 - (900mg) ©N, N-^^f/V*/^7 5 K (2ml), 

Y;v^l/ (7ml) S-a-|&S9t^ % Tk^T, mt^*-^ (0.26ml) IriTlfc, £& 
^3^ra*^,K^SrB^^^^(20ml)T'»*,7K(20ml)^fPSW7K(20ml) > 

mv-k&fc (20mi) -cgfe^ufco ^r«jBSr«E»-^h y t?j>.x*&,m. mm&. mm 

Sr»JES*U*]B'fk:'&* (954mg, flX^ 99%) 5r#fc„ 

l H-NMR (300MHz, CDC1 3 ) : 7. 77 (1H, d, J=2. 3Hz) , 7. 69 (1H, dd, J=2. 4Hz, 8. 5Hz) , 7. 42 
(2H, d, J=8. 6Hz) , 7. 34 (2H, d, J=8. 6Hz) , 7. 26 (1H, d, J=8. 4Hz) , 4. 50 (2H, s) , 3. 92 (2H, 
t, J=7. OHz) , 2. 65 (2H, t, J=7. 8Hz) , 2. 20 (2H, m) 

XM7 : 2- [4- (2- (4 - ^ a a 7 ^-/W) -5- (2-^ytf»5 

X'&btitz \ — 2- ( 2 -r^^n - 4 - fc Fa^ 

V^ai— /W^^^'f ^ A*— 5 — ^/H^BM ^-/^^^^/V(915mg) <D N, 

N-v^^f/^AT? K (6ml) MMm^s Ml'tBUiei?# bfrfc 1 - (4' 

tr^cc^/u-- 4— J /is) — 2 — tfn y >- 
(954mg), £Stg£#y ?A (415mg) &j&U;tfc 0 lOO'CT* 1 ti?fflmW&, SJftlET, 1 
(3ml), 7K (8ml) SrSStfHlU «fffl Ufcfe***^ 7k (5ml) T?^Ufc c 
^©^i^JEKiLT, gtmfc&W (1.6g, UX^ 100%) &#fc„ 



201 



WO 03/000254 



PCT/JP02/06405 



l H-NMR (300MHz, CDC1 3 ) : 8. 49 (1H, d, J=l. 5Hz), 7. 98 (1H, dd, J=l. 6Hz, 8. 6Hz), 7. 90 
(1H, d, J=2. 2Hz) , 7. 72-7. 65 (2H, m) , 7. 49 (1H, t, J=8. 3Hz) , 7. 40 (2H, d, J=8. 5Hz) , 7. 3 
4 (1H, d, J=8. 7Hz) , 7. 31 (2H, d, J=8. 6Hz) , 6. 80 (1H, d, J=8. 6Hz) , 6. 71 (1H, d, J=ll. 6H 
z) , 4. 99 (2H, s) , 4. 04 (1H, m) , 3. 95 (3H, s) , 3. 93 (2H, t, J=7. 1Hz) , 2. 66 (2H, t, J=7. 8H 
z) , 2. 30-2. 15 (4H, ra) , 2. 00-1. 85 (4H, m) , 1. 80-1. 70 (1H, m) , 1. 45-1. 20 (3H, m) 

X@8 : 2- [4- {2- (4-^PP7i-/V) -5- t°D P 

i?y—l — ^/U) ^O-vVl^dri'} — 2 — ~7iVfrxi 7x-^] — 1 — -yyp^^fv' 

WX©T*#bnfc2- [4- {2- (4-^nn^^^^) -5- (2-^-^r 
y fc°n ]) *Jls-\-s( ;v) •*lsi?A'*-*f-is) - 2 — 7 -1-f^ 

u^^-is/u^isy^f 5 5 -UA'iRlsWt* ;\>- (2. 0g) £-y^ 

;V (4.0ml), fb7t Ko77> (8.0ml) 2N*Sft^^ h P £ 

AtMM (2.3ml) SriPx. 3 ^^*DB5g^Ufco R**«r*k*U^ rl>7t Fp7 
9^ (l.0ml) N tK (5.0ml) SrSfsiBLfc, M^T, 2N*£^ (2.3ml) £i$o< 0 
£*Px.fc 0 M"? 2 B#W«#m, *ffflUfc*N&«:*5iU y^y-^-zK (i:D 
(6.0ml), 7K (6.0ml), y y y — (1:1) (6.0ml) -T?HI 

&gfc#-u mmnrni-, mmi^m d.84 g , jms94%) &#fc D 

l H-NMR (300MHz, DMSO-dj) : 12. 75 (1H, brs) , 8. 26 (1H, s) , 7. 99 (1H, s) , 7. 96 (1H, d, J 
=9. 0Hz) , 7. 89 (1H, d, J=9. 0Hz) , 7. 78 (1H, dd, J=2. 1Hz, 8. 4Hz) , 7. 54 (1H, t, J=9. 0Hz) , 
7. 49 (2H, d, J=8. 7Hz) , 7. 45 (2H, d, J=8. 4Hz) , 7. 38 (1H, d, J=8. 4Hz) , 7. 08 (1H, dd, J=2. 
1Hz, 12. 0Hz) , 6. 96 (1H, dd, J=2. 1Hz, 8. 7Hz) , 5. 09 (2H, s) , 3. 99 (1H, m) , 3. 91 (2H, t, J= 
6. 6Hz) , 2. 54 (2H, t, J=7. 8Hz) , 2. 30-2. 00 (4H, m) , 1. 95-1 . 50 (5H, m) , 1. 45-1. 20 (3H, 
m) 

Ig9 : 2- [4- {2- (4-^Pn7i = /U) -5- (2-^-^yfnU 
isis — 1 — ^ ;v) ^< is i? is) -2-7/^a7a:=/l'] —l — ispn^^ris 

4Nm.m (50ml) KmiHUX^^tlfc 2 - [4- {2 - (4-^DP7*=^) 
-5 - (2-^7t°n ]) isf — l—<(A') ^^^V^-dp-V} - 2-7;^o7i 
-/W] -l-is# u^ZriS/V^lsyrj % )V- 5 -iJJV^yfk (10. Og), T*fe 
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h i/- * =5-)v^j-)v>r v ^ (3:2) m&w& (20ml) zmikfaM u 601CT' 3 mm, 

MMX'ltifmmiWLtc* ISa«:*BlU 7tfy (10ml) T'2 IfilSfe^L^^, ^ 
ff^L, *)Bfls£-1& (9.62 g> 91%) &#fc„ 

lli^. : 243-246^ 

Ms : 638 (M+l) 

^-NMR (300MHz, DMS0-d 6 ) : 8. 33 (1H, d, J=l. 1Hz) , 8. 21 (1H, d, J=8. 8Hz) , 8. 02 (1H, d, 
J=8. 8Hz) , 8. 00 (1H, d, J=2. 2Hz) , 7. 77 (1H, dd, J=2. 2Hz, 8. 4Hz) , 7. 68 (1H, t, J=8. 4Hz) , 
7. 50 (2H, d, J=8. 4Hz) , 7. 45 (2H, d, J=8. 4Hz) , 7. 39 (1H, d, J=8. 4Hz) , 7. 20 (1H, dd, J=2. 
2Hz, 12. 1Hz) , 7. 06 (1H, dd, J=2. 2Hz, 8. 8Hz) , 5. 1 1 (2H, s) , 4. 13 (1H, m) , 3. 91 (2H, t, J= 
7. OHz) , 2. 54 (2H, t, J=8. 1Hz) , 2. 40-2. 05 (4H, m) , 2. 00-1. 75 (4H, m) , 1. 70-1. 55 (1H, 
m), 1. 50-1. 20(3H,m) 

mifoMlfrb 3 0, mifcM2 4 1^5)2 4 8£.im*fc0*J3 3 6^5)340^ 

b 2 4 0 , miMM 249#>£>335 N 841^471, 701*>b703 % 1 
00ia>6l 5 5 9 S:#fc. fb^*at^Xt*W«Mitt<Sr* 1 75^ 1 7 7, 1 8 57!? 
121 2, 21 9M2 2 1, 2 2 5 2 6 9 l^^t„ 
mifaffl 5 0 1 

2- {4- [2- (4-^n^^^^/v) -5-7< h^rv'^y^t^i/] 7 
-c -y^} - 1 d^^iz/V— 1H-^ >- K-A — 5 — ifr/l'tfl'SM =f-J^^^- 

it 

3- ^P^-4-7/^^-n^S#m (2. Og) / — (20ml) Kigtf? U 
MHfe (2ml) ^Di, 3B$F^ag^Lfc 0 £JS&»*r*J!Mz:S^ B»*? l *' (50ml) 
T^tHUfCo Wm)f*7K (30ml), S&fB^&Tk (30ml) T'&frU «E«-f h V *A 
T9£J», *iS3L «*te@*Lfc 0 ^tS^^^^/^^^^K (20ml) 

L, y^n^^7^y (10.3ml) &>bn*.> 120^X^^^ L/c„ RfcWi 
£ 10%? (100ml) t£&#\ BRif^ (lOOml) T?ttWLfe. 

S^TK (50ml), ISfP^4t7}c (50ml) T??fe8K t^t h y ^Af^ ittM, * 

203 



WO 03/000254 



PCT/JP02/06405 



mm^ 7-^=10 : i) x*mmvs mmit^m (2. 6 g , M92%)%ntc 0 

^-NMR (300MHz, CDC1 3 ) -8. 10(1H, d, J=l. 9Hz) , 7. 83(1H, dd, J=l. 9Hz, 8. 6Hz) , 6. 59 
(1H, d, J=8. 7Hz) , 4. 73 (1H, brd, J=7. 3Hz) , 3. 85 (3H, s) , 3. 38 (1H, m) , 2. 10-2. 00 (2H, m 
), 1. 90-1.20(8H,m) 

X&2 : 4' a P - 2 - (4-3^K7x/=Jfv'^^) -4-* h^-> 

4-3 - F7^/-^(5.0g)Sr7'-fe h>(50ml)^^?Us^m^ P -7 A (4. 7gK 
4' -^np-2-^PO^f-^-4-^ (6. Og) £r#nx.^ 10 

B^WJS^U^o ^t?rlit^ 4N«tM) «7AtK^ (50ml) ^PX-fc 

tFffflLfc^^^^si, TKifc, mmn,mi>. mmi^^s ao. o g) ik^98%) &#fc 0 

^-NMR (300MHz, CDC1 3 ) : 7. 52 (2H, d, J=8. 9Hz) , 7. 35 (2H, d, J=8. 5Hz) , 7. 27-7. 20 (3 
H, m) , 7. 12 (1H, s) , 6. 95 (1H, d, J=8. 5Hz) , 6. 62 (2H, d, J=8. 9Hz) , 4. 84 (2H, s) , 3. 85 (3H, 
s) 

IMS :[4- (4' vv- 4-* Y^-iy\f~7^=-JU— 2--f t> 

ti!T.UX^htltc 4 ' -*nu-2- (4-3-K7*/*^^A') -4- 
p< hdrv^t^cn^yp (7.0g) h~hV (50ml) l^iL, I> JJ Tvl'V 

y /WTir^-l/V (2. 3gk ^ h y 7x^*X7^y^7^7^i^ 

(i.8gK a fr-fbftl (i) (o.6 g ), byxf;w7^y (50tai) &2m*., ^fi-ete* 

mwvtco &j&m&mmi^ * (30mD m*:, wtm^T-A* (somi) 

*f#SJgSrzk (30ml). t&?P«7X (30ml) T?^, SSSfe-J- h V V AfKi, 

V : @^3^W=10 : 1) t»»«U mMfc&m (5. lg, 79%) £#7c 0 

^-NMR (300MHz, CDCl 3 ) :7. 37 (2H, d, J=8. 9Hz), 7. 34 (2H, d, J=8. 2Hz), 7. 28-7. 21 (3 
H, m) , 7. 13 (1H, s) , 6. 94 (1H, d, J=8. 2Hz) , 6. 75 (2H, d, J=8. 9Hz) , 4. 87 (2H, s) , 3. 85 (3H, 
s), 0. 23 (9H, s) 

XH4 : 3- [4- (4' -^an-4-^ h 7 ^—J^- 2. — 4 A** Y 

dri/) 7 au—jV^^jU] - P^^W^ ;$tf SS^f /^77/l' 
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StrXS-eftfeHfc C4- (4' h *i/\f7 2.-4 JV 

^ h^riy) 7i^;Vif^V] l»5^fA'V?y (5.1g) ^ (50ml), 

^BOafe/VA (50ml) fc*#U (2.5g) SrAPx, ^m-C3NFMti 

#bfc 0 7k (30ml) SrJn^L, mW^-J-^ (50ml) T?ttWUfc. 

W^^TTfC (30ml), Aft*!** (30ml) 7*JJfc«K «Sfe^ h J? !>^tm ttifttt* 
»lK«:IWE«*be6*S* (3.8g) £r#fc 0 ^<D&&££,f| (2. 3g) SrTirh=f> 
JJ/V (10ml) KigflPU Iglt?#bitfc3-^P*-4-S/^n^i«'^r5 
/^cS^^y <?vUai;*-7VW (l.Og), f>7^ h U 7 ^^^^7 4 

(0.4g), 3V4tm (I) (0. lg), M)xf;V7^ (10ml) &3JPX., 10073 
T«WtfCo Kj£*0e&«BE*«U 7k (30ml) SrflPx, ttifc*77t' (50ml) 
-CttWbfco *^ii^7K (30ml), t^fq^mTk (30ml) 7?#g#, «Bfc*^ h y *A7? 
ffcgfe, JSiam, M^il±@4, ^PW7? r ^BVf^?7^- (Jg 
Hj&Jg n-^lH' : @£^?VV=8 : 1) 7?f*RU (0. 9g, 49%) 

l H-NMR (300MHz, CDC1 3 ) :8. 03 (1H, s) , 7. 84 (1H, d, J=8. 7Hz) , 7. 42-7. 22 (7H, m) , 7. 1 
5 (1H, s) , 6. 95 (1H, d, J=8. 2Hz) , 6. 85 (2H, d, J=8. 8Hz) , 6. 59 (1H, d, J=8. 8Hz) , 5. 07 (1H, / 
brs) , 4. 91 (2H, s) , 3. 86 (3H, s) , 3. 85 (3H, s) , 3. 42 (1H, m) , 2. 15-2. 00 (2H, m) , 1. 80-1. U 
20 (8H, m) 

XM.5 : 2- {4- [2— (4 - # u n ~7 zc zz.iV) -5—/- h*Z>"<l'i?'l'& 
y^=^;v) — l - %/# u^^-iyjv— l H.-4 > Y~- As— 5 — j&zntfl'BM 

SuXm-C*#P>tl/7t3- [4- (4' -^0-4-^^^7x^-2- 
h^ri/) 7x^yI/xf=/V] - 4 - a ^^r-yjVT % / g,|fi^ ^/U 
.^y^TVU (0. 5g) $rN, N- v 5 ^ f ;!/*/VA7 5 K (5ml) KH8*¥L N 3 ( I ) 

(0. 17g) £*Px., 180737? 3 BfraSSfE Lfc, SJE&i£&iiiii _ 5 - t l£ J; 9 
&BfcV^^,7fc(l0ml) SraD^^gfea: (30ml) 7?ttttJUfc. (10ml) % 

ISfP^TK (10ml) 7??5fc*§K «tM)^tm #ti®*&. 
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8:1) TiMU mmfc&W (0.27g, HK^ 55%) 

^-NMR (300MHz, CDC1 3 ) :8. 34(1H, s), 7. 85 (1H, d, J=8. 8Hz), 7. 62 (1H, d, J=8. 8Hz), 
7. 40-7. 18 (8H, m) , 7. 00-6. 94 (3H, m) , 6. 48 (1H, s) , 4. 95 (2H, m) , 4. 18 (1H, m) , 3. 93 (3H, 
s) , 3. 88 (3H, s) , 2. 45-2. 25 (2H, m) , 1. 95-1. 20 (8H, m) 

mmm 502 

2- {4- [2- (4 cz ct 7^-^) - 5 hdri/^Vv J /I^^-=¥v / ] 7 
0 1 -?#&*Lfc2 - {4- [2- (4-^n p r^c^) - 5 ~* N 
%SVtf^m*?-Sl'^X7 L ^ (0. 27g) ^jjfe^!j2 £ IHtH&Zfr&fc <fc 9 n StM 

(0. 19g, i&^71%) £#fc 0 
APCI-Ms : 566 (MH+) 

'H-NMR (300MHz, DMS0-d a ) : 12. 43 (1H, brs) , 8. 20 (1H, s) , 7. 79 (1H, d, J=9. 3Hz) , 7. 7 
2 (1H, d, J=9. 0Hz) , 7. 50-7. 20 (8H, m) , 7. 07-7. 03 (3H, m) , 6. 53 (1H, s) , 5. 01 (2H, s) , 4. 
13 (1H, m) , 3. 83 (3H, m) , 2. 35-2. 25 (2H, m) , 1. 85-1. 10 (8H, m) 

5 0 0 2 b \) . £fci&g^f& bT^r<Df^^L^?*: : £: 

ffll^5 ^ t K«fc •? , «M 5 0 3 Sr^fc -fb¥«it^t)«#tt«^* 2 0 7!^ 

Hffiftl 6 0 1 

2 _ (4-^y^;Ut^-V7i = /W) - 3 p^^v-vi^f *<?y [1, 2 

-a] t o y v?v- 7 -^l^^^^/WJC^T^OiSJit 

4 — <:/^/l^=¥v'gcM : ^ (5.0gK N, O-v^^A-t Kp^^T^I 
^ (2. 5g) ^^f/^;VA7 5 K (50ml) tWL, 1- (3 -v^ 5vUT 
^ / ^"p bVv-) - 3 9^:27 /i^iM ^ KifrifcttL (5. OgK 1 - t Kn ^V^<^ 
yMJ T*/—/V (3. 5gK h y xf/k7 5 ^ (3. 6ml) &#P;U ^UX^^MW b 

mmfc&Vo (5.6g, lRS*94X) Sr#fc D 

206 



WO 03/000254 



PCT/JP02/06405 



^-NMR (300MHz, CDC1 3 ) : 7. 22 (2H, d, J=8. 8Hz) , 7. 28-7. 46 (5H, m) , 6. 97 (2H, d, J=8. 
8Hz) , 5. 10 (2H, s) , 3. 56 (3H, s) , 3. 35 (3H, s) 

^y^-sVA (470rag) Sr-r hyt N'P77y (2ml) {Jl^iSLs ->^n^^>> 
/i^ ?-/K7*n ^ K (3. 4g) %MtIT Lfc 0 »TSK £Jfctt«r 60lCt? 30 
#Lfc 0 SJftttSrJWfr'U ^h^t Ka77V (5ml) T#*?Lfc 0 ilgt'ff, 

tifc4-'<y^t' J f : v-N-^ f^E-^-N-^f/v^yxr^ k (3.4g) &7- 

hnKP77^ (10ml) fc^flSU it««tiTts 2H#Rf!ti# i Lfc: 0 

^=9 : 1) "CfiHRU &S<ffc-£* (3.8g, UK* 66%) £#fc 0 

l H-NMR (300MHz, CDC1 3 ) : 7. 93 (2H, d, J=8. 8Hz) , 7. 28-7. 46 (5H, m) , 7. 00 (2H, d, J=8. 

8Hz) , 5. 13 (2H, s) , 2. 76 (2H, d, J=6. 8Hz) , 1. 95 (1H, m) , 0. 78-1. 82 (10H, m) 
X^3 : 1- (4 -^V^/V^-^f-^^ai^/V) - 2 — ^P*- 2 — 

(l.Og) £rl, (10ml) MLX, (0.17ml) £r 

Wb.fco wastry g&fn^Jfck-eifc^u &**ti^^*^!7£rf6*feu # 

n-^^ih^ : gfH^/W= 9 : l) U WHte-frlfe (696mg, flR^ 55%) & 

l H-NMR (300MHz, CDC1 3 ) : 7. 98 (2H, d, J=8. 9Hz) , 7. 28-7. 48 (5H, m) , 7. 02 (2H, d, J=8. 
9Hz) , 5. 14 (2H, s) , 4. 89 (1H, d, J=9. 3Hz) , 0. 86-3. 30 (11H, m) 

X3S4 : 2- ( 4 — O'itjUsfrdcls? - 3 - is? d ^-*r % V 

[1, 2- a] t°P v 5 ^- 7 -TJ/V^^^cc^/^^^/K^ffiiit 
<k*tl(597j}£ (#§{?¥ 08-048651 W) \Z. X V Lfc. 2 - T 5 J fc° U v 7 4 - 



207 



WO 03/000254 



PCT/JP02/06405 



x^^m^f-s^xT^ (2i4m g ) x strxeT#btbfci - n— 

<y7^=.ju) - 2 --/p^e— 7. — %/ 9 xi^^-yjv^? j is (500mgh j^^^7 y 

^ (356rog) % 140°CT* 5 B#^m^ Ufc„ RflS«*tkft * a O *,V2* $r*B 

n — : gm^A^ 1 : 1) T')fil$Slb, &Mik&Vt) (95mg, Jfc#S 
16%) £#fc„ 
APCI-MS:455(MH+) 

1 H~NMR (300MHz, CDC1 3 ) :8. 33 (1H, s) , 8. 21 (1H, d, J=7. 5Hz) , 7. 55 (2H, d, J=8. 7Hz) , 
7. 25-7. 50 (6H, m) , 5. 13 (2H, s) , 4. 41 (2H, q, J=7. 1Hz) , 3. 25 (1H, m) , 1. 41 (3H, t, J=7. 1 
Hz), 1. 15-2. OO(lOH.m) 

mmm 6 o 2 

2 - (4-'<y^t= J r , >7.x-/l/) - 3 —is9 B^*$//U>f Cl, 2 

- a ] s^- 7-^/^^oas»3t. 

-fS:?V [1, 2 -a] ^^^y-7-*^yi^f;^T/V (95mg) £r/B 

v\ mnm2 hnw&s&K-z. v) % mmfc&wi (33m g , 37%) sr#fc 0 

APCI-MS : 427 (MH+) 

1 H~NMR (300MHz, DMS0-d 6 ) : 8. 67 ( 1H, d, J=7. 3Hz) , 8. 08 (1H, s) , 7. 25-7. 58 (8H, in) , 7. 
13 (2H, d, J=8. 7Hz) , 5. 17 (2H, s) , 3. 23 (1H, m) , 1. 25-2. 10 (10H, m) 

5 0 a»#u^5-^ii, hc v©RNAt€^±©N s 5 b t wns^M 

K*tt«Sf*t»fc* (EMB0 J. , 15: 12-22, 1996) „ 

smm* Cl] 

i) mm (Hcv^y^^-if) ©waist 

5 c DNA^Q-y^Ii Lt, NS 5 B (591 7^t;J Virol 1991 Mar, 
65(3), 1105-13) Srn- KtS«**PCRftfc <fc UiSffiLfc. ^©5'5fc«HC6 
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Hi s^^ (Mt-5 6o©t^^y (Hi s) Sr3— K-TSJt^St} ^f+fln 

*9i^P^h/77^- {tf?y [U]-t7 7 P — *s t77^ y ^S-200 N ^/ 

ii) IIRNA©^ 

p o 1 y URX$3' X@B^J^^tPDNAPHf>i* (148bp) Ir^^U, ^9^.5 K 
pBluescript SK II(+) (Stratagene *k®l) ^^n— ^i/^b/c 0 BulE i ) -CHSU 
LfcNS 5 B^f^3- Kt5 c DNA^»^iK p n I "C^'fb L N MJP&H 
m^D^'fi^fei^ik^ K^*-T?04IS@a^J^b^^ c DN AffrTf &#fc 0 ~<7>c 
D N Air Jf&r pBluescript SK II (+) © 3 ' ^SIRf N A©±1 t^Ax S£$e 
UfCo rcD^te: b-C^A^tvfcfc^T^J 450bp <DU N Aia^JSr^WR N Aii 
<Z)ltM£: Lfc D 3' XE?ll<Z>ia«T?SJ»f U 8tffcft;Lfc8U 7*y 

^StfcDNA^aiUT, pBluescript SK II (+) O^n — ^ — &fIJ/B 
UMEGAscr ipt RNA^y KAmb i o nftffi WT7 R 
NA#!)> 7— tf^V^T r u n - o f f jSfelCj; 0 % RNA^Srffofc (3 
7*0. 3B#P«1) 0 oV>T\ DN a s e I £#Hx.-C£ 1 B#f§H J"**-"*— h Lfc 
»lDNASr^»l»*t«w fctnJ: •? RNAft4j*ft4#fc. R&&fife*5«: 

« % - 8 ot:-eft#Lfc„ 

iii) mm (Hcv^y^7^) paw^^M^: 

»^>K (^W^flS-a**) XVTfam©^ (3 0m 1) 4r. 2 5U- 

&v^tn ^s^i-4t:cD 1 0% h y * p y ^afe-t- b p ? 



209 



WO 03/000254 



PCT/JP02/06405 



J*mm (1 5 0 M 1) Sr;ta*TRjfc«:f*Jfc;**fc8U *tpX*l 5»IttR 
NAt^#ft**fc. 2feV>t?ttRNAS:!R§lit3at-J;0^7^7^^*- (Wh 
a tm a ntt|GF/C«) R7-( >V*-*r 1% b U * p 

-/l^-e^^, ft«fc**fc, ttfrV^V— 5^9 V;&*yA' (P a c k a r d tfc) 

^W-fb^^HCV^y ■ Hm^tBte. (I C 50 ) tt, fcWM&j&DX-fc 

*fe*Sr*l 7 8a»b*18 4, t2 2 2^b 2 2 4 fc^-*-„ 
KJ&*&: i) t#&ftfcHCV#P^?-* (5/ig/mlK ii) 

IfRNA (lOjig/ml), ATP (50m M), GTP (5 0 m MK CTP 
(50mM),UTP (2m M), [5, 6- 3 H]UTP (46Ci /mm o 1 (A 

m e r s h a m$±W , 1 . 5 m C i ) 2 0 mM Tr i s - H C 1 (pH7.5), 

E D T A (1 mM) N M g C 1 2 (5 mM) s N a C 1 (50 mM) % D T T ( 1 m 

Mh B S A (0.01%) 

( a ) mnm 1 o^ife iog 

< b ) 3Uf 5 0 g 

(c) h £^-n ni^f^zf^ 15g 

(d) f /Mr^P*-^t ? A 44 g 

(e) Xr7yy|^v")A lg 

(a), (bK (c) (D^S&ZJ* (d) O3 0g^*-ei^t, HG£*;jft#K £( 
^SrfT5o r©It*tl4g© (d) RtMg© (e) SrS^U JTfttiT?* 
S0i:i~5i^JcJ: 5, l^fcfct) 1 Omg© (a) «r#*Ti-*«ai 1 0 0 om* 
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31 


IH NMR( 6 ) ppm 




300MHz, CDC13 

7.81(2H, d, J=6. 6Hz),7.60( 
2H, d,J=8.8Hz),7.51-7.21( 
8H, m) , 7. 11 (2H, d, J=8. 8Hz) 
,5. 15 (2H, s),4. 93(lH,quin 
t. J=8. 8Hz) , 2. 36-2. 32 (2H, 
m) , 2.. 09-2. 04 (3H. m) , 1. 75- 
1. 68 (3H, m) . 


>9 0% (NMR) 




MS 


369 (M+l) 





32 


IH NMR(5) ppm 
300MHz, CDC13 

8. 51 (IH, d,J=1.5Hz),7. 98 ( 
IH, d, J=8. 4Hz) , 7. 61 (2H, d, 
J=8. 7Hz), 7. 56-7. 10 (6H, m) 
,7. 12 (2H, d, J=8. 7Hz) , 5. 15 
(2H, s) , 4. 94 (IH, quint, J=9 
.3Hz),4.41(2H, q. J=7.5Hz) 
,2. 40-1.50(8H,m),1.41(3H 
, t, J=7. 5Hz) 


0- 


> 9 0% (NMR) 


MS 441 (M+l) 



mm&m^ 33 


IH NMR( 8 ) ppm 




300MHz, CDC13 

7. 84 (IH, s),7. 61 (2H, d.J=9 
.0Hz),7.58-7.30(7H,m),7. 
12 (2H, d, J=9. 0Hz) , 5. 15 (2H 
, s) , 4. 94 (IH, quint, J=8. 7H 
z),3. 10(6H,brs),2. 40-1.5 
0(8H,m) 


> 9 0% (NMR) 




MS 440 (M+l) 
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m 2 







34 


1H NMR( 6 ) ppm 


o 


o 


o 


300MHz, CDC13 
8.20(1H, s),7. 50-7. 31 (9H, 
m) 7 12 (2H d. T=8 7Hz) 5- 
15 (2H, s),4. 94 (1H, quint, J 
=8 7Hz) 3 61 (3H s) 3 40 ( 
3H, s),2.41-1.42(8H,m) 


>9 0% (NMR) 




MS 


456 (M+l) 







35 


1H NMR( 6 ) ppm 
300MHz, CDC13 

7.91(1H. s),7. 59 (2H, d. J=8 
.7Hz),7.49-7. 30(7H,m),7. 
11 (2H, d, J=8. 8Hz),5. 15 (2H 
, s),4. 19 (1H, quint. J=8.8H 
z) , 2. 41-2. 22 (2H, m) , 2. 13- 
1.49(14H,m) 




>9 0% (NMR) 


MS 427 (M+l) 




MM®m^ 36 


1H NMR( 6 ) ppm 
300MHz, CDC13 

8.40(1H, d,J=1.4Hz),7. 95 ( 
lH,dd, J=8.6, 1.4Hz),7. 61 ( 
2H, d, J=8. 7Hz) , 7. 57-7. 30 ( 
6H, m) , 7. 13 (2H, d, J=8. 7Hz) 
,5. 16 (2H, s),4. 95 (1H, quin 
t, J=8. 8Hz),2. 64 (3H, s),2. 
40-1.54(8H,m) 




fc&S > 9 0% (NMR) 


MS 411 (M+l) 
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m 3 



nm&m& 37 


1H NMR(6) ppm 


1 

2HCI 


0 


300MHz, DMS0-d6 
10. 47(lH,brs,),9. 15(lH,b 
rs) , 0. 4U \ln, s) , o, U/ viH, a 
, J=9. 0Hz),7.93(lH, d, J=8. 
7Hz) , 7. 77 (2H, d, J=8. 7Hz; , 
7.55-7.29(7H,m),5.26(2H, i 
s) , 4. 93 (1H, quint. J-9. 0Hz 
) , 3. 77-3. 63 (2K, m) , 3. 39-3 
.23(2H, m),2. 84 (6H, d, J=4. 
8Hz),2. 32-1. 60 (8H, m) 


mm 


> 9 0% (NMR) 




MS 


483 (M+l) 





mM$m% 38 


1H NMR(6) ppm 
300MHz, CDC13 

8.69(1H, s),8. 19 (1H, d, J=9 
.0Hz),7. 62 (2H, d, J=8. 7Hz) 
,7. 54 (1H, d, J=9. 0Hz),7.48 
-7. 36 (5H, m) , 7. 15 (2H, d, J= 
8. 7Hz),5. 17(2H,s),4. 98(1 
H, quint, J=9. 0Hz), 2. 27-2. 
07 (6H, m) , 1. 82-1. 78 (2H, m) 




> 9 0% (NMR) 


MS 414 (M+l) 




mm&m-& 39 


1H NMR ( 5 ) ppm 

300MHz, DMS0-d6 

7. 84 (1H, d, J=9.0Hz),7.79( 

2H. d. J=8. 7Hz), 7. 52-7. 33 ( 

8H,ra),7.26(lH, d, J=9. 0Hz) 

,5. 27 (2H, s),4. 92 (1H, quin 

t, J=9. 3Hz),2. 19-1. 70 (8H, 

m). 


b 


*&JS > 9 0% (NMR) 


MS 384 (M+l) 
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m 4 



mt&&m& 40 


1H NMR( 6 ) ppm 
300MHz, CDC13 

7. 72 (1H, s), 7. 60-7. 35(lOH 
,m),7. 10(2H,d,J=8. 7Hz),5 
. 14 (2H, s),4. 90 (1H, quint, 
J=8. 8Hz) , 2. 29-2. 19 (2H, m) 
,2. 19 (3H, s),2. 19-1. 74 (6H 
, m). 


H 


> 9 0% (NMR) 


MS 426 (M+l) 




HJ£0tJ## 41 


1H NMR(6) ppm 
300MHz, CDC13 

7. 66 (1H, s),7.61(2H,d, J=8 
. 8Hz)., 7. 50-7. 28(7H,m),7. 
12 (2H, d, J=8. 8Hz),6. 86 (1H 
,brs),5. 15 (2H, s),4. 94 (1H 
.quint, J=8.8Rz), 2.97 (3H, 
s),2. 29-1. 76(8H,m). 




#6^ > 9 0% (NMR) 


MS 462 (M+l) 



mmm^ 42 


1H NMR( 6 ) ppm 


O sV NH 2 

b 


300MHz, DMS0-d6 
8. 11 (1H, s) ,7.8l(lH,d,J=8 
.4Hz),7. 72 (1H, d, J=8.4Hz) 
,7.65(2H, d, J=8. 4Hz) , 7. 51 
(2H, m),7. 43(2H,m),7.37(l 
H,m),7. 29 (2H, s),7. 23 (2H, 
d, J=8. 4Hz),5. 22 (2H, s).4. 
89 (1H, quintet, J=9. 2Hz) , 2 
.2-2. 0(6H,m), 1. 7(2H,m). 


#fcS >9 0% (NMR) 




MS 448 (M+) 
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m 5 





43 


IH NMR( 6 ) ppm 


Q 

HoX XX 




300MHz, DMS0-d6 

8. 33 (IH, s),8. 08(lH,d, J=9 

OHz) 7. 99 (IH, d, J=9. OHz) 
,7. 47-7.4l(4H,m),7. 33 (2H 

d T=8 4Hz) , 5. 22 (2H, s) , 4 
. 96 (IH, quint, J=9. OHz) , 2. 
25-1. 60 (8H, m) , 1. 30 (9H, s) 


#6^ > 9 0% (NMR) 




MS 


469 (M+l) 







44 


IH NMR( 6 ) ppm 


p 


o 


300MHz, DMS0-d6 
12.9(2H,brs),8. 25 (IH, s), 
8. 00 (2H, d, J=7. 8Hz) , 7. 90 ( 
IH, d, J=8. 4Hz),7. 74 (IH, d, 
J=8. 7Hz),7. 67 (2H, d, J=9. 0 
Hz), 7. 62(2H,d, J=8. lHz),7 
.24(2H, d, J=8.4Hz),5. 32(2 
H, s) , 4. 88 (IH, quint, J=9. 0 
Hz, 2. 25-1.60(8H,m). 


#6££ > 9 0% (NMR) 




MS 


457 (M+l) 





mmm^ 45 


IH NMR(S) ppm 


P 


300MHz, DMS0-d6 
13.4(1H, brs),8. 32 (IH, s), 
8. 06 (IH, d, J=8. 7Hz),7. 97 ( 
lH,.d, J=8. 7Hz),7. 79 (2H, d, 
J=8. 8Hz) , 7. 56-7. 48 (4H, m) 
,7.33(2H, d, J=8. 8Hz),5.27 
(2H, s),4. 95 (IH, quint, J=8 
.9Hz),2. 30-1.60(8H,m). 


fc&S > 9 0% (NMR) 




MS 447 (M+l) 
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0i 6 





46 


1H NMR( 5 ) ppm 


o 




300MHz, DMS0-d6 
8. 33 (1H, s),8.07(lH,d, J=8 
. 7Hz) , 7. 98 (1H, d, J=8. 7Hz) 
,7. 80(2H,d, J=8.4Hz),7. 34 
(2H d 8. 4Hz) . 7. 19 (1H. d. J 
=3.6Hz),7. 09 (1H, d,J=3. 6H 
z) 5 41 (2H s).4 95 (1H. ou 
int. J=8. 7Hz) , 2. 30-1. 60 (8 
H,m). 


> 9 0% (NMR) 




MS 


453 (M+l) 







1H NMR(S) ppm 


o 


300MHz, DMS0-d6 
8. 33 (1H, s),8. 07 (1H, d, J=8 
.4Hz),7. 98 (1H, d. J=9. 0Hz) 
,7. 82-7. 72(6H,m),7. 35 (2H 
,d, J=9.0Hz),5. 40 (2H. s),4 
. 95 (1H, quint. J=8. 7Hz) , 2. 
35-1. 60(8H,m). 


> 9 0% (NMR) 




MS 481 (M+l) 







1" 48 


1H NMR( 5 ) ppm 


o 




300MHz, DMS0-d6 
8. 23 (1H, s),7. 88 (1H, d, J=8 
.4Hz),7. 70 (1H, d, J=8.4Hz) 
,7.64(2H,d, J=8.4Hz),7,43 
(2H, d, J=8. 4Hz) , 7. 20 (2H, d 
, J=8. 4Hz),6. 98(2H,d,J=8. 
4Hz),5. 13 (2H, s),4. 88 (1H, 
quint, J=8. 7Hz) , 3. 77 (3H, s 
),2. 35-1.60(8H,m). 


> 9 0% (NMR) 




MS 


443 (M+l) 
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49 


1H NMR( 8 ) ppm 


o 


^y-N /=\ 


300MHz, DMS0-d6 

8. 93(2H,d, J=6.6Hz),8. 35 ( 

ill fi Ofi-R 04faH ml 7 

97 (1H, d, J=8. 7Hz),7. 83 (2H 
8. 7Hz),5. 61 (2H, s),4. 94(1 

u nun nt T=R 7H7} 9 40-1 

60(8H,m). 


ME >9 0% (NMR) 




MS 


414 (M+l) 





mM®m^ so 


1H NMR(6) ppm 






300MHz, DMS0-d6 
8. 33 (1H, s),8. 08 (1H, d, J=8 
.7Hz),7. 99 (1H, d, J=9. 0Hz) 
,7. 78(2H,d, J=8.4Hz),7. 39 
(2H, d, J=8. lHz),7. 32(2H,d 
, J=8. 7Hx) , 7. 23 (2H, d, J=7. 
8Hz),5. 22 (2H, s),4.96(lH, 
quint, J=9. 0Hz) , 2. 32 (3H, s 
),2. 30-1.60(8H,m). 




> 9 0% (NMR) 




MS 


427 (M+l) 









51 


1H NMR( 6 ) ppm 






"9 

r 


300MHz, DMS0-d6 
8.3K1H, s),8. 03 (1H, d, J=9 
. 0Hz), 7. 93 (1H, d, J=9. 0Hz) 
,7. 77(2H,d, J=8.4Hz),7. 31 
(2H, d, J=8. 7Hz),5. 07 (2H, s 
),4.94(1H, quint, J=8. 7Hz) 
,2. 45 (3H, s),2. 26 (3H, s),2 
. 26-1. 60 (8H, m) . 


> 9 0% (NMR) 




MS 


432 (M+l) 
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52 


1H NMR( 6 ) ppm 






300MHz, DMS0-d6 
12. 7(lH,brs),10.0(lH, s), j 
8. 22 (1H, s) , 7. 87 (1H, d, J=8 
.6Hz), 7. 69 (1H, d, J=8. 6Hz) 
7 53 (2H. d. T=8. 6Hz) , 6. 96 
(2H, d, J=8. 6Hz) , 4. 89 (1H, q 
uint T=9 0Hz) 2 30-1 60 ( 
8H, m) . 


>9 0% (NMR) 




MS 


323 (M+l) 









53 


1H NMR( 8 ) ppm 




O 


-o 


300MHz, DMS0-d6 
9. 18 (1H, t, J=5.6Hz),8. 34 ( 
1H, s),8. 04(lH,d, J=9.6Hz) 
,7. 98(lH,d, J=8. 7Hz),7. 80 
(2H, d, J=8. 7Hz),7. 52-7.32 
(7H,m),5.27(2H,s),4. 95(1 
H, quint, J=9. 0Hz) , 3. 99 (2H 
,d,J=5. 7Hz),2.40-l. 60 (8H 
, m). 


> 9 0% (NMR) 




MS 


470 (M+l) 







mmmtt 54 


1H NMR( 6 ) ppm 




300MHz, DMS0-d6 
8. 32 (1H, s),8. 05 (1H, d, J=8 
.7Hz),7. 95 (1H, d,J=8. 7Hz) 
,7.80(2H, d, J=8. 4Hz) , 7. 67 
(1H, t, J=4. 5Hz),7. 56 (1H, t 
, J=4. 5Hz),7. 45-7.42(2H,m 
),7. 35 (2H, d, J=8.4Hz),5.3 
1(2H, s),4. 96 (1H, quint, J= 
9.0Hz), 2. 30-1.60(8H,m). 


>9 0% (NMR) 




MS 447 (M+l) 




218 
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m 9 





55 


1H NMR(5) ppm 




b ^ 

CI 


300MHz, DMSO-d6 
12. 78 (1H, br 

, O. tit V 111, o/ , f . OOallU / . < 

2 (2H, ABq, J=8. 6Hz) , 7. 66an 
7. 58 (1H, s),7. 48-7. 42 (3H, 

_\ C O/l /ill _\ A QQ/lU „,. 

int. J=8. 8Hz), 2. 30-1. 91 (6 
H,m), 1.78-1. 60 (2H, m) 




>9 0% (NMR) 




MS 


447 (M+l) 







56 


1H NMR( 5 ) ppm 


HO^X 

o 




300MHz, DMS0-d6 ! 
12. 89(lH, broad),8. 18 (1H, 
s),7. 87(lH,d, J=8.4Hz),7. 
74<1H, d, J=9. 2Hz) , 7. 67 (2H 
,d, J=8.8Hz),7. 52(2H.m),7 
.45(2H,m),7.38(lH,m),7.2 
3(2H, d, J=8. 8Hz),5. 22 (2H, 
s) , 4. 94 (1H, quintet, J=8. 9 
Hz), 2. l6(4H,m), 1.98(2H,m 
), 1.73(2H,m). 


> 9 0% (NMR) 




MS 


413 (M+) 





mmm** 57 


1H NMR( 8 ) ppm 


0 




300MHz, DMS0-d6 

10. 99 (1H, s),8. 26 (1H, s),8 

. 01-7. 86 (4H, m) , 7. 69-7. 59 

(5H, m) , 7. 38 (2H, d, J=8. 7Hz 

),4. 86 (1H, quint. J=8. 7Hz) 

,2. 12-1. 90 (6H, m), 1.72-1. 

59(2H,m) 


mm 


>9 0% (NMR) 




MS 


462 (M+l) 
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58 


1H NMR( 5 ) ppm 


o 


/ = \ H 


i 

CI 


300MHz, DMSO-d6 
12. 78(lH.s), 10. 69(lH,s), 
8. 26-7. 72 (9H, m),4. 92 (1H, 
quint. J=9. 0Hz) , 2. 34-1. 70 
(6H, m), 1. 75-1. 61 (2H, m) 


£6^ > 9 0% (NMR) 




MS 


494 (M+l) 







mmrn^- 59 


1H NMR( 8) ppm 

300MHz, DMS0-d6 
10. 82 (1H, s),8. 34 (1H, s),8 
. 14and7. 84 (4H, ABq, J=8. 4H 
z) , 8. 06and7. 66 (4H, A* B' q. 
J=8. 6Hz),8. 06-7. 98 (4H, m) 
, 5. 01 (1H, quint, J=9. 3Hz) , 
2. 35-2. 15 (4H, m) , 2. 11-1. 9 
6(2H,m), 1.80-1. 62 (2H,m) 




#6^ >9 0% (NMR) 


MS 460 (M+l) 




rnmrn^ 60 


1H NMR( 5 ) ppm 

300MHz, DMS0-d6 
10. 61 (1H, s),8. 32 (1H, s),8 
. 12and7. 81 (4H, ABq, J=8. 9H 
z),8. 03and7. 93 (2H,A'B' q, 
J=8. 7Hz) , 7. 95and7. 59 (4H, 
A*B"q, J=8. 4Hz) , 4. 99 (1H, q 
uint, J=9. 0Hz) , 2. 33-2. 12 ( 
4H, m) , 2. 10-1. 93 (2H, m) , 1. 
80-1. 63 (2H, m) , 1. 34 (9H, m) 




> 9 0% (NMR) 


MS 482 (M+l) 
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HJfe0»J#-J§- 61 


IH NMR( 6 ) ppm 


o 


300MHz, DMS0-d6 
10.6QH, s),8. 34 (IH, s),8. 
13 (2H. d. T=8 7Hz) 8 09-7 
98 (4H, m) , 7. 82 (2H, d. J=8. 7 
Hz} 7 50-7 *i5(5H m) 7 20 

116/ J 1 • UV 1 ♦ «JU \«JUy ill/ fit 

-7. 17 (2H, d, J=9. OHz) , 5. 24 
(2H O 5 OlflH auint T=9 
.3Hz),2. 40-1.60(8H,m). 


>9 0% (NMR) 




MS 532 (M+l) 





mmmir* 62 


IH NMR( 8 ) ppm 

300MHz. DMS0-d6 
8. 32 (IH, s),8. 26 (IH, d, J=8 
.7Hz),8.04(lH,d, J=8.7Hz) 
,7. 77 (2H. d, J=8. 4Hz),7. 52 
(2H, d. J=6. 9Hz) , 7. 46-7. 39 
(5H, m) , 5. 28 (2H, s) , 4. 38(1 

H, m),3. 71(lH, m),2.60-2. 1 
5(2H,m),2.04-l. 96(4H,m), 

I. 30-1. 20(2H,m). 


o 




mm 


> 9 0% (NMR) 


MS 


443<M+1) 






% 63 


IH NMR( 8 ) ppm 

300MHz. DMS0-d6 
8. 27 (IH, s),8. 14 (IH. d,J=8 
.7Hz),7. 96 (IH, d, J=8.4Hz) 
,7.71(2H,d, J=9.0Hz),7. 51 
(2H, d. J=6. 9Hz) , 7. 46-7. 37 
(3H, m) , 7. 30 (2H, d, J=8. 4Hz 
),5. 25 (3H, s),4. 39 (IH, m), 
3.44(lH,m).3. 27 (3H, s),2. 
60-1. 95(6H.m), 1. 25-1. 05 ( 
2H. m) . 


o 




1^)9 0% (NMR) 


MS 


457 (M+l) 
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1H NMR(S) ppm 




300MHz, DMS0-d6 

12. 25(lH,brs), 7. 70-7. 30 ( 

9H,m),7.20(2H, d, J=8. 7Hz) 

,7. 14 (1H, d, J=8.4Hz),5. 20 

(2H, s),4. 84 (1H, quint, J=6 

.0Hz),3. 66 (2H, s),2. 30-1. 

5l(8H,m) 


> 9 0% (NMR) 




MS 427 (M+l) 







65 


1H NMR(5) ppm 

300MHz, DMS0-d6 
12.64(lH,brs),8. 13(lH,s) 
,7. 80(lH,d, J=7. 2Hz) , 7. 69 
(1H, d, J=8.7Hz),7.48-7. 30 
(5H,m),5. 11 (2H, s),5. 03(1 
H, quint, J=8. 7Hz) , 4. 20-4. 
05 (2H, m) , 3. 45-3. 90 (3H, m) 
,2. 15-L60(12H,m) 


" ojL C 




#6^ > 9 0% (NMR) 


MS 


448 (M+l) 






66 


1H NMR(S) ppm 

300MHz, DMS0-d6 
10. 59 (1H, s),8.3l(lH, s),8 
. 10 (2H, d,J=8. 6Hz),8.03(l 
H, d, J=8. 7Hz) , 8. 00-7. 85(3 
H, m),7. 80 (2H, d, J=8.6Hz), 
7.41(2H, d, J=8. 2Hz) , 4. 98 ( 
1H, quint, J=8. 8Hz) , 2. 71-1 
. 10(19H,m) 






mm 


> 9 0% (NMR) 


MS 


508 (M+l) 
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^13 


mmwm& 67 


1H NMR( 8 ) ppm 


o 


M >=v / CI 

O - 


300MHz, DMS0-d6 
12. 81(lH,brs),8. 42 (1H, s) 
7 90 (1H d T=8. 5Hz).7 80 
-7. 52(6H,m),7. 44 (2H, d, J= 
8 RHr) 5 25 (2H s).4 88(1 
H, quimt, J=8. 8Hz) , 2. 30-1. 
on, m/ 


>9 0% (NMR) 




MS 


481 (M+l) 












68 


1H NMR( 6 ) ppm 






CI 

—CI 


300MHz, DMS0-d6 
8.3K1H, d, J=l. 4Hz),8. 05 ( 
lH,d, J=8.6Hz),7. 96 (1H, d, 
J=8. 6Hz),8. 86-8. 61 (4H, m) 
,7. 51 (1H, d, J=6. 3Hz),7. 33 
(2H, d, J=8. 8Hz) , 5. 28 (2H, s 
) , 4. 94 (1H, quint, J=8. 8Hz) 
,2.31-1.60(8H,m) 




> 9 0% (NMR) 






MS 


481 (M+l) 












69 


1H NMR(S) ppm 








300MHz, DMS0-d6 
9. 88 (1H, s),9. 42 (1H, s),8. 
32 (1H, s) , 8. 09and8. 02 (2H, 
ABq, J=9. 0Hz) , 7. 81and7. 78 
(4H, A' B' q, J=9. 2Hz), 7. 50 ( 
2H, d, J=7. 8Hz),7.31(2H, t, 
J=7. 8Hz),7.00(lH, t, J=7.8 
Hz) , 5. 03 (1H, quint, J=8. 7H 
z), 2. 34-2. 17 (4H, m), 2. 13- 
1. 96 (2H,m), 1.83-1. 64 (2H, 
m) 


>9 0% (NMR) 


MS 


441 (M+l) 
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70 


1H NMR( 6 ) ppm 


o 

HO 1 




300MHz, DMS0-d6 
8. 27 (1H, d, J=1.2Hz),8. 04 ( 
1H, d, J=8. 7Hz) , 7. 94 (1H, d, 
J=8. 7Hz),7. 72 (2H, d, J=8. 7 
Hz) 7 60-7. 20(12H. ra)6. 74 
(1H, s) , 4. 92 (1H, quint, J=8 
. 9Hz) . 2. 30-1. 58 (8H, m) 


> 9 0% (NMR) 




MS 


489 (M+l) 





Hl£«9|#^ 71 


1H NMR( 5 ) ppm 

300MHz, DMS0-d6 
8.3K1H, s),8. 05 (1H, d, J=8 
.7Hz),7. 97 (1H, d, J=8. 7Hz) 
,7. 76 (2H, d, J=8. 6Hz),7. 44 
-7. 19 (7H. m), 4. 94 (1H, quin 
t, J=8. 8Hz) , 4. 35 (2H, t, J=6 
.7Hz),3. 10 (2H, t, J=6. 7Hz) 
,2. 32-1. 60 (8H, in) 


o 


> 9 0% (NMR) 


MS 427 (M+l) 





1H NMR( 8 ) ppm 

300MHz, DMS0-d6 1 
8. 30 (1H, s),8. 25 (1H, d, J=8 
.7Hz),8. 03 (1H, d, J=9. 0Hz) 
,7.75(2H, d, J=8. 7Hz),7.51 
(2H, d, J=7. 2Hz),7. 46-7. 33 
(5H,m),5. 27 (2H, s),4. 36(1 
H,m),2. 50-2. 25(2H,m),2. 1 
5-2. 00 (2H, m) , 1. 95-1. 85 (2 
H,m), 1.35(lH,m), 1. 20-1. 1 
0(2H,m),0. 87 (9H, s). 


t> 


#6^ > 9 0% (NMR) 


MS 483 (M+l) 
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m 15 


nm&m^ 73 


IH NMR(6) ppm 

300MHx, 0MS0-d6 
7. 59 (2H, d, J=8. 4Hz), 7. 52- 
7. 35(6H,m),7.20(2H, d, J=8 
,7Hz),7. 14 (IH, d, J=2. 1Hz) 
,6. 90 (IH, dd, J=9. 0, 2. 4Hz) 
,5. 21 (2H, s),4. 83 (IH, quin 
t T=8 7Hz) . 4. 70 (2H. s) 2. 
30-1. 90(6H,m), 1.75-1. 55 ( 
2H, m) . 


0 

u 


> 9 0% (NMR) 


MS 443 (M+l) 



mm&m* 74 


IH NMR(S) ppm 


0 




300MHz, DMS0-d6 
8. 27 (IH, s) , 8. 06and7. 97 (2 
H, ABq, J=8. 7Hz) , 7. 57and6. 
86 (4H, A' B' q, J=8.9Hz),7.4 
2-7. 26 (5H, m) , 5. 04 (IH, qui 
nt,J=9. 0Hz),4. 42 (2H, s),2 
. 32-1. 94 (6H, m), 1. 80-1. 62 
(2H, m) 




> 9 0% (NMR) 




MS 


412 (M+l) 







75 


IH NMR( 6 ) ppm 


O 




300MHz, DMS0-d6 
12. 80 (IH, s),8. 26 (IH, s),7 
.90(1H, d, J=9.2Hz),7. 76-7 
.60(8H,m),7.35(2H, d, J=8. 
4Hz) , 4. 84 (IH, quint, J=8. 8 
Hz) ,3. 23 (3H, s),2. 32-1.90 
(6H, m), 1.78-1. 61 (2H, m) 


> 9 0% (NMR) 




MS 


476 (M+l) 
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0i 16 





76 


1H NMR( 6 ) ppm 


o 

ii 




300MHz, DMS0-d6 
8. 29 (1H, s),8. 07and7. 49 (2 
H, ABq, J=8. 7Hz) , 7. 66and7. 
00 (4H, A' B' q, J=7. 7Hz),7. 3 
9-7. 24(5H,m),5.05(lH, qui 
nt, J=8. 8Hz) , 4. 76(2H,s),3 
.21(3H, s),2. 35-1.92(6H,m 
), 1.81-1. 62 (2H, m) 


> 9 0% (NMR) 




MS 


426 (M+l) 







77 


1H NMR(6) ppm 


"°\) 




300MHz, DMS0-d6 
8.21(lH,s),7. 87 (1H, s),7. 
56and7. 43 (4H, ABq, J=8. 1Hz 
),7. 34-7. 16(5H.m),4. 25(1 
h.brt, J=12. 5Hz), 3. 06-2.9 
2(4H,m),2.4i-2. 17(2H,m), 
1.96-1. 77 (4H,m), 1,72-1.5 
8(lH,m), 1.48-1. 15(3H,m) 


MS > 9 0% (NMR) 




MS 


425 (M+l) 





mm&m-B- 78 


1H NMR(S) ppm 




300MHz, DMS0-d6 

8. 14 (1H, s),7. 79 (1H, d, J=9 

.0Hz),7. 57 (1H, d. J=8. 7Hz) 

, 7. 40-7. 20 (5H, m) , 4. 89 (1H 

, quint, J=8. 7Hz),3. 54 (2H, 

s),3. 19-2. 90(3H,m),2. 23- 

1.69(14H,m) 


MS >9 0% (NMR) 




MS 404 (M+l) 




226 



WO 03/000254 



PCT/JP02/06405 



m 17 



nm®m^ 79 


1H NMR( 6 ) ppm 

300MHz,DMSO-d6. 
8. 15 (1H, s),7.81(lH, d, J=8 
.4Hz),7. 59 (1H, d, J=9. 0Hz) 
,7. 50-7. 38(5H,m),5. 05 (1H 
, quint, J=9. 0Hz) , 3. 85-2. 9 
5(3H, m),2. 20-1.65(14H,in) 


0 


#6^ > 9 0 % (NMR j 


MS 418 (M+l) 




mmm%- so 


1H NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 17(lH,m),7. 84 (1H, d,J=8 
.4Hz),7. 78-7. 62 (3H, m),7. 
49 (2H, d, J=8. 1Hz) , 5. 05-4. 
91(lH,m),3. 80-3. 70(2H,m) 
,3.30-3. 12(lH,m),2. 48-2. 
31 (5H, m) , 2. 15-1. 60 (12H, m 


b q 


ffift > 9 0% (NMR) 


MS 468 (M+l) 





81 


1H NMR( 8 ) ppm 






300MHz, DMS0-d6 
12. 75 (1H, brs),8.2l(lH, d, 
J=1.4Hz),7. 49(lH,d, J=8. 6 
Hz),7.85(lH, dd, J=8. 6,1.4 
Hz), 7. 70-7. 55(5H,m),7. 23 
(2H,d, J=8. 7Hz),5. 25 (2H, s 
),4. 36-4. 15(lH,m),2. 39-2 
. 18(2H,m),2. 00-1. 78(4H,m 
),1. 70-1. 57 (lH,m), 1.48-1 
. 15(3H,m) 


> 9 0% (NMR) 




MS 


495 (M+l) 
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m 18 



HJ6M## 82 


1H NMR(S) ppm 

300MHz, DMS0-d6 
8. 27 (1H, s),8. 22 (1H, d,J=8 
.7Hz),8. 02 (1H, d, J=8. 7Hz) 
,7.69(2H, d. J=8.7Hz),7.60 
-7. 50(4H,m),7. 45-7. 25 (8H 
,m),6. 75 (1H, s), 4. 21-4. 23 
(1H, m) , 2. 39-2. 18 (2H, m) , 2 
. 10-1. 78 (4H, m) , 1. 70-1. 15 
(4H, m) 


0 

o o 


MS > 9 0% (NMR) 


MS 503 (M+l) 




m&vm^r 83 


1H NMR( 6 ) ppm 

300MHz, DMS0-d6 
13. 2(1H, brs),8. 30 (1H, s), 
8. 23 (1H, d, J=8. 8Hz),8. 02 ( 
1H, d, J=8. 7Hz), 7. 74 (2H, d. 
J=8. 6Hz) , 7. 40-7. 33 (5H. m) 
,5.22(2H,s),4.36(W,m>,2 
.50-1.40(10H,m),1.31(18H 
, s). 




>9 0% (NMR) 


MS 539 (M+l) 



mm&m^ 84 


1H NMR( 5 ) ppm 




mixture of 

isomers (cis:trans=3: 1) 
300MHz, DMS0-d6 
8. 30 (1H, s) , 8. 20-7. 95 (2H, 
m),7. 72 (2H, d, J=8. 4Hz) , 7. 
52-7. 29 (7H, m) , 5. 25 (2H, s) 
,4. 34, 3.40(lH,m),2. 50-2. 
20 (2H, m) , 2. 05-1. 50 (6H, m) 
,1. 14,0. 90 (3H, d, J=6. 9, 6. 
3Hz), 1.09(lH,m). 


> 9 0% (NMR) 




MS 441 (M+l) 
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m 19 



rnmrnm^ 85 


1H NMR( 6 ) ppm 

300MHz, DMS0-d6 

8. 25 (1H, s),8. 14-7. 83 (6H, 

m),7.77-7.44(5H,m),7.2l( 

2H, d, J=7.8Hz),4. 44(2H,br 

t),4.3l(lH,brt),3. 56 (2H, 

brt),2. 20-2. 16 (2H, in), 2.0 

H,m), 1.45-1. 14(3H,m) 




> 9 0% (NMR) 


MS 491 (M+l) 




mm&m-^ 86 


1H NMR( 6 ) ppm 

300MHz, DMS0-d6 
12. 75 (1H, s),8. 23 (1H, s),8 
. 15 (1H, d, J=7.6Hz),8. 02-7 
.53(10H,m),7. 32 (2H, d,J=8 
.7Hz),5. 68 (2H, s),4. 32 (1H 
, brt, J=12. 2Hz) , 2. 41-2. 20 
(2H.m),2.01-1.78(4H,m),l 
.71-1.56(lH,m),l. 50-1. 16 
(3H, m) 




*>6£ > 9 0% (NMR) 


MS 477 (M+l) 




mmwm^ 87 


1H NMR( 6 ) ppm 

300MHz, DMS0-d6 
12. 75 (1H, brs),8. 16 (1H, s) 
, 7. 91and7. 82 (2H, ABq, J=8. 
5Hz) , 7. 44and6. 86 (4H, A' B' 
q, J=8.6Hz),7. 39-7. 26(10H 
,m),4. 82(2H.s),4. 35(lH,b 
rt, J=12. 2Hz),2. 35-2. 16(2 
H,m), 1.97-1. 75(4H,m),1.6 
9-1. 56(lH,m), 1. 45-1. 16(3 
H.m) 




>9 0% (NMR) 


MS 516 (M+l) 
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mmm&^r 88 


IH NMR( 8 ) ppm 

300MHz, DMS0-d6 
8.3K1H, s),8. 26and8. 06(2 
H, ABq, J=8. 9Hz) , 7. 73and7. 
22 (4H, A' B' q,J=8. 7Hz),7. 5 
0-7. 36 (8H, m),5. 10 (2H, s), 
4. 37(lH,brt, J=12.2Hz),2. 

4H,m), 1.70-1. 56 (lH,m),l. 
50-1. 20 (3H, m) 


o \^ 


£8£ > 9 0% (NMR) 


MS 503 (M+l) 



89 


IH NMR( 6 ) ppm 










9 1% (H PLC) 




MS 427 (M+D 







90 


IH NMR(S) ppm 






300MHz, DMS0-d6 
8.40-8. 20(2H,m),8. 04 (IH, 
d, J=8.4Hz),7. 65 (2H, d, J=8 
.4Hz),7.50-7. 10(12H,m),5 
.08(lH,m),4. 33(lH,m),3.0 
0(4H, m),2. 50-1. 10(10H, m) 










> 9 0% (NMR) 




MS 


531 (M+l) 
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mrnwm* 91 


1H NMR(d) ppm 

300MHz, DMS0-d6 
8.31UH, s),8. 27 (1H, d, J=8 
.7Hz),8. 08-8. 03 (3H, m),7. 
77-7. 58 (5H, m) , 7. 31 (2H, d, 
J=8. 7Hz),5.81(2H, s),4. 40 
(1H, m) , 2. 50-1. 20 (10H, m) . 


O 


#39 0% (NMR) 


MS 455 (M+l) 




m&mtt 92 


1H NMR( 8) ppm 

300MHz, DMS0-d6 
11.8(lH,brs),8.07(lH, s), 
7. 89 (1H, d, J=8. 7Hz),7. 84 ( 
1H, d, J=8. 4Hz) , 7. 69 (2H, m) 
,7.48(3H, m),4. 42 (2H, s),4 
. ll(lH,m),3. 73(4H,m),3.4 
0 (4H, m) , 2. 40-1. 40 (10H, m) 


O 2HCI 


> 9 0% (NMR) 


MS 419 (M+l) 



mrnvm* 93 


1H NMR ( 6 ) ppm 




0 


300MHz, DMS0-d6 
8. 32 (1H, s),8. 28 (1H, d, J=8 
* . 9Hz) , 8. 05 (1H, d, J=8. 7Hz) 
, 7. 72 (2H, d, J=8. 7Hz) , 7. 38 
(4H, d, J=7. 2Hz),7.3l(4H, t 
. J=7. 3Hz),7. 21-7. 17(4H,m 
),4. 37(lH,m),4. 26 (1H, t, J 
=7. 9Hz) , 4. 01 (2H, t, J=6. 2H 
z),2. 57(2H,m),2. 50-2. 20 ( 
2H, m) , 2. 10-2. 00 (2H, m) , 2. 
00-1. 75 (2H, m) , 1. 75-1. 55 ( 
1H, m), 1.55-1. 20 (3H,m). 


> 9 0% (NMR) 


MS 


531 (M+l) 
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94 


IH NMR(6) ppm 


o 

HdV 




} 
CI 


300MHz, DMS0-d6 
8. 32 (IH, s),8. 27 (IH, d, J=9 
.0Hz),8. 05(lH,d,J=8. 7Hz) 
,7. 75-7. 70(3H,m),7. 56 (IH 
, d, J=8. 4Hz) , 7. 55-7. 35 (6H 
,m),7. 22 (2H, d, J=8. 7Hz),5 
. 11 (2H, s),4. 36(lH,m),2.4 
0-2. 15 (2H, m) , 2. 15-1. 95 (2 
H,m), 1.95-1. 75(2H,m),1.7 
5-1. 55 (IH, m), 1. 55-1. 20(3 
H,m). 


#6g£ > 9 0% (NMR) 


MS 


537 (M+l) 







mn&m^ 95 


IH NMR( 6 ) ppm 

300Hz, DMS0-d6 

12. 9 (lH.br s), 8. 02 (IH, s), 

7. 82 (2H, m) , 7. 40-7. 25 (5H, 

m),4..58(2H, s)',4. 09(lH,m) 

,3. 71(lH,m),3.49(2H, m),3 

.21(2H, m),2. 35-1. 30(14H, 

m). 




> 9 0% (NMR) 


MS 434 (M+l) 




mteMgr* 96 


IH NMR(6 ) ppm 

300MHz, DMS0-d6 
8. 31 (IH, d, J=1.3Hz),8. 27 ( 
IH, d, J=8. 8Hz),8. 05 (IH, d, 
J=8. 8Hz) , 7. 76 (2H, d, J=8. 7 
Hz), 7. 40-7. 25 (4H, m),7. 06 
-6. 90 (3H, m) , 4. 53-4. 26 (5H 
,m),2.40-2. 18(2H,m),2. 12 
-1. 56 (5H, m), 1. 50-1. 19 (3H 
,m) 




> 9 0% (NMR) 


MS 457 (M+l) 
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mm** 97 


IH NMR(S) ppm 

300MHz,0MSO-d6 
8. 32 (IH, d, J=l. 3Hz) , 8. 29 ( 
lH,d, J=8.8Hz),8. 05 (IH, dd 
,J=8. 8, 1. 3Hz),8.42(2H, d, 
J=8.8Hz),7. 37-7. 16(7H,m) 
,4. 48-4. 30(lH,m),4. 12 (2H 
, t. J=6. 2Hz) , 2. 83-2. 70 (2H 
,m),2.40-1.50(9H,m), 1.59 
-1. 19(3H,m) 


0 

ho'\j^VH_/ == \_^ 


> 9 0% (NMR) 


MS 455 (M+l) 




%nm&* 98 


IH NMR( 8 ) ppm 

300MHz, DMS0-d6 
8.28(1H, d, J=l. 3Hz), 8. 21 ( 
IH, d, J=8. 8Hz) , 8. 01 (IH, d, 
J=10. lHz),7. 70 (2H, d.J=8. 
7Hz),7. 33-7. 12 (7H, m),4.4 
4-4.28(lH,m),4. 10 (2H, t, J 
=6. 3Hz),2. 62 (2H, t, J=7. 4H 
z),2. 39-2. 15(2H,m),2. 10- 
1. 18(14H,m) 


0 


> 9 0% (NMR) 


MS 483 01+1) 



mmmm* 99 


IH NMR( 5 ) ppm 


0 


300MHz, DMS0-d6 
12. 93(lH,brs),8. 30 (IH, d, 
J=1.4Hz),8. 04 (IH, d, J=8. 7 
Hz),7.92(lH,dd,J=8.7,1.4 
Hz), 7. 59-7. 34(5H.m),7. 07 
(lH,s),5. 38 (2H, s),4. 78-4 
. 60 (IH, m) , 2. 32-2. 14 (2H, m 
),2. 03-1.28(8H,m) 


> 9 0% (NMR) 




MS 418 (M+l) 
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$mmtt 100 


IH NMR( 8 ) ppm 

300MHz, DMS0-d6 
8. 46 (IH, d, J=2. lHz),8. 16 ( 
IH, s),8.00(lH. dd,J=8. 5,2 
. lHz),7. 87 (IH, d,J=8. 5Hz) 
,7. 68 (IH, d, J=8. 5Hz),7.55 
-7. 30 (5H, m) , 7. 08 (IH, d, J= 
8. 5Hz),5. 45 (2H, s),4. 25-4 
. 08 (IH, m) , 2. 39-2. 18 (2H, m 
),2. 00-1. 75 (4H, in), 1. 70-1 
. 55(lH.nO, 1.45-1. 19(3H,m 
) 


o 

/ V — 

o 


#6^ > 9 0% (NMR) 


MS 427 (M+l) 




mumm* 101 


IH NMR( 8 ) ppm 

300MHz, DMS0-d6 
8. 33 (IH, s),8.31(lH, d, J=6 
.9Hz), 8. 06(lH, d, J=8.4Hz) 
, 7. 76and7. 29 (4H, ABq, J=8. 
9Hz),6. 68 (2H, s),4. 37 (IH, 
m) , 4. 35 (2H, t, J=7. 0Hz) , 3. 
79 (6H, s) , 3. 63 (3H, s) , 3. 04 
(2H, t, J=6. 9Hz) , 2. 30 (2H. m 
),2. 04(2H.m), 1.86(2H,m), 
1.65(lH,m), 1. 50-1. 15 (3H, 
m) 


H3C-0 p 

H 3 C 


> 9 0% (NMR) 


MS 531 (M+l) 




sfeWJ#-f§- 102 


IH NMR ( 6 ) ppm 

300MHz, DMSO-d6 
12. 88 (IH, s),8. 34 (IH, s),7 
.86(lH,d, J=8. 5Hz),7. 73(1 
H, d, J=8. 5Hz), 7. 63and7. 23 
(4H, ABq, J=8. 7Hz),7.52-7. 
35 (5H, m),5. 22 (2H, s),4. 31 
(lH,m),2. 39(2H,m), 1. 79(2 
H,m), 1.53(2H,m), 1. 31 (2H, 
m), 1. 11 (3H, s),0. 95(3H,s) 


H 3 C 


> 9 0% (NMR) 


MS 455 (M+l) 
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nm®m-% 103 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
12. 79(lH,brs),8. 22 (2H, s) 
,8. 02-7. 78 (4H, m),7. 63~7- 
42 (6H, m) , 7. 20-7. 09 (2H, m) 
,4. 43 (2H, s),4. 27(lH,brt, 
J=12.2Hz),3. 59 (2H, s),2.3 
9-2. 15(2H,m), 1. 98-1.72(4 
H,m), 1.68-1. 59 (IH, m), 1.4 
3-1. 12(3H,m) 


0 A_, 


MS > 9 0% (NMR) 


MS 491 (M+l) 




nm&m^ 104 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
12. 75 (IH, s),8. 23 (IH, s),7 
. 94and7. 86 (2H, ABq, J=8. 6H 
z),7.64and7. 05(4H,A' B' q, 
J=8. 7Hz),7. 32-7. 09 (9H, m) 
,5. 13 (2H, s),4. 28(lH,brt, 
J=12. 2Hz) , 2. 36-2. 19 (2H, m 
), 1. 95-1. 77(4H,m), 1.66-1 
.56(lH,m), 1.46-1. 10(3H,m 
) 


0 

O 0 


MS > 9 0% (NMR) 


MS 519 (M+l) 




mmm^ 105 


IH NMR ( 5 ) ppm 

300MHz, DMS0-d6 
8. 23 (IH, s) , 7. 94and7. 87 (2 
H, ABq, J=8. 6Hz) , 7. 68and7. 
17(4H,A' B' q.J=8. 7Hz),7.4 
6-7. 33 (6H, m) , 6. 93and6. 75 
(2H, A"B"q, J=8. 2Hz) , 6. 82 ( 
IH, s),5. 13(2H.s),4. 30 (IH 
,brt, J=12. 2Hz),2. 39-2. 18 
(2H,m), 1.98-1. 77(4H,m),l 
.71-1.59(lH,m), 1.48-1.20 
(3H, m) 


0 


MS >9 0% (NMR) 


MS 519 (M+l) 
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mifcwmfk 106 


IH NMR( 5 ) ppm 

300MHz, DMS0-d6 
12. 89(lH,brs),9. 73 (IH, s) 
, 8. 24 (IH, s) , 8. 03and7. 91 ( 
2H, ABq, J=8. 7Hz) , 7. 66and7 
,04(4H,A' B* q,J=8. 7Hz),7. 
16-7. 03 (3H, m) , 6. 89 (2H, t, 
J=9. 2Hz) , 4. 33 (IH, brt, J=l 
2. 2Hz) , 2. 40-2. 18 (2H, m) , 2 
. 00-1. 78 (4H, m) , 1. 70-1. 58 
(lH,m), 1.50-1. 20 (3H,m) 


u 


> 9 0% (NMR) 


MS 429 (M+l) 




nm&m-& 107 


IH NMR ( 5 ) ppm 

300MHz, DMS0-d6 
12. 98 (IH, brs),9. 82 (IH, br 
s),8. 27 (IH, s),8. 09and7.9 
4 (2H, ABq, J=8. 7Hz) , 7. 74an 
d7. 22(4H,A' B' q, J=8. 7Hz), 
7. 28-7. 22 (IH, m) , 6. 67-6. 5 
4(3H,m),4,35(lH,brt, J=12 
. 2Hz) , 2. 40-2. 20(2H,m),2. 
05-1.80(4H,m), 1.72-1. 59 ( 
lH,m), 1.50-1. 21 (3H,m) 




> 9 0% (NMR) 


MS 429 (M+l) 



108 


IH NMR(S) ppm 




300MHz, DMS0-d6 
8. 24 (IH, s),8.01and7. 90(2 
H, ABq, J=8. 7Hz) , 7. 65and7. 
03 (4H, A' B' q, J=8. 7Hz), 7. 3 
2-7. 20 (3H, m) , 7. 08-7. 03 (1 
H, m) , 4. 32 (IH, brt, J=12. 2H 
z),3. 77 (3H, s),2. 36-2. 20 ( 
2H,m),2. 00-1. 78(4H,m),l. 
71-1. 59(111, m), 1.44-1. 11 ( 
3H, m) 


MM > 9 0% (NMR) 




MS 443 (M+l) 
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mMmm* 109 


IH NMR(6) ppm 

300MHz, DMS0-d6 
12. 75 (IH, s),8.24(lH, s),7 
. 96and7. 87 (2H, ABq, J=9. OH 
z),7. 69and7. 19 (4H, A' B' q, 
J=8. 6Hz),7. 37 (IH, t. J=7. 1 
Hz) , 6. 84-6. 70 (3H. m) , 4. 31 
(IH, brt, J=12. 2Hz),3. 78(3 
H, s),2. 39-2. 20(2H,m), 1.9 
8-1.78(4H,m),l. 76-1.60(1 
H,m), 1. 48-1. 13(3H,m) 


o 


> 9 0% (NMR) 


MS 443 (M+l) 



mrnrnm^- no 


IH NMR(S) ppm 

300MHz, DMS0-d6 
8. 31 (IH, s) , 8. 26and8. 04(2 
H, ABq, J=8. 8Hz), 7. 75and7. 
71 (4H, A' B' q, J=8. 8Hz),7.3 
2-7. 03 (4H, m),4. 34(lH,brt 
, J=12. 2Hz), 3. 94(2H,t, J=6 
. 3Hz),2. 40-2. 19(2H,m),2. 
ll-1.8l(4H,ra), 1.72-1. 16 ( 
6H,m),0.7l(3H, t, J=7. 3Hz) 


t> o 


WiM > 9 0% (NMR) 


MS 471 (M+l) 




mm** in 


IH NMR(S) ppm 

300MHz, DMS0-d6 
8. 22 (IH, s) , 7. 91and7. 87 (2 
H, ABq, J=8. 7Hz) , 7. 68and7. 
18 (4H, A' B' q, J-8. 7Hz),7.3 
5(1H, t, J=8. 5Hz),6. 80 (IH, 
d, J=9. OHz) , 6. 72-6. 68 (2H, 
m) , 4. 30 (IH, brt, J=12. 2Hz) 
, 3. 94 (2H, t, J=6. 5Hz) , 2. 39 
-2. 18(2H,m), 1. 97-1. 58 (7H 
,m), 1. 45-1.20(3H,m),0. 97 
(3H, t, J=7. 4Hz) 




H8t >9 0% (NMR) 


MS 471 (M+l) 
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112 


IH NMR(fi) ppm 


Q 




300MHz, DMS0-d6 
12. 73 (IH, s),8. 22 (IH, s),7 
. 94and7. 85 (2H, ABq, J=9. 3H 
z),7. 61and7. 01(4H,A' B' q, 
J=8. 6Hz) , 7. 25-7. 00 (4H, m) 
,5. 25 (2H, brs),4. 55 (2H, d, 
J=6. 6Hz),4. 29 (IH, brt, J=l 
2. 2Hz),2. 38-2. 18(2H,m), 1 
. 96-1. 78(4H,m), 1.70-1. 56 
(lH.m), 1.67C3H, s), 1.60(3 
H, s) , 1. 48-1. 15 (3H, m) 


> 9 0% (NMR) 


MS 


497 (M+l) 





iWt 113 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
12. 75 (IH, s),8. 23 (IH, s),7 
. 95and7. 86 (2H, ABq, J=8. 9H 
z),7. 69and7. 18(4H,A* B' q, 
J=8. 9Hz),7. 35(lH, t. J=8. 3 
Hz), 6. 81-6. 69 (3H,m), 5. 41 
(2H,brs),4. 54 (2H, d, J=6. 6 
Hz), 4. 31 (IH, brt, J=12. 2Hz 
),2. 41-2. 18(2H,m), 1.98-1 
.76(4H,m), 1. 73 (3H, s),1.7 
0-1. 58(lH,m), 1.68(3H, s), 
1. 45-1. 17(3H,m) 


HO<L (Xt<h°, >- 


> 9 0% (NMR) 


MS 497 (M+l) 




iiWtf 114 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
12. 73 (IH, s),8. 22(lH, s),7 
. 94and7. 85 (2H, ABq, J=8. 4H 
z) , 7. 60and6. 99 (4H, A' B' q, 
J=8. 6Hz) , 7. 29-7. 00 (4H. m) 
, 4. 29 (IH, brt, J=12. 2Hz) , 3 
. 99 (2H, t, J=6. 3Hz) , 2. 41-2 
. 20 (2H, m) , 1. 95-1. 76 (4H, m 
), 1.70-1. 14(7H,nr),jO. 76(3 
H, d, J=6. 6Hz) 




#6^ > 9 0% (NMR) 


MS 499 (M+l) 
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115 




>9 0% (NMR) 



MS 



499 01+ 1) 



IH NMR(S) ppm 

300MHz, DMSO-d6 
8. 23 (IH, s),7. 93and7. 87(2 
H, ABq, J=8. 6Hz) , 7. 69and7. 
19 (4H, A' B' q, J=8.6Hz),7.3 
5(1H, t, J=7. 8Hz),6. 82-6.6 
9 (3H, m) , 4. 30 (IH, brt, J=12 
.2Hz),4. 00 (2H, t, J=6. 9Hz) 
,2. 38-2.20(2H,m), 1.97-1. 
54(8H,m),l. 47-1.20(3H,m) 
,0. 93 (6H, d, J=6. 6Hz) 



116 


IH NMR( 6 ) ppm 

300MHz, DMSO-d6 
8. 30 (IH, s),8. 25 (IH, d, J=8 
.9Hz),8. 03 (IH, d, J=8.8Hz) 
,7: 68 (2H, d, J=8.8Hz),7. 24 
(2H, d. J=7. 2Hz) , 7. 19-7. 10 
(6H,m),6.94(2H, t,J=7. 2Hz 
),4. 34(lH,m),4. 19(4H,brs 
),3. 10 (4H, brs),2. 40-2. 15 
(2H,m),2. 10-1.95(2H,m), 1 
.95-1. 75 (2H,m), 1.75-1.55 
(lH,m), 1. 55-1. 20 (3H, m). 


H0 \x!K>8'ib 


> 9 0% (NMR) 


MS 557 (M+l) 




mm&m* 117 


IH NMR( 6 ) ppm 

300MHz, DMSO-d6 
12.8(1H, brs),8. 22 (IH, s), 
7. 98 (IH, d, J=8. 7Hz),7. 87 ( 
IH, d, J=8. 6Hz), 7.80 (2H,d, 
J=8. 2Hz) , 7. 72-7. 67 (3H, m) 
,7,59(2H, d. J=8. 7Hz),7. 54 
-7.51(2H,m),7.42-7.41(lH 
,m),7. 11 (2H, d, J=8. 8Hz),5 
.09(2H, s),4. 27 (IH, m),2.4 
0-2. 15 (2H, m) , 2. 00-1. 75 (4 
H,m), 1. 75-1.55 (lH,m), 1.5 
5-1.15(3H,m). 




>9 0% (NMR) 


MS 571 (M+l) 
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118 


IH NMR(S) ppm 


ho y; 




300MHz, DMS0-d6 
13.3(lH,brs),8. 30 (IH, s), 
8. 25 (IH, d, J=8. 9Hz),8. 04 ( 
IH, d, J=8. 7Hz),7. 72 (2H, d, 
J=8. 8Hz) , 7. 57 (4H, d, J=8. 6 
Hz), 7. 47 (4H, d, J=8.6Hz),7 
.33(2H, d, J=8. 9Hz),6. 84(1 

H, s),4. 33(lH,m),2. 45-2.1 
0 (2H, m) , 2. 10-1 . 95 (2H, m) , 

I. 95-1. 70 (2H, m), 1. 70-1.5 
5(lH,ra), 1. 55-1. 15 (3H, m). 


Wife > 9 0% (NMR) 


MS 


571 (M+l) 









119 


IH NMR( 6 ) ppm 


o 

HoyY 


-N /=\_ 


P 
H 3 C 


300MHz, DMS0-d6 
8. 32-8. 30 (2H, m), 8. 07-8. 0 
3 (IH, m) , 7. 74and6; 90 (4H, A 
Bq, J=8. 7Hz) , 4. 37 (IH, m) , 4 
. 31 (2H, t, J-6. 8Hz) , 3. 74 (3 
H, s),3. 04 (2H, t, J=6. 7Hz), 
2. 30 (2H, m) , 2. 02 (2H, m) , 1. 
86(2H,m), 1.63(lH,m), 1.55 
-1. 15(3H,m) 


mm 


> 9 0% 


(NMR) 




MS 


471 (M+l) 





mmmm^ 120 


IH NMR( 8 ) ppm 


0 

HoVr^^rVn 

KA~ H [~\-1 w 0-CH3 

0 0 


300MHz, DMS0-d6 
8. 23 (IH, s),7. 99 (IH, d, J=8 
.7Hz),7. 88 (IH, d, J=8. 4Hz) 
, 7. 61and7. 16 (4H, ABq, J=8. 
6Hz) , 7. 30-7. 22 (2H, m) , 7. 0 
1(2H, d, J=8. lHz),6. 92 (IH, 
t, J=7. 5Hz),4. 28 (IH, m),4. 
25 (2H, t, J=7. 2Hz),3.83 (3H 
,s),3. 07 (2H, t, J=7. lHz),2 
. 28 (2H, m) 2. 00-1. 75 (4H, m) 
, 1. 70-1.55(lH,m), 1.50-1. 
15(3H,m) 


ft&g. >9 0% (NMR) 


MS 471 (M+l) 
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121 


1H NMR( 8 ) ppm 


HO |Q 




-o 

CH 3 


300MHz, DMS0-d6 
12. 85 (1H, brs),8.24(lH, s) 
i o. ui vin, u, j o. i nil) , t . yu 
(1H, d, J=8. 6Hz) , 7. 62and, 7 

17 (AU A R/-i T— Q 7II»^ 7 O/f 

. 1 f vxn, AdQ, j— o. inZ/ , f . 
(1H, m),6. 94(2H,m),6. 82(1 
n, nU , 4. J<5 Un, t, J-D. (HZ) , 

3. 76 (3H, s),3.07(2H, t,J=6 
.7Hz),2. 29(2H,m),2. 00-1. 
75(4H,m), 1. 70-1. 55 (1H, m) 


> 9 0% (NMR) 


,1.50-1. 15(3H,m) 


MS 


471 (M+l) 







%mm^r 122 


1H NMR( 6 ) ppm 

300MHz, DMS0-d6 
12.8(lH,brs),8. 22 (1H, s), 
7. 87 (2H, m),7. 62 (2H, d, J=8 
. lHz),7. 60-7.20(7H,m),5. 
23 (2H, s),4. 46 (1H, m),2. 50 
-2. 30 (2H, m) , 1. 70-1. 40 (10 
H,m). 




> 9 0% (NMR) 


MS 441 (M+l) 




Itiff 123 


1H NMR(a) ppm 

300MHz, DMS0-d6 
8. 24 (1H, s),7. 97(lH,d, J=9 
. 0Hz) , 7. 87 (1H, d, J=8. 4Hz) 
, 7. 65 (2H, d, J=8. 7Hz) , 7. 40 
-7. 05 (9H, m) , 7, 03 (2H, d, J= 
8. 4Hz),4. 31(lH,m),4. 18(2 
H, t, J=6. 6Hz) , 2. 81 (2H, t, J 
=6. 3Hz) , 2. 40-2. 20 (2H, m) , 
2. 00-1. 70 (4H, m) , 1. 70-1. 5 
0(1H, m), 1.50-1. 05(3H,m). 


b ° 


>9 0% (NMR) 


MS 533 (M+l) 
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mfefci#* 124 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
13. KlH,brs),8. 29 (IH, s), 
8. 17 (IH, d, J=8. 7Hz),7. 99 ( 
IH, d,J=8. 7Hz),7. 77 (2H, d. 
J=8. 7Hz) ,7. 40-7. 20 (8H, m) 
,6. 84 (IH, d. J=9. 3Hz),6. 75 
-6. 72 (2H,m),4. 36(lH,m),4 
. 22 (2H, t, J=6. 8Hz) , 3. 04 (2 
H, t. J=6.7Hz),2.40-2. 15(2 
H, m),2. 15-1. 95(2H,m), 1.9 
5-1. 75(2H,m), 1. 75-1. 55(1 
H, m), 1.55-1. 15(3H,m). 


o f~\ 


>9 0% (NMR) 


MS 533 (M+1) 



%mm^ 125 


IH NMR(5) ppm 

300MHz, DMS0-d6 
8. 32 (IH, s),8. 28 (IH, d, J=8 
.7Hz),8. 05(lH,d, J=9. 0Hz) 
,7. 73(2H,d, J=9. 0Hz),7. 43 
(4H, d. J=7. 2Hz) , 7. 36-7. 20 
(8H, m),4. 74 (2H, d, J=7. 5Hz 
),4. 57 (IH, t, J=7. 5Hz),4.3 
8(lH,m),2.40-2. 15(2H,m), ! 
2. 15-1. 95 (2H, m) , 1. 95-1. 8 
5(2H,m), 1. 85-1. 55 (IH, m), 
1.55-1. 20 (3H,m). 


b o 


MS > 9 0% (NMR) 


MS 517 (M+1) 




nm&m* 126 


IH NMR(S) ppm 

300MHz, DMS0-d6 1 
8. 32 (IH, s),8. 14 (IH, d, J=8 
.7Hz),8. 03(lH,d, J=8. 7Hz) 
,7.77 (2H,d. J=9.0Hz),7. 52 
-7. 31 (7H. m) , 5. 74 (2H, m) , 5 
.26(2H, s),4. 61 (IH, m),2.9 
6(lH,m),2.60-2. 10(5H,m). 




> 9 0% (NMR) 


MS 425 (M+1) 
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m 33 



Hlfe0)J## 127 


1H NMR( 6 ) ppm 

300MHz, DMS0-d6 
13.2(lH,brs),8. 33 (1H, s), 
8. 12 (1H, d, J=8. 7Hz),7.96( 
lH,d, J=8. 8Hz),7.79(2H, d, 
J=8. 7Hz) , 7. 52-7. 32 (7H, m) 
,5. 26 (2H, s),4. 92 (1H, d,J= 
49. 4Hz) , 4. 57 (1H, m) , 2. 65- 
2. 35(2H,m),2.25-1.50(6H, 
m). 


O 

F 


#6^ > 9 0% (NMR) 


MS 445 (M+l) 




128 


1H NMR( 8 ) ppm 

300MHz, DMS0-d6 

8.2K1H, s),7. 92and7. 85(2 

H, ABq, J=8. 6Hz) , 7. 61and7. 
06 (4H, A'B'q. J=8. 6Hz),7.3 
6-6. 91 (9H, m) , 4. 24 (1H, br't 
, J=12. 2Hz) , 2. 35-2. 15 (2H, 
m), 1.95-1. 75(4H,m),l. 70- 

I. 58(lH,m), 1. 48-1. 14 (3H, 
m) 




MS > 9 0% (NMR) 


MS 505 (M+l) 




129 


1H NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 21 (1H, s) , 7. 92and7. 86 (2 
H, ABq, J=8. 6Hz) , 7. 69and7. 
22(4H,A'B ? q, J=8.6Hz),7.5 
2-7. 39 (1H, m) , 7. 47and7. 41 
(2H, A'B'q, J=8. lHz),6.9l( 
lH,d, J=8. 0Hz),6. 89 (1H, d, 
J=8. 2Hz),6. 75 (1H, s),4. 36 
-4. 18 (1H, m) , 2. 38-2. 17 (2H 
,■0,1. 95-1. 76(4H,m),l. 70 
-1.59(lH,m), 1.44-1. 19 (3H 
,m) 




>9 0% (NMR) 


MS 505 (M+l) 
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mmmmur 130 


IH NMR( 5 ) ppm 

300MHz, DMS0-d6 
8. 27 (IH, s),7. 69 (2H, d,J=8 
.6Hz),7.49-7.21(llH,m),5 
. 08and5. 03 (2H, ABq, J=12. 6 
Hz), 5. 07-4. 99(lH,m),4. 26 
(2H, d,J=6. 6Hz),2. 40-2. 18 
(2H,m),2. 04-1. 77(4H,m),l 
. 70-1.58(lH,m), 1.48-1. 15 
(3H,m> 


9 /T\ 

\ HI ^ 

. o 


> 9 0% (NMR) 


MS 590 (M+l) 




^Slfcfcl** 131 


IH NMR( 6 ) ppm 

300MHz, PMS0-d6 
8. 29 (IH, s),8. 11 (IH, d,J=9 
.0Hz),7, 96 (IH, d, J=8.4H«) 
,7. 80 (2H, d,J=8. 1Hz), 7. 72 
-7.4l(7H,m),7. 12(lH,d,J= 
12. 6Hz), 7. 01 (IH, d, J=8.4H 
z),5. 12(2H,s),4. 06(lH,m) 
, 2. 35-2. 10 (2H, m) , 2. 00-1. 
75(4H,m), 1.75-1. 55(lH,m) 
, 1.60-1. 20 (3H,m). 


CF 3 


#BS > 9 0% (NMR) 


MS 589 (M+l) 




Hl^tf 132 


IH NMR( 5 ) ppm 

300MHz, DMS0-d6 
12.8(1H, brs),8. 23 (IH, s), 
7. 97 (IH, d, J=8. 7Hz),7. 87 ( 
IH, d, J=8. 6Hz) , 7. 66 (2H, d, 
J=8. 6Hz) , 7. 49-7. 33 (5H, m) 
,7. 17-7. 05(6H.m),5. 12 (2H 
. s),4.31(lH. m), 2. 40-2. 15 
(2H, m),2. 05-1. 20(8H,m). 




>9 0% (NMR) 


MS 519 (M+l) 
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133 




MS 



>9 0% (NMR) 



531 (M+l) 



IH NMR( 8 ) ppm 

300MHz, DMS0-d6 
8.57(1H, s),8.01(lH, d, J=8 
.7Hz),7. 66 (IH, d, J=8. 7Hz) 
,7.51(2H, d, J=8. 7Hz),7.31 
(4H, d, J=8.0Hz),7. 16(4H.d 
, J=8. 0Hz),7.O9(2H, d, J=8. 
7Hz),6. 26 (IH, s),4. 37 (IH, 
m),2. 41-2. 28(2H,m),2. 33 ( 
6H, s),2. 03-1. 84(4H,ra), 1. 
77 (IH, m), 1.45-1. 20 (3H,m) 



mmM&-& 134 


IH NMR(S) ppm 

8. 59 (IH, d, J=l. 5Hz),8.02( 
IH, dd, J=8. 7, 1.5Hz),7. 68 ( 
lH,d, J=8. 7Hz),7. 54 (2H, d, 
J=8. 8Hz),7. 39 (4H, dd, J=8. 
7,5. 3Hz),7.08(4H. d,J=8.7 
Hz), 7. 05(2H,d, J=8. 8Hz),6 
.29(lH, s),4. 36(lH,m),2.4 
3-2. 19(2H,m),2. 04-1.85(4 
H,m), 1. 78 (IH, m), 1.45-1.2 
3(3H,m). 


o 

F 


Ufe > 9 0% (NMR) 


MS 539 (M+l) 




mmmm^r 135 


IH NMR(6) ppm 

300MHz, DMS0-d6 
12. 34(lH,brs), 7. 93 (IH, s) 
,7. 55(lH,d. J=8.6Hz), 7. 33 
-7. 15(6H,m),7. 11 (2H, d. J= 
8. 6Hz) , 4. 30-4. 20 (IH, m) , 4 
.07(2H, t, J=6. 3Hz),3. 93(3 

H, s),2. 78(2H, t, J=7.4Hz), 
2. 35-2. 19 (2H, m) , 2. 12-2. 0 
0(2H,m), 1.91-1. 79 (4H,m), | 

I. 69-1. 60(lH,m),l. 47-1.2 
0(3H,m) | 


0 


> 9 0% (NMR) 


MS 485 (M+l) 
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136 


1H NMR( 6 ) ppm 


0 

HO 




300MHz, DMS0-d6 

8. 13 (1H, s),7. 65 (2H, d, J=8 

7Hz) . 7. 63 (1H, s) , 7. 35-7. 
12 (7H, ra),4. 35-4. 20(lH,m) 

4 10 (1H t T=6 3Hz) 2 78 
(2H, t,J=7. 5Hz),2. 33-1.78 
(8H m) 1. 70-1. 16 (4H, m) 


*fi£ > 9 0% (NMR) 




MS 


471 (M+l) 







137 


1H NMR( 6 ) ppm 


H 3 C^^ 




300MHz, DMS0-d6 
8. 24 (1H, s),8. 11 (1H, s),7. 
76(2H,d, J=9. 0Hz),7. 37-7. 
16 (7H, m),4. 43-4. 30(lH,m) 
, 4. 13 (2H, t, J=6. 3Hz), 2. 84 
-2. 68 (5H, m) , 2. 42-2. 22 (2H 
,m),2. 18-1. 80 (6H,m), 1.70 
-1. 20(4H,m) 


> 9 0% (NMR) 




MS 


469 (M+l) 





138 



o 




b 



mm 



> 9 0% (NMR) 



MS 



547 (M+l) 



1H NMR( 6 ) ppm 

300MHz, DMS0-d6 
12. 73(lH,brs),8. 22 (1H, s) 
,7. 76 (1H, d, J=8. 7Hz),7. 85 
(1H, d, J=8. 7Hz) , 7. 54-7. 49 
(4H,m),7. 42-7.21(5H,m),7 
. 11-7. 09(3H,m),6. 93(lH,m 
),5. 17 (2H, s),4. 29(3H,m), 
3. ll(2H,m),2. 40-2. 20 (2H, 
m), 1.99-1. 23 (8H,m) 
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mm** 139 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
12. 73(lH,brs),8. 22 (IH, s) 
,7. 93 (IH, d, J=8. 7Hz),7. 73 
(lH,m),7. 60-7. 57(2H,m),7 
.47-6. 90 (IH, m),5. 11 (2H, s 
),4. 33-4. 28<3H,ra),3. 09-3 
.04(2H, t, J=6. 7Hz),2. 35-2 
.20(2H,m), 1. 95-1. 10(8H,m 


0 

O CHq 


> 9 0% (NMR) 


MS 547 01+1) 





IH NMR(S) ppm 

300MHz, DMS0-d6 
12. 83(2H,brs),8.22(lH, s) 
,7. 94 (IH, d, J=8. 7Hz),7. 85 
(IH, d. J=8.4Hz), 7. 63-7.60 
(2H,m),7. 26-7. 03(6H,m),4 
. 73 (2H, s),4. 30 (IH, m),2.4 
0-2. 15 (2H, ra) , 2. 00-1. 20 (8 
H, m) 




#6^ > 9 0% (NMR) 


MS' 487 (M+l) 




m&wm* hi 


IH NMR( 5 ) ppm 

300MHz, DMS0-d6 
12. 87(lH,brs),8. 24 (IH, s) 
,7. 97 (IH, d, J=9. 0Hz),7. 87 
(IH, d, J=8. 7Hz) , 7. 69and7. 
19 (4H, ABq, J=8. 7Hz) , 7. 36 ( 
IH, t, J=8. 7Hz),6. 80-6. 72 ( 
3H,m),4. 71 (2H, s),4. 32 (IH 
,m),2. 29 (2H, m), 1. 95-1. 25 
(8H, m) 


N — 7 OH 


> 9 0% (NMR) 


MS 487 (M+l) 
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142 


IH NMR(S) ppm 


o 

HOT* 


\ k \> // 

O 01 


300MHz, DMS0-d6 
8. 32(lH,s),8. 27 (1H, d, J=8 
.7Hz),8. 05 (IH, d, J=9.0Hz) 
,7. 76-7.72(3H,m),7. 54 (IH 
,d, J=8. 4Hz),7. 39-7. 22 (7H 
,m),5. 11 (IH. s),4. 36(lH,m 
),2. 35 (3H, s),2. 35-2. 15(2 
H,m),2. 15-1. 95(2H,m), 1.9 
5-1. 75(2H,m), 1.75-1. 55(1 
H,m), 1.55-1. 15 (3H, m). 


mm 


>9 0% (NMR) 




MS 


551 (M+l) 







IH NMR( 8 ) ppm 

300MHz, DMS0-d6 
13. KlH,brs),8. 30 (IH, s), 
8.24QH, d,J=8. 8Hz),8. 03 ( 
IH, d, J=8. 7Hz) , 7. 74-7. 71 ( 
3H,m),7. 52 (IH, d, J=8. 3Hz) 
,7.40-7. 36(3H,m),7.23(2H 
,d, J=8. 8Hz),7.0l(2H, d, J= 
8. 7Hz),5. 11(2H. s),4. 35(1 

H, m),3. 79 (3H, s),2. 45-2. 1 
5(2H,m),2. 15-1.95(2H,m), 

I. 95-1. 75 (2H, m) , 1. 75-1. 5 
5(lH,m), 1.55-1. 15(3H,ra). 


o 


>9 0% (NMR) 


MS 567 (M+l) 




mm&m^ 144 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
13.0(1H, brs),8. 31 (IH, s), 
8. 23 (IH, d,J=8. 7Hz),8. 04 ( 
IH, d, J=8.7Hz),7.80(2H, d, 
J=8. 3Hz), 7. 70-7. 66(3H,m) 
,7. 55-7. 40(4H,m),7. 03-6. 
95(2H,m),5. 08 (2H, s),4. 03 
(lH,m),2.40-2. 15(2H,m),2 
. 18 (3H, s),2. 05-1. 70(4H,m 
),1. 70-1. 50(lH,m), 1.50-1 
. 10(3H,m). 


CF 3 

0 ^ 


m& > 9 0% (NMR) 


MS 585 (M+l) 
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145 


IH NMR( 6 ) ppm 




O c ' 


300MHz, DMS0-d6 
8. 31 (IH, s),8. 23 (IH, d, J=8 
.8Hz),8. 02 (IH, d. J=8. 7Hz) 
,7. 73-7. 71 (3H, m),7. 54 (IH 
, d, J=8. 3Hz) , 7. 48 (2H, d, J= 
8. 4Hz), 7.41-7.37(3H,m), 7 
99 (9H A T=8 7H7} 5 1 % (2 

H, s),4. 34(lH,ra),2. 40-2.2 
0(2H,m),2. 15-1.95(2H,m), 

I. 95-1. 75 (2H, m), 1.70-1. 5 
5(lH,m), 1.50-1. 15(3H,m), 
1.3K9H, s). 


>9 0% (NMR) 


MS 


593 (M+l) 








146 


IH NMR( 8 ) ppm 




b 


300MHz, DMS0-d6 
8. 29 (IH, s),8. 13 (IH, d, J=8 
.7Hz),7. 97(lH,d, J=8.6Hz) 
,7. 76 (IH, d, J=2. lHz),7. 63 
(IH, t, J=8. 5Hz),7. 57(lH,d 
d, J=8. 2, 2. 2Hz) , 7. 55-7. 35 
(6H,m),7. 15 (IH, d, J=12. IH 
z),7. 02 (IH, d, J=8.6Hz),5. 
10(2H, s),4. 07(lH,m),2. 35 
-2. 10 (2H, m) , 2. 00-1. 70 (4H 
,m), 1.70-1. 55 (lH,m), 1.50 
-1. 15(3H,n). 




> 9 0% (NMR) 


MS 


555 (M+l) 







147 


IH NMR(S) ppm 


ho r 


CI 

c, -0 

irN /=\ 

O Cl 


300MHz, CDC13 

8. 61 (IH, s),8. 04 (IH, d, J=8 
.7Hz),7.69(lH, d, J=8.7Hz) 
> 7.66(lH»d,J=2.4Hz),7. 59 
(2H, d, J=8. 7Hz),7. 42(lH,d 
d, J=8. 0, 2. 4Hz),7. 38(lH,t 
,J=1.8Hz),7. 28 (2H, d, J=l. 
8Hz), 7. 26 (IH, d, J=8. 0Hz), 
7. 03 (2H, d, J=8. 7Hz), 4. 94 ( 
2H, s),4. 37(lH,m),2. 43-2. 
21 (2H, m),2, 17-1.86(4H,m) 
,1.79(lH,m), 1.43-1. 26 (3H 
,m). 




> 9 0 % (NMR) 


MS 


605 (M+l) 
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nmw&* us 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
8.21(s, 1H),7.89(1H, d, J=8 
.7Hz),7. 87 (IH, d, J=8. 7Hz) 
,7. 63-7.46(5H,m),7. 30-7. 
12 (5H, m),7.08(lH, d, J=ll. 
0Hz),6.81(lH, s),3.92(lH, 
m),2. 15-2. 06(2H,m), 1.89- 
172(4H,m), 1.61(lH,m), 1.4 
2-1.09(3H,m). 


0 R 

F 


> 9 0% (NMR) 


MS 557 (M+l) 




nmwm* 149 


IH NMR( 8 ) ppm 

300MHz, DMS0-d6 
8. 24 (IH, d, J=1.5Hz),7. 96 ( 
IH, d, J=9. 0Hz),7. 88(lH,dd 
, J=9. 0, 1.5Hz),7. 58 (IH, d, 
J=8. 7Hz),7. 50-7. 30(5H,m) 
,7. 22-7. 00(6H,m), 5. 13 (2H 
,s),3. 98-3. 80(lH,s),2. 36 
-1. lO(lOH.m) 


0 "\_ 

O 


> 9 0% (NMR) 


MS 553 (M+l) 




2Bfe0!l## 150 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 23 (IH, s) , 8. 95 (IH, d, J=8 
. 4Hz) , 7. 88 (IH, d, J=8. 7Hz) 
,7.66(1H, d. J=8. 4Hz) , 7. 52 
-7. 28(7H,m),7. 23 (2H, d, J= 
9. 3Hz),7. 14 (2H, d, J=8. 7Hz 
),5. 14 (2H, s),3. 90-3. 72(1 
H,m),2. 20-1. 10(10H,m) 


O CF 3 . 

v_y o-\ 

0 


> 9 0% (NMR) 


MS 587 (M+l) 
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mmm&nr 151 


1H NMR( 6 ) ppm 




/=\ 

O - 


300MHz, DMS0-d6 
8. 18 (1H, s),7. 92-7. 78 (3H, 
m) , 7. 78-7. 58 (3H, m) , 7. 58- 
7. 44(4H,m),7.29(lH, d, J=8 
. 2Hz) , 7. 01 (2H, d, J=8. 7Hz) 
,4. 88(lH,d, J=11.8Hz),4.8 
0 (1H, d, J=l 1. 8Hz) , 4. 22 (1H 
,m),2. 37-2. 16(2H,m), 1.95 
-1. 75(4H,m), 1.64(lH,m),l 
.48-1. 14(3H,m). 


mm 


>9 0% (NMR) 




MS 


605 (M+l) 





mMMm*k 152 


1H NMR( 8 ) ppm 

300MHz, DMS0-d6 

8. 2l(2H,m),7. 99-7. 80 (2H. 

m) , 7. 63-7. 08 (9H, m) , 4. 20- 

3. 98(4H,m),2. 20-2. 15 (2H, 

m), 1. 95-1. 74(4H,m), 1. 70" 

1.54<lH,m), 1.44-1. 14(3H, 

m) 


^—y nh 2 


MS >9 0% (NMR) 


MS 456 (M+l) 




153 


1H NMR( 6 ) ppm 

300MHz, DMS0-d6 

8. 20 (1H, s) , 8. 93and7. 83 (2 

H, ABq, J=8. 7Hz) , 7. 86-7. 21 
(llH,m),7. 03(2H,d, J=8. 7H 
z),4. 20(lH,brt, J=12. 2Hz) 
,2. 32-2. 13(2H,m),l. 92-1. 
74(4H,m), 1. 69-1. 58(lH,m) 

I. 45-1. 15(3H,m) 




> 9 0% (NMR) 


MS 489 (M+l) 
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154 


IH NMR( 8 ) ppm 

300MHz, DMS0-d6 
8. 23 (IH, s),7. 94and7.86(2 
H, ABq, J=8. 6Hz), 7. 72-7. 16 
(13H,m),5. 25(2H,brs),4.5 
5(2H,d, J=6.6Hz),4.31(lH, 
brt, J=12. 2Hz) , 2. 37-2. 18 ( 
2H, m) , 1. 98-1. 77 (4H, m) , 1. 
70-1. 58 (lH.m), 1.48-1. 20 ( 
3H,m) 


0 

II 


>9 0% (NMR) 


MS 489 (M+l) 



mm&m^ 155 


IH NMR ( 6 ) ppm 

300MHz, DMS0-d6 

8. 21 (IH, s) , 7. 85and7. 61 (2 

H, ABq, J=8. 7Hz) . 7. 61and6. 
99 (4H, A' B* q,J=8. 7Hz),7.2 
8-7. 18(lH,m),7. 25 (2H, d, J 
=7. 5Hz) , 7. 07-6. 99 (IHm) , 4 
. 30 (IH, brt, J=12. 2Hz) , 3. 8 
3 (2H, d. J=6. OHz) , 3. 82-3. 7 
2 (IH, m) , 2. 68-2. 49 (2H, m) , 
2. 39-2. 21 (2H, m) , 1. 95-1. 8 
0 (4H, m) , 1. 79-1. 60 (2H, m) , 

I. 46-1. 22 (5H,m), 1.30(9H, 
s), 1. 00-0. 82 (2H, m) 


0 A" 


>9 0% (NMR) 


MS 626 (M+l) 




$m&m^ 156 


IH NMR( 5 ) ppm 

300MHz, DMS0-d6 
8. 22 (IH, s),7. 92and7. 86(2 
H, ABq, J=8. 7Hz) , 7. 68and7. 
18(4H,A'B'q, J=8.7Hz),7.3 
5(1H, t, J=8. 5Hz),6. 80 (IH, 
d. J=8. 3Hz) , 6. 72-6. 70 (2H, 
1 m) 4. 30 (IH, brt, J=12. 2Hz) , 
3. 99(2H,brd, J=12. OHz), 3. 
85 (2H, d, J=6. 3Hz) , 2. 82-2. 
62 (2H, m) , 2. 38-2. 20 (2H, m) 
, 1. 99-1. 59 (8H, m) , 1. 42-1. 
03(5H,m), 1. 39 (9H, s) 


Ask* 


> 9 0% (NMR) 


MS 626 (M+l) 
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m&m* 157 


1H NMR( 8 ) ppm 

300MHz, DMS0-d6 
12. 78 (1H, brs),8. 22 (1H, s) 
,7. 96 (1H, d, J=8.6Hz),7.86 
(1H, d, J=8. 6Hz), 7. 75(lH,d 
, J=2. 2Hz),7. 60 (2H, d, J=8. 
4Hz),7. 55 (1H, dd, J=8. 3, 2. 
2Hz) , 7. 48 (1H, d, J=8. 3Hz) , 
7. 18 (2H, d, J=8.4Hz),6. 73 ( 
2H, s),5.08(2H, s),4. 23 (1H 
,m),3. 68 (9H, s), 2. 37-2. 17 
(2H, m), 1.99-1. 79(4H,m), 1 
.65(1H, s), 1.49-1. 15(3H,m 

) • 


PH 3 

11 fs /••• — \ 

O H:>C T>-^_) 

Ho \iMr>or)=\ 

t> Hl 


*&ft > 9 0% (NMR) 


MS 627 (M+l) 






1H NMR( 8 ) ppm 

300MHz, DMS0-d6 
12. 75(lH,brs),8. 22 (1H, s) 
,7. 93 (2H, d, J=8. 7Hz),7. 85 
(2H, d, J=8. 5Hz) , 7. 53-7. 21 
(10H, m),6. 94 (2H, d, J=8. 7H 
z),4. 30-4. 12 (3H, m),3. 05 ( 
2H,ro),2. 35-2. 15(2H,m), 1. 
95-1. 75(4H,m), 1.75-1. 55 ( 
lH,m), 1. 50-1. 10(3H,m) 


o 

"b o 


MS > 9 0% (NMR) 


MS . 517(11+1) 




159 


1H NMR(5) ppm 

300MHz, DMS0-d6 

12. 77 (1H, brs),8. 22 (1H, s) 

,7. 95 (1H, d, 8.6Hz),7. 86(1 

H, d, 8. 6Hz) , 7. 80 (1H, s) , 7. 
70-7. 35 (10H, m) , 7. 27 (2H, d 
,J=8. 7Hz),5. 30 (2H, s),4. 2 
8(1H, m),2. 35-2. 15 (2H, m), 

I. 95-1.75 (4H,m), 1. 70-1.5 
5(lH,m), 1.50-1. 15(3H,m) 


p 


> 9 0% (NMR) 


MS 503 (M+l) 
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IH NMR( 8 ) ppm 

300MHz, DMS0-d6 
8. 90 (IH, brs), 8. 59(lh,brs 
),8. 33 (IH, s),8. 18and8. 00 
(2H, ABq, J=8. 5Hz) , 7. 73and 
7. 10 (4H, A' B* q, J=8. 5Hz),7 
. 32-7. 05 (4H, m) , 4. 35 (IH, b 
rt T=12 2Hz) 3 86 (2H ri T 
=6. 3Hz) , 3. 25-3. 08 (2H, m) , 
2. 85-2. 66 (2H, m) , 2. 40-2. 2 
8(2H, m),2. 07-1. 14(15H,m) 


o 


J»££ > 9 0% (NMR) 


MS 526 (M+l) 





161 


IH NMR( 6 ) ppm 




HCI 


300MHz, DMS0-d6 
9,05(1H, brs), 8. 76 (lh, brs 
),8.31(1H, s),8. 19and8.00 
(2H, ABq, J=8. 3Hz) , 7. 79and 
7. 25(4H,A' B' q, J=8. 3Hz), 7 
. 39 (IH, brs) , 6. 86-6. 74 (4H 
,m),4. 37(lH,brt, J=12. 2Hz 
),3. 89 (2H, d, J=5. 0Hz),3.3 

5- 3. 18 (2H, m) , 2. 98-2. 75 (2 
H, m),2. 38-2. 17(2H,m),2. 1 

6- 1. 15(15H,m) 


MS > 9 0% (NMR) 


MS 526 (M+l) 





rnm^m-^ 162 


IH NMR(S) ppm 




300MHz, DMS0-d6 
12. 87 (IH, brs), 8. 58 (IH, d, 
J=6.0Hz),8. 23 (IH, s),7.99 
and7. 80 (2H, ABq, J=8. 6Hz) , 
7. 61and7. 18 (4H, A' B' q. J=8 
.0Hz),7. 45-7. 30(5H,m),5. 
29 (IH, brs) , 4. 26 (IH, brt, J 
=12. 2Hz),2. 37-2. ll(2H,m) 
,2. 00-1. 71(4H,m), 1. 92 (3H 
,s),l. 70-1. 52(lH,m), 1. 45 
-1. ll(3H,m) 


> 9 0% (NMR) 


MS 498 (M+l) 
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&mm* 163 


IH NMR( 5 ) ppm 

300MHz, DMS0-d6 
8. 23 (IH, s),7. 95and7. 86(2 
H, ABq, J=8. 6Hz) , 7. 69and7. 
18(4H,A' B' q, J=8.6Hz),7.3 
5 (IH, t, J=8. 6Hz) , 6. 80 (IH, 
d. J=7. 5Hz) , 6. 72-6. 69 (2H, 
m; , 0. <sU V.1M, t, J— o. /MZ> , 4. 
31 (IH, brt, J=12. 2Hz) , 3. 95 
(2H, t, J=6. 8Hz) , 2. 49-2. 19 
(4H,m), 1.97-1. 76 (4H,m),l 
.68(3H, s), 1.67-1. 54(lH,m 
), 1.6K3H, s), 1.45-rl.20(3 
H,m) 


o 


MS > 9 0% (NMR) 


MS 511 (M+l) 




mmmm^ 164 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 20 (IH, s),7. 87 (2H, s),7. 
68and7. 18 (4H, ABq, J=8. 7Hz 
),7. 35 (IH, t, J=7. 9Hz),6.8 
KlH, d, J=9.4Hz),6. 72(lHs 
),6.71(1H, d, J=6. 8Hz) , 4. 8 
0(2H, s),4. 29(lH,brt, J=12 
.2Hz),4. 10 (IH, t, J=6. 7Hz) 
,2. 43 (IH, t,J=6. 7Hz),2. 39 
-2. 19(2H,m), 1. 97-1. 78 (4H 
,m), 1.76(3H, s), 1.70-1. 56 
(lH,m), 1.43-1. 19(3H,m) 




> 9 0% (NMR) 


MS 497 (M+l) 



mmwm-w 165 


IH NMR( 5 ) ppm 


Ho Vm°,....o 


300MHz, DMS0-d6 
11. 21 (IH, brs),8. 33 (IH, s) 
, 8. 25 (IH, d, J=8. 6Hz) , 8. 04 
(IH, d, J=8.6Hz),7.78(2H,d 
,J=8.7Hz),7. 70-7. 67(2H,m 
),7. 55-7. 42(3H,m),7. 27(2 
H, d, J=8. 7Hz),4. 73-4. 30(5 
H,m),4. 20-3. 97(lH,m),3.4 
2-3. 10(2H,m),2. 45-1.23(1 
4H. m) 


> 9 0% (NMR) 




MS 
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»f 166 


IH NMR( 5 ) ppm 


/ 


300MHz, DMS0-d6 
8. 27 (IH, s),8. 13(lH,d, J=8 
.4Hz),7. 97 (IH, d,J=9. OHz) 
,7. 73 (IH, d, J=l. 8Hz),7.68 
(2H d T=8. 4Hz) 7 54 (IH d 
d, J=8. 4, 2. lHz),7.41-7. 31 
(5H m) 7 19 (2H d T=8 4Hz 
),5. 10 (2H. s),4. 32(lH,m), 
2. 50 (3H, s),2. 40-2. 15 (2H, 
m),2. 10-1. 75(4H,m), 1.75- 
1. 55 (lH,m), 1.55-1. 10 (3H, 
m). 


#6<S > 9 0% (NMR) 


MS 583 (M+l) 





mm^m-w 167 


IH NMR( 6 ) ppm 




300MHz, DMS0-d6 
8. 25 (IH, s),8. 09(lH,d, J=8 
. 4Hz) , 8. 00 (2H, d, J=8. 4Hz) 
,7.94(1H, d, J=8. 7Hz),7. 80 
(IH, d, J=2. lHz),7. 73 (2H, d 
, J=8. lHz),7. 65. (2H, d, J=8. 
7Hz),7. 60 (IH, dd, J=8. 1, 2. 
1Hz),7.44(1H, d, J=8. 1Hz), 
7. 16 (2H, d, J=8. 7Hz),5. 13 ( 
2H, s) , 4. 30 (IH, m) , 3. 26 (3H 
,s),2. 40-1. 15(2H,m),2. 05 
-1. 75 (4H, m), 1. 75-1. 55 (IH 
,m), 1.55-1. 15(3H,m). 


> 9 0% (NMR) 


MS 615 (M+l) 







168 


IH NMR( 6 ) ppm 






) 
CI 


300MHz, DMS0-d6 
13. l(lH,brs),8. 32 (IH, s), 
8. 28 (IH, d, J=8. 8Hz),8. 05 ( 
IH, d. J-8. 7Hz),7.80-7.75( 
3H,m),7. 69 (IH, d, J=4. 1Hz) 
,7. 57(2H,m),7. 34-7. 29 (3H 
,m),7.20-7. 15(lH,m),5. 24 
(2H, s),4. 39(lH,m),2. 45-2 
. 20 (2H, m) , 2. 20-1. 95 (2H, m 
), 1.95-1. 75(2H,m), 1. 75-1 
.55(lH,m), 1.55-1. 15(3H,m 




>9 0% (NMR) 




MS 


543 (M+l) 
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169 




> 9 0% (NMR) 



MS 



571 (M+l) 



IH NMR( 8 ) ppm 

300MHz, DMS0-d6 
8. 31 (IH, s),8. 26 (IH, d, J=8 
.7Hz),8. 05 (IH, d, J=8. 7Hz) 
,7. 78-7. 71 (3H, m),7. 59-7. 
41(6H,m),7. 23 (2H, d, J=9. 0 
Hz), 5. 11 (2H, s),4. 35(lH,m 
),2. 40-2. 15(2H,m),2. 15-1 
. 95 (2H, m) , 1. 95-1. 75 (2H, m 
), 1. 75-1. 55(lH,m), 1.55-1 
. 15(3H,m). 



mmmrn-^ 170 


IH NMR (.6 ) ppm 

300MHz, DMS0-d6 
12. 7 (IH, brs), 8. 66 (IH, s), 
8. 61(lH,m),8.21(lH, s),7. 
92-7. 79 (4H, m) , 7. 61-7. 56 ( 
3H,m),7. 50-7. 43(2H,m), 7. 
10 (2H, d, J=8. 7Hz) , 5, 09 (2H 
,s),4. 26(lH,m),2.40-2. 15 
(2H, m) , 2. 00-1. 75 (4H, m) , 1 
. 75-1. 55(lH,m), 1.50-1. 15 
(3H, m) . 


O /=N 


>9 0% (NMR) 


MS 538 (M+l) 






IH NMR ( 6 ) ppm 

300MHz, DMS0-d6 
8.3K1H, s),8. 25 (IH, d, J=8 
.7Hz),8. 04 (IH, d, J=8. 7Hz) 
,7.74-7.71(3H,m),7. 57-7. 
46(3H,m),7.39(lH, d, J=8. 1 
Hz), 7. 31-7. 21 (4H, m),5. 11 
(2H, s), 4. 35(lH,m),2. 40-2 
. 15(2H,m),2. 15-1. 95(2H,m 
), 1. 95-1. 75(2H,m), 1.75-1 
. 55(lH,m), 1. 55-1. 15 (3H,m 


R 

0 c - 


> 9 0% (NMR) 


MS 555 (M+l) 
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SOSOTS-S- 172 


IH NMR(S) ppm 

300MHz, DMS0-d6 
8. 24 (IH, s),7. 99 (IH, d, J=8 
.7Hz),7. 88 (IH, d, J=10. 5Hz 
),7. 70 (IH, dd, J=ll. 4, 1.8H 
z),7. 48-7. 32(6H,m),7. 17- 
7. 09(5H,m),5. 12 (2H, s),4. 

OA /-ITT \ o A r\ r% -i c /oil — \ 

30 (IH, m; , 2. 40-2. 15 (2H, m; 
,2. 05-1. 75 (4H, m),l. 75-1. 
55(lH,m),l. 55-1.20(3H,m) 


o F 


MS > 9 0% (NMR) 


MS 537 (M+l) 




mm&m& 173 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 33 (IH, s),8. 29 (IH, d, J=8 
.7Hz),8.06(lH, d,J=8. 7Hz) 
,7. 82-7. 74 (4H, m),7. 45 (IH 
, dd, J=8. 4, 3. 0Hz) , 7. 39 (2H 
,d, J=8. 7Hz),5. 28 (2H, s),4 
. 40 (IH, m) , 2. 40-2. 15 (2H, m 
),2. 15-1.95(2H,m), 1.95-1 
. 75(2H,m), 1.75-1. 55 (lH.m 
), 1.55-1. 15(3H,m). 


O Cl 


MS > 9 0% (NMR) 


MS 540 (M+l) 



mrnrnrn^- 


174 


IH NMR(S) ppm 


i O 

1 

i 


CL 


300MHz, DMS0-d6 
12. 80 (IH, brs),8. 26 (IH, s) 
,8.01(1H, d,J=8. 7Hz),7. 85 
(IH, d, J=8. 7Hz), 7.80-7. 70 
(lH,m),7.60-7. 36(7H,m),7 
. 18-6. 91 (2H, m) , 5. 09 (2H, s 
),4. 11-3. 90(lH,m),2. 32-1 
. 18(14H,m) 


MS > 9 0% (NMR) 




MS 


590 (M+l) 
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mm&m^ 175 


IH NMR( 8 ) ppm 

300MHz, DMS0-d6 
12. 75 (IH, s),8. 21 (IH, s),7 
. 94and7. 85 (2H, ABq, J=8. 7H 
z),7. 61and7. 00 (4H, A' B' q. 
J=8. 5Hz),7. 31-6.91(2H,m) 
, 7. 25 (2H, d, J=7. 7Hz) , 5. 41 
\Zti t ots) , 4. o4vaH, a, J— o. o 
Hz), 4. 35-4. 14(2H,m),2.49 
-2. 15(3H,m),l. 95-1. 55 (5H 
,m), I. 50-1. 13(5H,m), 1. 10 
-0. 77(2H,m) 


0 

11 


WeM > 9 0% (NMR) 


MS 568 (M+l) 




mmm^ . 176 


IH NMR(6) ppm 

300MHz, DMS0-d6 
8. 24 (IH, s),7. 97and7. 87 (2 
H, ABq, J=8. 6Hz) , 7. 69and7. 
19 (4H, A' B' q, J=8.6Hz),7.3 
5(1H, t, J=8. lHz),6. 81C1H, 
d, J=9. 2Hz),6. 72 (IH, s),6. 
71(lH,d, J=6. 5Hz),4.48-4. 
20(2H,m),3. 95-3. 75(3H,m) 
,3.03(lH,t, J=12. 3Hz),2.6 
0-2. 40 (IH, m) , 2. 39-2. 15 (2 
H,m),2. 07-1. 58(6H,m),1.9 
9(3H, s), l. 50-1.00(5H,m) 




> 9 0% (NMR) 


MS 568 (M+l) 





177 


IH NMR( 6 ) ppm 


I 

i 




300MHz, DMS0-d6 
12. 76 (IH, s),8. 23 (IH, s),7 
. 96and7. 86 (2H, ABq, J=8. 6H 
z) , 7. 69and7. 20 (4H, A' B' q, 
J=8.6Hz),7. 39 (IH, t, J=8. 2 
Hz), 6. 86 (IH, d, J=8. 3Hz),6 
.81(1H, s),6. 76 (lh, d, J=8. 
0Hz),4. 83 (2H, s),4.31(lH, 
brt, J=12. 2Hz), 2. 39-2. 19 ( 
2H, m) , 1. 99-1. 79 (4H, m), 1. 
70-1. 58 (IH, m) , 1.48-1. 20 ( 
3H,m) 


$6^ > 9 0% (NMR) 


MS 


467 (M+l) 
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IH NMR( 6 ) ppm 


: HO if 

r 
1 




300MHz, DMS0-d6 
12. 85 (IH, s),8. 75 (IH, s),8 
.63(2H, d, J=3. 8Hz),8. 25(1 
H, s),8. 04-8. 0l(2H,m), 8.0 
2and7. 90 (2H, ABq, J=8. 6Hz) 
, 7. 72and7. 20 (4H, A' B' q, J= 
8 fiHy") 7 57 (2H dd T=7 8 
5. OHz) , 7. 40 (IH, t, J=8. 2Hz 
) , 6. 93 (IH, d, J=8. 2Hz) , 6. 8 
7(1H, s),6. 77(lH,d, J=8.2H 
z) , 5. 23 (2H, s) , 4. 33 (IH, br 
t, J=12. 2Hz),2.40-2. 18 (2H 
,m),2. 00-1. 55(5H,m), 1.50 

-1 1 a (W m\ 


US. > 9 0% (NMR) 


MS 


520 (M+l) 



mmem* 179 


IH NMR(S) ppm 




300MHz, DMS0-d6 
8. 32 (IH, s),8. 29 (IH, d, J=9 
.OHz), 8. 06 (IH, d, J=8. 7Hz) 
, 7. 61 (IH, d, J=8. 4Hz) , 7. 58 
-7. 32 (5H, m) , 6. 98 (IH, d, J= 
2. 1Hz) , 6. 93 (IH, dd, J=8. 7, 
2. lHz),5. 27 (2H, s),4. 16-4 
.00(lH,m),3. 87 (3H, s),2. 2 
0-2. 12 (2H, m) , 2. 02-1. 98 (4 
H,m), 1.70-1. 60 (lH,m), 1.5 
2-1. 10(3H,m) 


US > 9 0% (NMR) 


MS 457 (M+l) 









180 


IH NMR( 5 ) ppm 


HoV) 




o— 


300MHz, DMS0-d6 
8. 21 (IH, s),7. 91 (IH, d,J=8 
.6Hz), 7. 85 (IH, d,J=8.6Hz) 
, 7. 63 (2H, d, J=8. 4Hz) , 7. 60 
(IH, d, J=9.0Hz),7. 25(2H,d 
, J=8.4Hz),7. 23(lH,d,J=3. 
OHz), 6. 95(lH,dd, J=9. 0, 3. 
OHz), 5. 19 (2H, s),4. 30 (IH, 
m),3. 78 (3H, s), 2. 40-2. 19 ( 
2H, m) , 2. 00-1. 87 (4H, m) , 1. 
66(lH,m), 1.49-1. 18(3H,m) 


US 


> 9 0 % 


(NMR) 


MS 


536 (M+l) 
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181 


IH NMR( 8 ) ppm 


o 


W Who 


300MHz, DMS0-d6 
8. 19 (IH, s),7. 95 (IH, d, J=8 
.7Hz),7. 86 (IH, d, J=8.7Hz) 
, 7. 65 (4H, d, J=7. 4Hz) , 7. 47 
(2H, d, J=8. 7Hz) , 7. 44-7. 27 
(6H, m) , 6. 99 (2H, d, J=8. 7Hz 
),4. 20(lH,m),2. 34-2. 12(2 
H, m) , 1. 98-1. 75 (4H, m) , 1. 6 
4(lH,m), 1.46-1. 13(3H,m). 


> 9 0% (NMR) 




MS 


547 (M+l) 





H2fc#l#-5§- 182 


IH NMR( 6 ) ppm 


V_/ N0 2 


300MHz, DMS0-d6 
8. 55 (IH, d, J=2. lHz),8. 32 ( 
IH, m),8. 21 (IH, s),7. 95 (IH 
, d, J=8. 4Hz) , 7. 86 (IH, d. J= 
7. 8Hz),7. 68-7. 56 (7H, m),7 
. 14 (2H, d, J=8. 7Hz),5. 21(1 

H, s),4. 26(lH,m),2.35-2. 1 
5(2H, m),2. 00-1. 75(4H,m), 

I. 74-1. 55(lH,m), 1. 50-1. 1 
5(3H,m) 


> 9 0% (NMR) 




MS 582 (M+) 







183 


IH NMR ( 5 ) ppm 


i K*? 


b ^ 

^-S H CH 3 


300MHz, DMS0-d6 
10. 16 (IH, s),8. 25 (IH, s),8 
. 07 (IH, d. J=8. 7Hz) , 7. 94-7 
. 87 (2H, m) , 7. 71-7. 62 (3H, m 
),7.50-7. 42(4H,m),7. 30(1 
H, d,J=8. 4Hz), 7. 14 (2H, d, J 
=8.4Hz),5.06(2H,s),4.31( 
lH,m),2. 35-2. 15 (2H, m),2. 
05-1. 75(4H, m), 1.75-1. 55 ( 
IH.m), 1.50-1. 15 (3H, m) 


> 9 0% (NMR) 




MS 


594 (M+) 
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mmm^ 184 


IH NMR( 6 ) ppm 

300MH2, DMS0-d6 
13.2(2H,brs),8. 30 (1H, s), 
8. 26 (IH, d, J=8. 8Hz),8. 04 ( 
lH,d, J=8.8Hz),8. 00 (2H, d, 
J=8.2Hz),7. 79 (IH, s),7.73 
(2H, d, J=8. 7Hz) , 7. 61-7. 56 
(3H. m) , 7. 44 (IH, d, J=8. 3Hz 
) , 7. 23 (2H, d, J=8. 8Hz) , 5. 1 
3(2H, s),4. 35(lH,m),2. 45~ 
2. 15(2H,m),2. 15-1. 95 (2H, 
n)»l. 95-1. 75(lH,m),l. 75- 
1. 15(3H,m). 


OH 

O l^j} 


ffiM. >9 0% (NMR) 


MS 581 (M+l) 




185 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 

8. 30(lH,m),8.24(lH, d, J=9 

.0Hz),8. 03 (IH, d, J=9.0Hz) 

,7. 79-7. 10 (9H, m),5. 20-5. 

07 (2H, m) , 4. 43-4. 04 (4H, m) 

, 3. 50-3. 36 (2H, m) , 2. 40-1. 

19(14H,m) 


O 


> 9 0% (NMR) 


MS 554 (M+l) 




HJg0»J#-5i- 186 


IH NMR( 6 ) ppm 

(DMS0-d6) 8 :8. 29 (IH, brs) 
,8. 10 (IH, d, J=8. 4Hz),7. 97 
(IH, d,J=8.4Hz),7. 79(2H,d 
, J=8.4Hz),7.74-7.67(lH,m 
),7.68(2H,d, J=8.4Hz),7.6 
1(1H, d, J=8.4Hz),7. 57-7.5 
0(2H,m),7. 46-7. 39 (IH, m), 
7. 29 (IH, d,J=2. 4Hz),7. 11 ( 
IH, dd, J=2. 4, 8. 4Hz),5. 12 ( 
2H, s) , 3. 99-3. 84 (IH, m) , 2. 
35-1. 72 (6H, m) , 1. 68-1. 55 ( 
lH,m), 1. 42-1. 10(3H,m) 


CF 3 __ 


#&St > 9 0% (NMR) 


MS 605 (M+l) 
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X 53 







187 


1H NMR(S) ppm 


1 0 

HO jf^V 


^ — 4, // Q 

Q W~° 




300MHz, DMS0-d6 
12. 76 (1H, s),8. 57 (1H, d, J= 
4.4Hz),8. 23 (1H, s),7. 96an 
d7. 86 (2H, ABq. J=8. 2Hz) , 7. 
87-7. 82 (1H, m) , 7. 68and7. 1 
2(4H, A' B' q, J=8.6Hz),7. 53 
(2H d T=7. 8Hz) 7 37 (1H t 
. J=8. 3Hz),7. 36-7. 33(lH,m 
),6. 90 (1H, d, J=8. 3Hz),6.8 
3(1H, s),6. 74 (1H, d,J=8. OH 
z),5. 20(2H.s),4.31(lH,br 
t, J=12. 2Hz) , 2. 35-2. 19 (2H 
,m), 1. 99-1. 57 (5H,m), 1.45 

-1 9A^W m\ 


nm 


> 9 0% (NMR) 




MS 


520 (M+l) 





mmm^ 


188 


1H NMR( 8 ) ppm 




Cl\_ 

O F 


300MHz, DMS0-d6 
12. 77(lH,brs),8. 21 (1H, d, 
J=l,4Hz),7. 92 (1H, d, J=8.7 
Hz) ,7. 88 (1H, dd, J=8. 7, 1.4 
Hz), 7. 57 (2H, d, J=8. 7Hz),7 
.57-7.27(7H,m),7. ll(2H,d 
, J=8.7Hz),5. 07(2H,s),4.2 
6 (1H, m) , 2. 36-2. 16 (2H, m) , 
1.98-1. 75 (4H,m), 1.64(1H, 
m), 1.49-1. 17(3H,m). 


nm 


> 9 0% (NMR) 




MS 


555 (M+l) 





189 


1H NMR(d) ppm 


Ck 

O 


300MHz, DMS0-d6 
8. 32 (1H, s),8. 30-8. 20 (2H, 
m),8. 10-7. 98(2H,m),7. 74 ( 
2H, d. J=9. 0Hz) , 7. 60-7. 46 ( 
5H, m) , 7. 24 (2H, d, J=9. 0Hz) 
,5. 19 (2H, s),4. 44-4. 30 (1H 
,m),2. 40-2. 20(2H,m),2. 12 
-1.78(4H,m), 1.72-1. 58 (4H 
,m) 


fcfcS > 9 0% (NMR) 




MS 581 (M+l) 




263 
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U 54 



n-m&m^ 190 ih nmr(5) ppm 

300MHz, WAS0-d6 
8. 36-7. 90(5H,m),7. 74 (2H, 
d, J=8. 6Hz) , 7. 60-7. 40 (5H, 
m), 7.25(2H,d, J=8. 7Hz),5. 
14 (2H, s),4. 45-4. 28 (1H, m) 
,2.40-2. 15 (4H,m), 1.75-1. 
55 (1H, m), 1. 55-1. 20(3H,ro) 

O 



#8^ > 9 0% (NMR) 

MS 580 (M+l) 



mn&m^ 191 


1H NMR (5) ppm 

300MHz, DMS0-d6 
8. 22 (1H, s),7. 94 (1H, d, J=8 
.4Hz), 7. 85 (1H, d, J=8. 7Hz) 
,7.61(2H, d.J-8. 7Hz),7. 25 
-7. 00(6H,m),4. 86 (2H. s),4 
. 30 (1H, m) , 2. 89 (3H, s),2.8 
0 (3H, s) , 2. 29 (2H, m) , 2. 00- 
1. 75 (4H,m), 1. 70-1. 55 (1H, 
m), 1.50-1. 15(3H,m) 


o 

^g^^ OH. 


#6^ > 9 0% (NMR) 


MS 514 (M+l) 




mmm* 192 


1H NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 22 (1H, s),7. 94 (1H, d, J=8 
.4Hz),7. 85 (1H, d, J=8. 7Hz) 
,7. 61 (2H, d, J=8. 7Hz),7. 26 
-7.0K6H, m),4. 84 (2H, s),4 
.31(lH.m),3.36(4H,m),2. 2 
9(2H, ro),2. 00-1. 75(4H,m), 
1. 75-1. 15(10H, m) 


9 0 

: O 5 


fc&S > 9 0% (NMR) 


MS 554 (M+l) 
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m 55 



mm* 193 


1H NMR( 6 ) ppm 


0 

MU ^ 




6 


300MHz, DMS0-d6 
13. 00(lH,brs),8. 29 (1H, d, 
J=l. 4Hz),8. 15 (1H, d, J=8.8 
Hz), 7. 97 (1H, dd, J=1.4Hz,8 
.8Hz),7. 89(2H,d.J=8.8Hz) 
,7. 80-7. 60(5H,m)7. 25 (2H, 
d, J=8. 8Hz),4. 47-3. 90 (4H, 
m),3. 20-3. 10(2H,m),2.41- 
1.22(14H,m) 


mm 


> 9 0% 


(NMR) 




MS 


560 


(M+l) 





mmmm^ 194 


1H NMR( 8 ) ppm 

300MHz, DMS0-d6 
12. 80(lH,brs),8. 23 (1H, s) 
, 7. 97 (1H, d, J=8. 5Hz),7. 87 
(lH,d. J=8. 5Hz), 7. 70-7. 17 
(9H, m) , 4. 60-4. 13(4H,m),3 
.72-3.40(2H,m),2.40-l. 15 
(14H, m) 




> 9 0% (NMR) 


MS 524 (M+l) 




195 


1H NMR(S) ppm 

300MHz, DMSO-d6 
8. 25 (1H, s),8. 09-7. 92 (5H, 
m),7. 77 (1H, s),7. 65(2H,d. 
J=8. 4Hz) , 7. 59-7. 51 (3H, to) 
,7. 43 (2H, d, J=8.4Hz),7. 17 
(2H, d, J=8.7Hz),5. 10(2H,s 
),4. 30(lH,m),2. 40-2. 15(2 
H,m),2. 10-1.75(4H,m), 1.7 
5-1.55(lH,m), 1.55-1. 10(3 
H,m). 


NH 2 

0 =C_ 


> 9 0% (NMR) 


MS 580 (M+l) 
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* 56 
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jum** 196 


IH NMR( 5 ) ppm 

300MHz, 0MS0-d6 
8. 22 (IH, s),7. 95 (IH, d, J=8 
.4Hz),7. 86 (IH, d, J=8.4Hz) 
,7.69and7. 18(4H,ABq, J=8. 
7Hz), 7. 34 (IH, t, J=8.0Hz), 
6. 80-6. 69 (3H, m),4. 83 (2H, 
s),4.3l(lH, m),2. 98 (3H, s) 
,2. 84 (3H, s),2. 29 (2H, m),2 
. 00-1. 75 (4H, ra) , I. 70-1. 55 
(lH,m), 1. 50-1. 15 (3H, m) 


o 

f-i 

vJ w 


> 9 0% (NMR) 


MS 614 01+1) 



rnm&m-% 197 


IH NMR( 8 ) ppm 

300MHz, DMS0-d6 
8. 23 (IH, s),7. 95 (IH, d, J=8 
. 4Hz),7. 86(lH,d, J=8. 7Hz) 
,7. 69and7. 18 (4H, ABq, J=8. 
7Hz),7. 35 (IH, t. J=8.4Hz), 
6. 80-6. 70(3H,m),4. 82 (2H, 
s),4.3l(lH, m),3. 40(4H, m) 
,2. 29 (2H, m),2. 00-1.75 (4H 
,m), 1. 70-1. 15(10H, m) 




> 9 0% (NMR) 


MS 554 (M+l) 




nn&m^ 198 


IH NMR( 6 ) ppm 

300MHz, DMSO-d6 
12. 75 (IH, s),8. 23 (IH, d, J= 
4. 4Hz) , 7. 95and7. 86 (2H, AB 
q, J=8. 6Hz) , 7. 69and7. 19 (4 
H, A' B'q, J=8.6Hz),7. 36 (IH 
,t, J=7. 8Hz),6. 82 (IH, d, J= 
9. 3Hz),6. 73 (IH, s),6. 71(1 
H, d, J=7. 2Hz),4. 30 (IH, brt 
, J=12. 2Hz) , 3. 89 (2H, d, J=6 
.0Hz),3. 59 (2H, d,J=ll. 7Hz 
),2. 85 (3H, s),2. 73 (2H, t, J 
=10. 5Hz),2.41-2. 20(2H,m) 
, 1. 98-1.59(8H,m), 1.46-1. 




> 9 0% (NMR) 


MS 604 (M+l) 
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0: 57 





199 


1H NMR(S) pptn 




CI 

Q 

b " 


300MHz, DMS0-d6 
8. 33 (1H, s),8. 30 (1H, d, J=8 
.9Hz),8. 06(lH,d, J=8. 7Hz) 
, 7. 79 (2H, d, J=8. 7Hz) , 7. 70 
(2H, d, J=8. 7Hz) , 7. 61 (2H, d 
, J=8. 7Hz) , 7. 39 (2H, d, J=8. 
8Hz),5. 28 (2H, s),4. 39 (1H, 
m) , 2. 50-2. 15 (2H, m) , 2. 15- 
1.95(2H,m), 1.95-1. 75 (2H, 
m), 1.75-1. 55(lH,m), 1. 55- 
1. 15(3H,m). 


mm 


> 9 0% (NMR) 


MS 


542 (M+l) 






mm** 


200 


1H NMR( 6 ) ppm 






(DMS0-d6) 8 :8. 23 (1H, s), 7 
.96(1H, d, J=8. 6Hz),7. 86(1 
H,d, J=8. 6Hz), 7.69 (2H, d, J 
=8. 4Hz),7. 52 (1H, s),7. 50- 

7. 30(4H,m),7. 18 (2H, d, J=8 
. 4Hz) , 6. 90 (1H, d, J=8. 3Hz) 
,6. 84 (1H, s),6. 74 (1H, d,J= 

8. 3Hz),5. 15 (2H, s),4. 39-4 
.21(1H, m),2. 39-2. 18(2H,m 
),1. 99-1. 80(4H,m), 1.71-1 
.59(1H, m), 1.50-1. 20 (3H, m 


mm > 9 0% (NMR) 


MS 


553 (M+l) 








201 


1H NMR( 6 ) ppm 


I 




(DMS0-d6) 6 :8. 26 (1H, s),8 
,06(1H, d, J=8. 7Hz),7. 92(1 
H, d,J=8. 7Hz),7. 72 (2H, d, J 
=8.7Hz),7.47(4H, s),7. 38 ( 
1H, t, J=8. 2Hz), 7. 20 (2H, d, 
J=8. 7Hz),6. 90 (1H, d, J=8. 2 
Hz), 6. 83 (1H, s),6. 74(lH,d 
, J=8. 2Hz),5. 14 (2H, s),2.4 
0-2. 19 (2H, m),2. 04-1. 78(4 
H,m), 1.71-1. 60 (lH,m), 1.5 
0-1.2K3H, in) 


Um >9 0% (NMR) 


MS 


553 (M+l) 
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202 


IH NMR (8 ) ppm 

(DMS0-d6) 8 : 12. 81 (IH, brs 
),8. 24 (IH, s),7. 99 (IH, d, J 
=8.7Hz),7.87(lH,d, J=8. 7H 
z),7. 69(2H,d. J=8.6Hz),7. 
53-7. 47 (2H, m),7. 38 (IH, t, 
J=8. 2Hz) , 7. 26-7. 16 (4H, m) 

(IH, s),6. 73(lH,d, J=8. 2Hz 
),5. 11 (2H, s), 4. 40-4. 21(1 
H,m),2.40-2. 17(2H,m),2.0 
l-1.77(4H,m), 1.71-1. 59(1 
H,m), 1. 50-1. 20 (3H,m) 


0 

0 


#6^ > 9 0% (NMR) 


MS 537 (M+l) 




nffi®m& 203 


IH NMR( 8 ) ppm 

300MHz, DMS0-d6 j 
12. 74(lH,brs),8. 21 (IH, s) 
,8. 08 (2H, d, J=9. 0Hz),7. 93 
(IH, d, J=8. 7Hz),7. 85(2h,d 
, J=8. 7Hz),7. 58(2H,d,J=8. 
7Hz),7. l3(2H,d,J=8. 7Hz), 
6. 83 (2H, d, J=9. 0Hz) , 4. 50- 
4. 08 (4H, m) , 3. 68-3. 30 (2H, 
m),2. 40-1. 23(14H,m) 


b <> 

N0 2 


#8^ > 9 0% (NMR) 


MS 541 (M+l) 





204 


IH NMR( 8 ) ppm 




xKKQ 

b ho, 6 


300MHz, DMS0-d6 
8. 39-8. 28 (2H, m) , 8. 08 (IH, 
d, J=8. 8Hz),7.76(2H, d, J=8 
.7Hz),7. 29 (2H, d,J=8. 7Hz) 
,7. 25-7. 13(2H.m),6. 80-6. 
60 (3H, m) , 4. 46-3. 98 (4H, m) 
,3.51-3. 42(lH,m),3.20-3. 
04(lH,m),2. 39-1. 20(14H,m 
) 


t&M >9 0% (NMR) 




MS 
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m 59 





205 


IH NMR (6 ) ppm 


o 

MU || 


h P 

W T 

o 


300MHz, DMS0-d6 

9. 59 (IH, brs),8. 23 (IH, s), 

o 04. (1H H T=R 4H7 - ) 7 90 ( 

IH, d, J=8. 4Hz) , 7. 62 (2H, d, 
J—o. iirZjf /♦ ^Un, zn, O, J 
8. 7Hz)7. 18(2H,d, J=8. 7Hz) 

-3. 37 (4H, m) , 3. 51-3. 40 (IH 
,m),3. 17-3. 02(lH.m),2. 39 
-1. 18(17H, m) 


mm 


> 9 0% (NMR) 




MS 


553 (M+l) 





mmmm^ 206 


IH NMR ( 6 ) ppm 

300MHz, DMS0-d6 
13. 1(1H, brs),8. 33 (IH, s), 
8. 29 (IH, d, J=8. 8Hz),8. 06 ( 
lH.d, J=8. 7Hz),7. 77 (2H, d, 
J=8. 7Hz) , 7. 59-7. 52 (4H, m) 
, 7. 35 (2H, d, J-8. 8Hz) , 5. 19 
(2H, s),4. 39 (lH,m), 2.71(3 
H, s),2. 45-2. 20(2H,m),2.2 
0-1. 95 (2H, m) , 1. 95-1. 75 (2 
H, m), 1. 75-1.55(lH,m), 1.5 
5-1. 15(3H,m). 


CI 

O 


mm > 9 0% (NMR) 


MS 558 (M+l) 




mm&m& 207 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 29 (IH, s),8. 26(lH,d, J=8 
.8Hz),8.04(lH, d,J=8. 7Hz) 
, 7. 73 (2H, d, J=8. 8Hz) , 7. 50 
-7.4K6H, m),7. 36 (2H, d, J= 
8. 8Hz),7. 18-7. 13(2H,m),6 
.84(1H, s),4. 33(lH,m),2.4 
0-2. 15(2H,m),2. 15-1. 95(2 
H,m), 1.95-1. 75 (2H,m), 1.7 
5-1. 55 (IH, id), 1. 55-1. 15(3 
H, m) . ! 




mm > 9 0% (nmr) 


MS 539 (M+l) 
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m 60 




208 


IH NMR( 6 ) ppm 




Ck 

m /=\ V/ N0 2 

O ; 


300MHz, DMS0-d6 
8. 32 (IH, s),8. 27 (IH, d, J=9 
.0Hz), 8. 07-8. 00(3H,m),7. 
79-7. 70(3H,m),7.51(2H, d, 
J=8. 1Hz) , 7. 40 (2H, d, J=8. 4 
Hz), 7. 18 (2H, d, J=8. 7Hz),4 

r\r\ /nil \ >f n i / 1 ft \ /*» yt 

. 99 (2H, s) , 4. 34 (IH, m) , 2. 4 
0-2. 15 (2H, m),2. 15-1. 95(2 
H,m), 1. 95-1. 75(2H,m), 1.7 
5-1.55(lH,m), 1. 55-1. 15(3 
H, m). 


>9 0% (NMR) 


MS 


582 (M+l) 







I- 209 


IH NMR( 8 ) ppm 




o 


300MHz, DMS0-d6 
8. 24 (IH, d, J=4. 4Hz) , 7. 98a 
nd7. 88 (2H, ABq, J=8. 6Hz) , 7 
. 70and7. 19 (4H, A' B' q, J=8. 
4Hz),7. 35 (IH, t, J=8. 4Hz), 
6. 86 (IH, d, J=8. 1Hz) , 6. 79 ( 
IH, s),6. 71 (IH, d, J=8. 1Hz) 
,4. 65-4. 53 (IH. m),4.31(lH 
,brt, J=12. 2Hz),3. 88-3. 78 
(2H, m) , 3. 48 (2H, t, J=9. OHz 
),2. 39-2. 19(2H,m), 1. 02-1 
.71(6H, m),l. 70-1.50(3H,m 
), 1.46-1. 19(3H,m) 


fcfcS >9 0% (NMR) 


MS 


513 (M+l) 






1- 210 


IH NMR( 6 ) ppm 


i 




300MHz, DMS0-d6 
12. 75 (IH, s),8. 23 (IH, s),7 
. 96and7. 87 (2H, ABq, J=8. 7H 
z), 7. 84-7. 66(6H,m),7.38( 
IH, t, J=8. 4Hz) , 7. 18 (2H, d, 
J=8. 4Hz) , 6. 91 (IH, d, J=9. 0 
Hz), 6. 84 (IH, s),6. 74(lH,d 
, J=8. lHz),5. 26 (2H. s),4.3 
1 (IH, brt, J=12. 2Hz) , 2. 40- 
2. 20 (2H, m) , 1. 99-1. 76 (4H, 
m), 1.69-1. 58(lH,m),l. 45- 
1. 20 (3H, m) 




>9 0% (NMR) 


MS 


587 (M+l) 
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211 


IH NMR( 6 ) ppm 


o 

II 

AX! 


v_y hci 


300MHz, DMS0-d6 
8. 29 (IH, s) , 8. 15and7. 47 (2 
H, ABq, J=9. 0Hz) , 7. 77and7. 1 
24 (4H, ABq, J=8. 9Hz) , 7. 39 ( 
IH, t, J=7.8Hz),6.84(lH,d, 
J=9. 3Hz),6. 76 (IH, s),6. 75 
(IH, d, J=9.5Hz),4. 36(lH,b 
rt,J=12. 2Hz),3. 89 (2H, d,J 
=6. 0Hz) , 3. 42 (2H, d, J=10. 8 
Hz), 3. 04-2. 88(2H,m),2.78 
-2. 60(lH,m),2.71(2H,d,J= 
4. 8Hz) , 2. 38-2. 20 (2H, m) , 2 
.07-1.80(7H,m), 1.70-1. 20 


MS > 9 0% (NMR) 


MS 


540 (M+l) 



mmw&& 212 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 22 (IH, s) , 7. 93and7. 87 (2 
H. ABq, J=8. 6Hz) , 7. 68and7. 
17 (4H, A' B' q. J=8. 7Hz),7.4 
3-7. 33(5H,m),6. 87 (IH, d, J 
=8. lHz),7. 18 (2H, d,J=8.4H 
z),6. 91 (IH, d, J=9. 0Hz),6. 
81 (IH, s),6. 72 (IH, d, J=8.0 
Hz),5.08(2H, s),4. 36(lH,b 
rt, J=12. 2Hz) , 2. 37-2. 20 (2 
H,m), 1.98-1. 78(4H,m), 1.6 
9-1.60(lH,m), 1.41-1.21(3 
H,m),1.28 (9H, s) 




MS > 9 0% (NMR) 


MS 575 (M+l) 




mmm^ 213 


IH NMR ( 8 ) ppm 

300MHz, DMS0-d6 
8. 23 (IH, s) , 7. 95and7. 86 (2 
H, ABq, J=8. 4Hz) , 7. 69and7. 
L9 (4H, A' B' q. J=8. 7Hz) , 7. 6 
2-7. 36(5H,m),6. 90 (IH, d, J 
=8. lHz),6. 84 (IH, s),6. 76 ( 
IH, d, J=8. lHz),5. 19 (2H, s) 
,4. 31 (IH, brt, J=12. 2Hz) , 2 
. 40-2. 19 (2H, m) , 1. 99-1. 76 
(4H,m), 1.68-1. 55(lH,m), 1 
.50-1. 18 (3H, m) 




MS > 9 0% (NMR) 


MS 553 (M+l) 
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m 62 


nmm&^ 214 


1H NMR(S) ppm 

300MHz, DMS0-d6 
8.94(1H, d, J=2. lHz),8. 60 ( 
1H, dd, J=4. 8, 1.5Hz),8. 23 ( 
lH.d, J=1.5Hz),8. 12(lH,dt 
, J=8. 1,2. lHz),7. 93 (1H, d, 
J=8. 7Hz) , 7. 87 (1H, dd, J=8. 

7 1 KUv} 7 70 flH H T=ft 7 

Hz), 7. 67-7. 54(3H,m),7. 50 
(1H, dd,J=8. l,4.8Hz),7. 25 
(2H, d, J=8. 7Hz) , 7. 21 (1H, m 
),4.3l(lH,m),2.38-2. 19(2 
H, m) , 2. 00-1. 78 (4H, m) , 1. 6 
5(lH,m), 1. 48-1. 22 (3H, m). 




> 9 0% (NMR) 


MS 490 (M+l) 




mM^m^r 215 


1H NMR(S) ppm 

300MHz, DMS0-d6 
12. 75 (1H, brs),8. 23 (1H, s) 
,7. 95 (1H, d, J=8. 7Hz),7. 86 
(1H, d, J=8. 7Hz),7. 73(2H,d 
, J=8. 4Hz),7. 71 (2H, d. J=8: 
4Hz) , 7. 63-7. 39 (2H, m) , 7. 5 
2(2H,d, J=8.4Hz),7.24(2H, 
d, J=8. 4Hz), 7. 18(lH,m),4. 
31 (1H, m) , 2. 39-2. 20 (2H, m) 
,2. 00-1.76(4H,m),l. 65 (1H 
,m), 1.49-1. 18(3H,m). 


O 

' "K CK> c ' 


MS > 9 0% (NMR) 


MS 523 (M+l) 



mmm^ 21 6 


1H NMR( 8 ) ppm 


1 




300MHz, DMS0-d6 
12. 77 (1H, s),8. 23 (1H, d, J= 
1.4Hz),7. 95 (1H, d, J=8. 6Hz 
),7.86(lH,dd, J=8.6,1.4Hz 
),7. 70(2H,d, J=8. 7Hz),7.6 
4 (2H, d. J=8. 8Hz) , 7. 56-7. 4 
8(2H,m),7. 40 (1H, s),7. 23 ( 
2H, d, J=8. 7Hz),7. 10(lH,m) 
, 7. 03 (2H, d, J=8. 8Hz) , 4. 31 
(1H, m),3. 80 (3H, s),2. 48-2 
. 20 (2H, m) , 2. 00-1. 88 (4H, m 
),1.66(lH,m), 1.50-1. 21(3 
H,m). 


mm 


> 9 0% (NMR) 


MS 


519 (M+l) 
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m 63 





217 


IH NMR(6) ppm 


o 

hot* 


v° 

h 


(DMS0-d6) 6 : 12. 80 (IH, brs 
),8. 23 (IH, s) , 8. 04 (IH, d, J 
=8. 6Hz) , 7. 96 (3H, d, J=8. 6H 
z),7. 86 (IH, d, J=8. 7Hz),7. 
63 (2H, d, J=8. 6Hz) , 7. 25 (2H 
, d, J=8. 6Hz) , 5. 50 (2H, s),4 
. 36-4. 21 (IH, m) , 3. 27 (3H, s 
),2. 74 (3H, s), 2. 40-2. 19(2 
H, m), 1.99-1. 79 (4H,m), 1.7 
l-1.60(lH,m), 1.49-1. 19(3 
H,m) 


MS > 9 0% (NMR) 


MS 


602 (M+l) 





mm^m^r 21s 


IH NMR( 5 ) ppm 

300MHz, DMS0-d6 
12. 9 (IH, brs), 8. 25 (IH, s), 
8. 04(lH,d,J=8.7Hz),7. 91 ( 
IH, d, J=8.6Hz),7. 72 (2H, d, 
J=8. 5Hz) , 7. 67 (2H, d, J=8. 7 
Hz), 7. 56(2H,d, J=8. 5Hz) , 7 
.26(2H, d, J=8. 7Hz), 5. 45(2 

H. s),4. 31(1H, m),2. 71 (3H, 
s), 2. 40-2. 15(2H,m),2. 05- 

I. 80(4H,m), 1. 75-1. 55 (IH, 
ni), 1.55-1. 15(3H,m). 


CI 

. 0 O 

b s 


MS > 9 0% (NMR) 


MS 558 (M+l) 




nmm^ 219 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 21 (IH, d, J=l. 5Hz),7. 93 ( 
IH, d, J=9. OHz) , 7. 84 (IH, dd 
, J=9.0, 1.5Hz),7.56(2H, d, 
J=8. 7Hz) , 7. 42-7. 30 (4H, m) 
,7. 12 (2H, d,J=8. 7Hz),4. 53 
(lH,brs),4. 36-4. 20(lH,m) 
, 3. 55 (2H, brs) , 3. 00-2. 90 ( 
lH,m),2. 70-2. 58(lH,m),2. 
40-1. 10(18H,m) 


b c 


MS > 9 0% (NMR) 


MS 544 (M+l) 
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m 64 



rnmrn^- 220 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
12. 76(lH,s),8. 23(lH,s),7 
. 96and7. 87 (2H, ABq, J=8. 9H 
z),7. 69and7. 19(4H,A' B' q, 
J=8. 6Hz),7. 55 (IH, s),7. 37 
(IH, t, J=8. lHz),6.91(lH,d 
, J -7. oHz) , o. oo ^ln, S) , D. / 
4(1H, d, J=7. 5Hz),5. 13 (2H. 
s),4. 31 (IH, brt, J=12. 2Hz) 
,2. 65 (3H, s), 2. 41-2. 20 (2H 
,m),2. 00-1. 74(4H,m),l. 70 
-1. 59 (lH,m), 1.58-1. 20 (3H 
,m) 


8 


to& >9 0% (NMR) 


MS 540 (M+l) 




mmmm* 221 


IH NMR( 5 ) ppm 

300MHz, DMS0-d6 
8. 23 (IH, s) , 7. 96and7. 86 (2 
H, ABq, J=8. 6Hz) , 7. 69and7. 
18(4H,A' B' q, J=8.7Hz),7.3 
7(1H, t, J=8. 2Hz),6. 87 (IH, 
d, J=8.2Hz),6. 82 (IH, s),6. 
75 (IH, d, J=8.0Hz),5. 24 (2H 
. s),4. 32(lH,brt, J=12. 2Hz 
),2. 58 (3H, s),2. 38-2.20(2 

H, m),2. 30 (3H, s),2. 00-1.7 
9(4H,m), 1. 70-1.59(lH,m), 

I. 44-1. 20(3H,m) 




W£ > 9 0% (NMR) 


MS 554 (M+l) 



mmmm^ 222 


IH NMR( 8 ) ppm 




300MHz, DMS0-d6 
12. 88 (IH, brs) , 8. 25 (s, IH) 
,8. 07-7. 57(llH,m),7. 26(2 
H, d, J=8. 7Hz),7.24(lH,m), 
4. 34(lH,m),2. 30-2. 20 (2H, 
m),2. 03-1. 78(4H,m), 1. 64 ( 
lH,m), 1.49-1. 19(3H,m). 


\ / CI 




>9 0% (NMR) 




MS 557 (M+l) 




274 



WO 03/000254 PCT/JP02/06405 
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mrnmm* 223 


1H NMR( 6 ) ppm 


o 


300MHz, DMS0-d6 
10. 96(lH,brs),8. 21 (1H, d, 
T=l 4Hz) 7 93 (1H d T=8 7 
Hz), 7. 84 (1H, dd, J=8. 7, L 4 

H^^ 7 7fi-7 40 (7H 7 1» 
(2H, d, J=8. 0Hz) , 4. 24-4. 16 
v2H, my , 1. 40-1. 1*5 (Ion, m; 


>9 0% (NMR) 




MS 544 (M+l) 






Hife0!l#-*§- 224 


1H NMR(S) ppm 


5 ° 


(DMS0-d6) 6 :8. 22 (1H, s), 8 
.07(1H, d, J=8. 4Hz), 7. 92(1 
H, d, J=8. 4Hz),7. 54 (2H, d, J 
=8. 7Hz) , 7. 40 (2H, d, J=8. 4H 
z), 7. 30(2H,d, J=8. 4Hz),7. 
14 (2H, d, J=8. 7Hz) , 4. 61 (2H 
, s),4. 48-4. 32(lH,m),3. 82 
(1H, brd, J=12. 3Hz),3. 65-3 
. 47 (2H, m) , 3. 10 (brdd, J=8. 
4, 12. 3Hz) , 2. 40-2. 20 (2H, m 
),2.09-l. 76(6H,m), 1.71-1 
. 16(6H,m) 


> 9 0% (NMR) 


MS 544 (M+l) 









225 


1H NMR ( 6 ) ppm 




CI 


NH 2 
O 


(DMS0-d6) 6 : 12. 83 (1H, brs 
),8. 21 (1H, s),8. 10(lH,brs 
),7.01-7. 91 (2H, m),7. 89-7 
.82(2H,m),7. 75(lH,d, J=8. 
0Hz),7. 59 (2H, d, J=8. 7Hz), 
7. 53 (4H, s),7. 46 (1H, brs), 
7. 12 (2H, d, J=8. 7Hz) , 7. 23 ( 
2H, s),4. 35-4. 17(lH,m),2. 
38-2. 20 (2H, m) , 1. 99-1. 79 ( 
4H, m), 1. 71-1.59(lH,m), 1. 
48-1. 18 (3H, m) 


>9 0% (NMR) 


MS 


580 (M+l) 
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nm^m^r 226 


1H NMR( 8 ) ppm 

300MHz, DMS0-d6 
8. 33and8. 08 (2H, ABq, J=8. 7 
Hz), 8. 31 (1H, m),7. 66and7. 
26 (4H, A' B'q, J=9. 2Hz),7.4 
2and7. 39 (4H, A'B'q, J=8. 7H 
z),4.57(2H, s),4. 50(lH,br 
t T=12 2Hz) 3 85-3 62 HH 
,m),3. 28-3. 16(2H,m),2. 42 
-2. 23(2H,m),2. 14-1. 81 (6H 
,m), 1.72-1. 25 (6H, m) 


0 

^^^N — y \ — / — u //^ 

b 


> 9 0% (NMR) 


MS 544 (M+l) 




mnwm-sir 227 


1H NMR( 6) ppm 

300MHz, DMS0-d6 
8. 43 (1H, d, J=5. 0Hz) , 8. 23 ( 
1H, s) , 7. 96and7. 86 (2H, ABq 
, J=8. 6Hz) , 7. 69and7. 18 (4H 
,A' B* q,J=8.6Hz),7. 57 (1H, 
s),7. 47 (1H, d, J=5. 0Hz),7. 
40 (2H, t, J=8. 2Hz) , 6. 91 (IH 
,d, J=8. 3Hz),6. 85 (IH, s),6 
. 77 (1H, d, J=7. 9Hz) , 5. 25(2 

H. s) , 4. 31 (IH, brt, J=12. 2H 
z) , 2. 40-2. 19 (2H, m) , 1. 99- 

I. 75(4H,m), 1.73-1. 57 (IH, 
m), 1.49-1. 19(3H,m) 




> 9 0% (NMR) 


MS 554 (M+l) 




0&8fe09## 228 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
12. 80(lH,brs),8. 22 (IH, s) 
,7. 94 (IH, d, J=8.6Hz),7. 87 
(IH, d, J=8. 6Hz) , 7. 60 (2H, d 
, J=8. 7Hz),7. 32(2H,d, J=8. 
7Hz)7. 17 (2H, d, J=8.7Hz),6 
. 70 (2H, d, J=8. 7Hz) , 4. 35-3 
. 97 (4H, m) , 3. 62-3. 1 1 (2H, m 
),2. 96 (6H, s),2. 39-1. 12(1 
4H,m) 


6 6 


MS > 9 0 % (NMR) 


MS 567 (M+l) 
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m&&m& 229 


IH NMR(6) ppm 

300MHz, DMS0-d6 
8. 25(lH,s),8. 20 (IH, s),8. 
04 (IH, dd, J=8. 1, 1.8Hz),7. 
92 (IH, d,J=8. 1Hz),7.84(1H 
,d,J=9.9Hz),7. 62-7. 50 (7H 
,m),7. l2(2H,d, J=8. 7Hz),5 

i a fats „\ a oc /nu ~ t a 

. 14 (2H, s; , 4. 6b UH, q, J-o. 

9Hz),4. 30-4. 20(lH,m),2.3 

8-2. 18(2H,m), 1. 98-1. 18(8 

H,m),1.35(3H, t, J=6. 9Hz) 


CI 

HOjj^V r V-/ == V-o \ 

o 


#6$£ > 9 0% (NMR) 


MS 608 (M+l) 




mm&m^ 230 


IH NMR(5) ppm 

300MHz, DMS0-d6 
8. 35 (IH, s),8. 27 (IH, d, J=8 
.7Hz),8. 05(lH,d, J=9. 0Hz) 
,7. 87 (2H, d, J=8. 7Hz),7. 74 
(IH, t, J=8. lHz),7.64(lH,d 
, J=7. 8Hz) , 7 . 59-7. 50 (2H, m 
),7. 36(2H,d, J=8. 7Hz),4.3 
9(lH,m),2. 40-2. 15(2H,m), 
2. 15-1. 95(2H,m), 1.95-1.7 
5(2H,m), 1. 75-1. 55(lH,m), 
1.55-1. 20 (3H,m). 




fc&S 159 0% (NMR) 


MS 481 (M+l) 




^j6fe0iJ#^- 231 


IH NMR( 5 ) ppm 

300MHz DMS0-d6 
12. 78(lH,brs),8. 23(lH,d, ■ 
J=l. 5Hz),7. 96 (IH, d, J=8. 7 
Hz),7.87(lH, dd, J=8. 7, 1.5 
Hz), 7. 75 (2H, d, J=8.4Hz),7 
.63 (2H, d, J=8.4Hz),7. 52(2 
H, d, J=8. 4Hz),7. 24 (2H, d,J 
=8.4Hz),5. 47 (2H, s),4. 29 ( 
lH,m),2. 97 (6H, brs),2. 72 ( 
3H, s) , 2. 39-2. 16 (2H, m) , 2. 
00-1: 78(4H,m), 1. 71-1. 59 ( 
lH,m), 1.49-1. 17(3H,m). 


\ 

N- 

9 O 

5 s 


MS 1^)9 0% (NMR) 


MS 595 (M+l) 
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nm^m-^r 232 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
12. 8 (IH, brs) , 8. 22 (IH, s), 
7. 96 (IH, d, J=8. 7Hz),7. 86 ( 
IH, d,J=8.6Hz),7. 70 (IH, s) 
,7. 59 (2H, d, J=8. 7Hz),7. 53 
-7. 50 (5H, m) , 7. 42 (IH, d, J= 
■ • vnZ) , i . ic VZn, u, J— o. /nZ 
),5. 11 (2H, s),4. 27(lH,m), 
3. 01 (3H, brs) , 2. 97 (3H, brs 
),2. 40-2. 15(2H,m),2. 00-1 
• 75(4H, m),l. 75-1. 55(lH,m 
), 1. 50-1. 15(3H,m). 


CI. 

O \y } 

b >< 


> 9 0% (NMR) 


MS 608 (M+l) 




!Sife0»J#-5§- 233 


IH NMR(S) ppm 
DMS0-d6 

13. 20(lH,brs),8.99(lH, s) 
, 8. 32 (IH, s) , 8. 25 (IH, d, J= 
8. 8Hz) , 8. 04 (IH, d. J=8. 6Hz 
),7. 79-7. 74(4H,m),7. 60(2 
H, d, J=8. 5Hz) , 7. 30 (2H, d, J 
=8. 7Hz) , 5. 26 (2H, s),4. 36 ( 
lH,m),2. 72 (3H, s),2. 50-2. 
15 (2H, m) , 2. 15-1. 95 (2H, m) 
, 1. 95-1. 75(2H,m), 1.75-1. 
55(lH,m), 1.55-1. 15(3H,m) 


CI 

m <b> 


> 9 0% (NMR) 


MS 553 (M+1-HC1) 



mmm&-% 234 


IH NMR (5 ) ppm 
DMS0-d6 

8. 77 (IH, d. J=3. 6Hz) , 8. 36- 
8. 26(3H,m),8. 08 (IH, d, J=8 
. 8Hz) , 7. 79 (2H, d, J=8. 7Hz) 
,7. 72-7.64(3H,m),7. 58 (2H 
,d, J=8.4Hz),7. 30(2H,d,J= 
8. 7Hz),5. 26 (2H, s),4. 38(1 
H, a), 2. 50-2. 15(2H,m),2. 1 
5-1. 95(2H,m), 1.95-1.75(2 
H,m), 1. 75-1. 55 (IH, m), 1. 5 
5-1. 15(3H,m). 


CI 

2HCI \ ) 


> 9 0% (NMR) 


MS 538(M+1-2HC1) 
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69 



235 



MS 




ho Yvn /=\ 





> 9 0% (NMR) 



APCI-Ms 538 (M+l) 



1H NMR( 6 ) ppm 

300MHz, DMS0-d6 
12.74(lH,brs),8. 67(lH,dd 
, J=3. 1, 1. 6Hz) , 8. 21 (1H, d, 
J=l. 6Hz) , 7. 93 (1H, dj=8. 6H 
z) , 7. 90-7. 80 (2H, m) , 7. 60- 
7. 50(7H,m),7.09(2H, d, J=8 
. 7Hz),5. 16 (2H, s),4. 26 (1H 
, m) , 2. 40-2. 20 (2H, m) , 2. 00 
-1.60(5H,m), 1.50-1. 20 (3H 
, m) 





^ 236 


1H NMR( 6 ) ppm 


b 


b >^ 

H CF 3 C0 2 H 


300MHz, DMS0-d6 

8. 40-7.40(llH,m),2. 95, 2. 

81 (3H, each 

d, J=4. 7Hz) , 2. 40-2. 20 (2H, 
m),2. 10-1.80(4H,m), 1.70- 
1.60(lH,m), 1.50-1. 20 (3H, 
m) 






#6^ > 9 0% (NMR) 




MS 


APCI-Ms 555 (M+l) 






237 




>9 0% (NMR) 



MS 



FAB-Ms 605 (M+l) 



1H NMR(5) ppm 

300MHz, DMS0-d6 
8. 21 (1H, s),8. 15 (1H, d, J=9 
.5Hz),8. 02 (1H, s),8. 00-7. 
80 (3H, m) , 7. 70-7. 50 (6H, m) 
,7. 12(2H,.d, J=8. 7Hz),5. 16 
(2H, s),4. 28(lH,m),2. 40-2 
. 20 (2H, m) , 2. 00-1. 80 (4H, m 
), 1.65(lH,m), 1. 50-1.20(3 
H,m) 
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mmmm%- 238 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
12. 80 (IH, brs),8. 54(lH,s) 
, 8. 25 (IH, s) , 7. 98and7. 88 ( 
2H, Abq, J=8. 6Hz) , 7. 76 (2H, 
d, J=8. 6Hz) , 7. 53-7. 31 (3H, 
in), 6. 61 (lH,s),5. 46 (2H, s) 
, 4. 32 (IH, brt) , 2. 40-2. 20 ( 
2H,m),2. 02-1.79(4H,m), 1. 
69-1. 59 (lH,m), 1.48-1. 19 ( 
3H, m) 


o 

1 1^1 / \ \ Ik 1 

HCI / \ W N 


> 9 0% (NMR) 


MS APCI-Ms 521 (M+l) 




mmmm^ 239 


IH NMR ( 8 ) ppm 

300MHz, DMS0-d6 
12. 79 (IH, brs),8. 60 (2H, d, 
J=l. 5Hz) , 8. 53 (IH, s) , 8. 25 
(IH, s) , 7. 98and7. 85 (2H, AB 
q,J=9. 4Hz), 7. 76 (2H, 
d, J=9.0Hz),7.44(4H, d, J=6 
. 5Hz) , 6. 69 (IH, s) , 5. 53 (2H 
,s),4. 32(lH,brt),2. 40-2. 
19 (2H, m) , 2. 03-1. 82 (4H, m) 
, 1.72-1. 61 (lH,m), 
1.42-1. 22(3H,m) 


b ^° 


MS > 9 0% (NMR) 


MS APCI-Ms 522 (M+l) 




rnm&m^- 240 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 90 (IH, s),8. 32 (IH, s),8. 
28 (IH, s),8. 25(lH,d, J=8.3 
Hz), 8. 05 (IH, d, J=8.8Hz),7 
.96(1H, s),7. 93 (IH, d, 
J=8. 8Hz),7. 83 (IH, d.J=8.4 
Hz), 7. 68-7. 59(2H,m),7. 54 
(2H, d, J=8. 8Hz),4.37(lH,b 
rt) , 2. 30 (2H. m) , 2. 00 (2H. m 
), 1.88(2H,m). 1. 67 (IH, m), 
1. 5-1.2 (3H,m) 


5 "OO 


MS > 9 0% (NMR) 


MS APCI-Ms 525 (M+l) 
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872 




MS 
357(M+H) 



416(M+H) 



310(M+H) 



390(M+H) 



395(M+H) 



366(M+H) 
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1013 



1014 



1015 



1016 



1017 



1018 



3173 





VOH 

-N /=< 







PCT/JP02/06405 



MS 



374(M+H) 



382(M+H) 



350(M+H) 



402(M+H) 



414(M+H) 



340(M+H) 
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SE74 




MS 
350(M+H) 



380(M+H) 



366(M+H) 



378(M+H) 



402(M+H) 



284 




285 
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S76 




MS 
473(M+H) 



338(M+H) 



307(M+H) 



406(M+H) 



466(M+H) 



412(M+H) 



286 




287 
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m7t 







ms 


1042 


JU^ DO 
O 


417(M+H) 


1043 




440(M+H) 


1044 


o 


312(M+H) 


1045 




423(M+H) 


1046 




352(M+H) 


1047 


" vXK> 
O 


307(M+H) 



288 
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£81 





5£ 


MS 


1059 


0 


364(M+H) 


1060 


A ^\ Kl / v 

""XO-Q 
& ' 


324(M+H) 


1061 


O H>c "° 


352(M+H) 


1062 


o 

& 


357(M+H) 


1063 




360(M+H) 


1064 


o 

H w^Nr-^r-N /=\ 

6 


351 (M+H) 



291 




292 
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1083 



HO 



1084 



1085 



HO 



1086 



HO 



1087 



HO 



1088 



«85 







r 






Br 




MS 



375(M+H) 



351 (M+H) 



383(M+H) 



403(M+H) 



415(M+H) 



341 (M+H) 
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S86 





5C 


MS 


1089 


o o 

II \ 

6 


351 (M+H) 


1090 


o 


381 (M+H) 


1091 


OH 


367(M+H) 


1092 




379(M+H) 


1093 


b 


403<M+H) 



296 




297 




298 




299 
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0.90 



»# 


3t 


MS 


1112 


l 

& 


313(M+H) 


1113 


a 


3Q8(M+H) 


1114 




375(M+H) 


1115 


mK oxi 


399(M+H) 


1116 


o 

II ch 


327(M+H) 


1117 


6 


443(M+H) 
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S91 




301 




302 
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S93 



5t 



MS 



1129 




361 (M+H) 



1130 




352(M+H) 



1131 



HO 






NO, 



352(M+H) 



1132 




CH 3 



367(M+H) 



1133 



HO 




368(M+H) 



1134 



HO 






)— 



365(M+H) 



303 




304 




305 



WO 03/000254 PCT/JP02/06405 

S96 




306 



WO 03/000254 
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308 



3199 



mmm 




MS 


1161 


O 

i H / 

o 


468(M+H) 


1162 


o 


447(M+H) 


1163 


o 


466(M+H) 


1164 


OMe 

o 


526(M+H) 


1165 


a 


420(M+H) 



309 
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mmm 



1166 



1167 



1168 



1169 



1170 



1171 



HO' 



HO 









P-CH, 

s o 





HO 





-CH3 



b 
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490(M+H) 



MS 



435(M+H) 



436(M+H) 



436(M+H) 



404(M+H) 



406(M+H) 



310 




311 



WO 03/000254 PCT/JP02/06405 

S102 







MS 


1178 




o 


447(M+H) 


1179 




/ CH = 

o 

o 


433(M+H) 


1180 




XK>< 


509(M+H) 


1181 




o 


513(M+H) 



312 



S103 
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0. 079 


67 


0. 26 
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0. 034 


68 


0. 28 


9 


0.019 


70 


0. 19 


11 


0. 53 


71 


0.62 
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0.60 
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0.047 


81 
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0.092 


46 


0.47 | 
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0.94 


93 


0.16 


50 


0. 54 


94 


0. 084 


51 


1.0 


96 


0. 25 


54 


0. 56 


97 


0. 16 


55 


0. 36 


98 


0.30 



388 



WO 03/000254 



mi 7 9 



PCT/JP02/06405 



mmm 

#-£• 


mmm&i Cso [mm] 


#^§- 




99 


0. 53 


120 


0. 16 


100 
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0. 19 
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0. 14 


122 


0.51 
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0. 17 
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0. 10 


104 


0. 073 


124 


0. 091 


105 


0. 076 


125 


0. 12 


106 


0.40 
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0. 14 1 


107 


0. 11 
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0. 12 
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0. 24 
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0. 055 
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0. 14 


133 


0. 12 
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0. 11 
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0. 26 


114 


0. 56 
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0. 11 


115 
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0.43 


116 
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117 


0. 075 


143 


0. 053 


118 


0. 14 


144 


0. 19 


119 


0. 13 


145 


0.088 



389 



WO 03/000254 



^180 



PCT/JP02/06405 



mmm 
#^ 


HCVtfV if 




Pif«ttIC 50 [ M M] 
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0. 043 
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0. 15 
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0. 15 
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0.048 
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0. 24 
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0. 050 
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0. 20 
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0. 10 


153 


0. 19 


i73 


0.14 
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0. 076 


174 


0. 030 
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0.53 


175 


0. 29 


.156 


0. 23 


176 


0. 053 


157 


0. 16 


177 


0. 077 
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0. 11 
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0. 052 


159 


0. 13 


179 


0. 63 
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0. 24 
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0. 11 
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0. 062 
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0.71 
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0. 43 
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0.021 
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0. 056 


207 


0. 081 


188 


0. 038 
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0. 039 
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0.017 


209 


0. 12 


190 


0.020 


210 


0.31 


191 


0.43 


211 


0. 059 


192 


0.22 


212 


0. 23 


193 


0. 13 


213 


0. 10 


194 


0. 52 


214 


0.059 


195 


0. 023 


215 


0. 078 


196 


0. 20 


216 


0. 084 


197 


0. 11 


217 


0. 058 
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0.044 


218 


0. 033 


199 


0. 11 


219 


0. 13 
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0. 10 


220 


0. 073 
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0. 14 
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229 


0. 022 


257 


0. 074 


230 


0. 17 


259 


0. 10 


231 


0. 073 


260 


0. 27 


232 


0. 015 


262 


0. 013 


233 


0. 028 


263 


0. 035 


234 


0. 022 


264 


<0. 01 
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0. 036 


265 


0. 014 
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0 014 
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0. 19 
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0. 012 
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0. 17 


269 


0. 013 
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0. 055 


270 


0. 012 
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0.012 
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0. 024 


249 


0. 022 


272 


0. 066 
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0.018 
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0. 041 
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0. 32 
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0.023 
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0. 65 
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0.014 


300 


0. 045 


284 


0.014 


301 


0. 017 


285 


0.012 


303 


0. 10 


286 


0.014 


304 


0.017 


287 


0.012 


305 


0.01 


288 


0.013 


306 


0. 013 


289 


<0. 01 


307 


0. 022 


290 


0.012 


308 


0. 023 


291 


0.016 


311 


0. 16 


292 


0.015 


312 


0. 023 


293 


0. 034 


313 


0. 025 


294 


0. 032 


314 


0.097 


295 


0. 045 


315 


0. 028 


296 


0. 034 


316 


0. 022 


297 


0. 022 


317 


0. 032 


298 


0.011 


318 


0. 012 
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0.018 
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0. 030 
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a ai i 
U. Ull 
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0. 018 
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A AIT 
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0.019 


333 


0.016 
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0.018 


334 


0.016 
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0. 019 


335 


0.013 
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msmtt 249 


IH NMR( 8 ) ppm 

300MHz, DMS0-d6 
8. 02 (IH, d, J=1.5Hz),8. 11 ( 
IH, d, J=1.8Hz),7. 96-7. 81 ( 
3H,m),7. 67 (IH, s) , 7.61-7. 
49 (6H, m) , 7. 08 (2H, d, J=8. 6 
Hz) , 5. 19 (2H, s) , 4. 25 (IH, m 
) , 2. 38-2. 17 (2H, m) , 1. 96-1 
. 78 (4H,m), 1.70-1. 56 (lH,m 
), 1.46-1. 16(3H,m), 1. 11(9 
H, s) 


CI 


fcfiJt > 9 0% (NMR) 


MS 672 (M+l) 




**«1J## 250 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 25 (IH, d, J=l. 5Hz) , 8. 16- 
8. 08 (2H, m) , 7. 99-7. 88 (2H, 
m),7. 66 (2H, d, J=8. 6Hz),7. 
60-7. 48 (5H, m),7. 19(2H,d, 
J=8.6Hz),5. 17 (2H, s),4. 31 
(IH, m) , 2. 39-2. 20 (2H, m) , 2 
. 04-1. 79 (4H, m) , 1. 72-1. 60 
(lH,m), 1.50-1. 18(3H,m) 


o 


> 9 0% (NMR) 


MS 616 (M+l) 



nm®m& 251 


IH NMR( 8 ) ppm 

300MHz, DMS0-d6 
cis and trans mixture 
8.13and8. 11 (total 
IH, each 

s) , 7. 90-7. 74 (2H, m) , 7. 42- 
7. 22 (5H, m) , 4. 56and4. 52 (t 
otal 2H, each 
s),4. 42 (IH, brs),3. 78-3.0 
6(2H, m)2. 33-1.33(18H,m) 


HCI 


> 9 0% (NMR) 


MS 433 (M+l) 


395 
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mrnmmur- 252 


IH NMR( 6 ) ppm 


0 






300MHz, DMS0-d6 
8. 20 (IH, d, J=1.5Hz),7. 96 ( 
IH, d, J=8.6Hz),7. 84 (IH, dd 
, J=8. 6, 1.5Hz),7. 54 (2H, d. 
J=6. 9Hz) , 7. 48-7. 26 (8H, m) 
,7. 09 (IH, t, J=7. 3Hz),5. 43 
(2H, s),4. 06 (IH, m),2. 40-2 
. 20 (2H, m) , 2. 01-1. 80 (4H. m 
), 1.75-1. 64 (IH, m), 1.51-1 
.28(3H, m) 


#6^ > 9 0% (NMR) 




MS 


509 (M+l) 












253 


IH NMR( 6 ) ppm 


0 






300MHz, DMS0-d6 
8.2K1H, d,J=l. 5Hz), 7. 93 ( 
IH, d, J=8. 7Hz), 7. 85 (IH, dd 
, J=8. 4, 1.5Hz),7. 54-7. 47 ( 
2H, m), 7. 40-7. 24(6H,m),7. 
15 (IH, d, J=3. 6Hz) , 7. 11-7. 
05(lH,m),6. 81 (IH, d, J=3. 6 
Hz), 5. 26 (2H, s),4. 96(lH,m 
) , 2. 32-2. 13 (2H, m) , 1. 95-1 
.72(4H, m), 1.68-1. 55 (lH,m 
), 1.43-1. 18 (3H, m) 


MS 


> 9 0% (NMR) 




MS 


493 (M+l) 







254 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 25 (IH, s),8. 02 (IH, d,J=8 
. 7Hz),7. 90 (IH, dd, J=8. 4, 1 
.4Hz),7. 80-7.71(2H,m),7. 
67 (2H, d, J=8. 7Hz),7. 33 (2H 
,t,J=8. 7Hz),7. 26 (2H, d, J= 
8. 7Hz),5. 46 (2H, s),4. 78(2 

H, s),4. 31(lH,m),2. 39-2.1 
9(2H, m),2. 03-1. 79 (4H, m), 

I. 71-1. 59 (IH, m), 1.50-1. 1 
7 (3H, m) 


! * 


> 9 0% (NMR) 


MS 558 (M+l) 



396 
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MM^m^r 255 


IH NMR( 6 ) ppm 


o 


OH 

HCI >W 

iJ 

b s 


300MHz, DMS0-d6 
8. 34 (IH, s),8. 32 (IH, d,J=8 
. 8Hz) 8 09-8 03 (3H m) 7 
83 (2H, d, J=8. 3Hz),7. 79 (2H 
d T=8 8Hz) 7 36 (2H d T= 
8. 8Hz), 5. 54 (2H, s) , 4. 38(1 

H, m) , 2. 74 (3H, s) , 2. 40-2. 1 
8(2H,m),2. 13-1.96(2H,m), 

I. 93-1. 78 (2H, m), 1.73-1.5 
7(lH,m), 1. 55-1. 15(3H,m) 




>9 r O% (NMR) 




MS 


568 (M+l) 





^Jfe0»J#-J§- 256 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
12.67(lH,brs),8. 23 (IH, s) 
, 7. 94and7. 87 (2H, ABq, J=8. 
6Hz), 7. 79 (IH, dd, J=8. 7, 5. 
4Hz),7.62-7.41(7H,m),6.8 
0(1H, dd, J=11.9, 2. 3Hz), 6. 
69 (IH, dd, J=8. 1,2. lHz),5. 
20 (2H, s),3. 93(lH,brt, J=l 
5. 3Hz),2. 30-2. ll(2H,brm) 
1.88-1. 74 (4H, brm), 1.64-1 
.58(lH,brm), 1.41-1. 14 (3H 
, brm) 


F 


W£ > 9 0% (NMR) 


MS 585 (M+l) 




mm^m^r 257 


IH NMR ( 6 ) ppm 

300MHz, DMS0-d6 
8. 19(lH,d, J=8. 7Hz),7.93( 
IH, s),7. 83-7. 71 (3H, m),7. 
50-7. 39 (4H,m), 7.34-7. 10 ( 
4H, ro), 7. 06(lH,dd, J=8. 4,2 
.9Hz),5. 09 (2H. s), 4. 34 (IH 
,m),3. 82 (3H, s),2. 39-2. 19 
(2H,m),2. ll-1.98(2H,m), 1 
.94-1. 79(2H,m), 1. 74-1.58 
(lH,m), 1. 52-1.21 (3H,m) 


CI 

0 /=\ 
ho^ Y^C VhT^-o v )=\ 

Hi 

t> . /> 


>9 0% (NMR) 


MS 603 (M+l) 



397 
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ni&®m-%- 258 


IH NMR(S) ppm 

300MHz, DMS0-d6 1 
7. 79(lH,d, J=6. 7Hz),7. 56 ( 
IH, d, J=7. 5Hz),7. 49 (2H, d, 
J=8. 6Hz),7. 42 (4H, s),7. 32 
-7. 23 (3H, m) , 7. 09-7. 03 (3H 
,m),5. 02 (2H s) 4. 46 (IH m 
),3.82 (3H, s), 1. 95-1.83(2 
H,m), 1. 75-1.44(5H,m), 1.3 
0-1. 10 (2H, ra),0. 89-0.71(1 
H,ra) 


CI 

: HcAo <^> p 


MS > 9 0% (NMR) 


MS 567 (M+l) 



mmmm^ 259 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 93 (2H, d, J=6. 6Hz),8. 36 ( 
IH, s),8. 28 (IH, d, J=8. 7Hz) 
,8. 10-8. 03(3H,m),7. 85 (2H 
,d, J=8. 7Hz),7.33(2H, d, J= 
8. 7Hz),7. 23 (IH, s),7. 23(1 
H. s) , 6. 81 (IH, s),5. 56 (2H, 
s),4. 39(lH,m),2. 97, 2. 92 ( 
6H, s),2. 40-2. 18(2H,m),2. 
16-1. 95 (2H, m), 1.90-1. 75 ( 
2H,ra), 1. 70-1. 55(lH,m), 1. 
50-1. 15(3H,m) 


2HCI 

! n— 


> 9 0% (NMR) 


MS • 591 (M+l) 



260 




mm 



MS 



> 9 0% (NMR) 



564 (M+l) 



IH NMR(5) ppm 

300MHz, DMS0-d6 
8. 93 (2H, d, J=6. 3Hz),8. 35 ( 
IH, s),8. 26 (IH, d,J=8. 7Hz) 
,8. 09-8. 02(3H,m),7. 86 (2H 
, d, J=8. 7Hz),7. 50 (IH, s),7 
. 35 (2H, d, J=8. 4Hz) , 7. 24 (2 

H, d, J=7. 8Hz) , 5. 60 (2H, s), 
4. 39 (IH, m),2. 50-2. 18 (2H, 
m),2. 15-1. 95(2H,o), 1.90- 

I. 75 (2H,m), 1.70-1. 55 (IH, 
m) 1.50-1. 10 (3H,m) 



398 



wo 
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mmwm* 26 1 


IH NMR(6) ppm 


CI 

HO^o /=\ 

T \J 

! 


300MHz, DMS0-d6 
8. 22 (IH, d, J=7. 8Hz),7. 85 ( 
IH, d,J=6. 7Hz),7. 63 (2H, d, 
J=9. OH), 7. 51-7.38(5H,m), 
7. 29(lH,d,J=8. 3Hz),7. 23 ( 
IH, d,J=3.0Hz),7.06(2H, d, 
J=9. OHz) , 7. 06 (IH, dd, J=8. 
6, 3. OHz), 5. 05 (2H, s),4.41 
-4. 25(lH,m),3. 83 (3H, s),2 
.40-2. 20(2H,m),2. 03-1. 78 
(4H,m), 1.72-1. 57(lH,m),l 
. 50-1. 18 (3H, m) 


**6^ > 9 0% (NMR) 


MS 567 (M+l) 





mmm^ 262 


IH NMR(S) ppm 

300MHz, DMS0-d6 
8. 29 (IH, d,J=l. 5Hz),8. 26 ( 
IH, d, J=9. OHz), 8. 19 (IH, d, 
J=l. 8Hz),8. 13(lH,brs),8. 
08-7.96(2H,m), 7. 73 (2H, d, 
J=9. OHz) , 7. 57-7. 43 (6H, m) 
,7. 24 (2H, d, J=9. OHz), 5. 14 
(2H, s),4. 36 (IH, m),2. 38~2 
. 18(2H,m),2. 12-1.97(2H,m 
), 1.93-1. 80 (2H, m), 1.73-1 
. 58 (lH.m), 1.52-1. 20 (3H,m 


CI 

hci NH2 


> 9 0% (NMR) 


MS 580 (M+l) 




mm®m-% 263 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
12. 85(lH,brs),8. 72 (IH, d, 
J=4. 8Hz),8. 22 (IH, s),8. 14 
(IH, d, J=6. 3Hz) , 8. 03and7. 
76 (4H, ABq, J=8. 6Hz) , 7. 93a 
nd7. 85(2H,A' B* q, J=8. 6Hz) 
, 7. 60and7. 15 (4H, A"B~q, J= 
8. 7Hz),7. 55 (IH, dd, J=6. 3, 
4. 8Hz),5. 19 (2H, s),4. 26(1 
H, brt, J=12. 6Hz), 2. 35-2. 1 
8 (2H, brm) , 1. 95-1. 77 (4H, b 
rm), 1. 70-1. 60 (IH, brm), 1. 
45-1. 15 (3H, brm) 


a 


> 9 0% (NMR) 


MS 548 (M+l) 
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mm* 


264 


IH NMR( 6 ) ppm 


o 


CI 

yK /=\ 


300MHz, DMS0-d6 
8. 23 (IH, d, J=1.0Hz),7. 92 ( 
IH, dd, J=8. 7, 1.0Hz),7. 87 ( 
IH, d, J=8. 7Hz),7.60(2H, d, 
J=8. 6Hz),7. 47 (2H, d, J=8. 7 
Hz),7.44(2H,d, J=8. 7Hz), 7 
. 30 (IH, d, J=8. 3Hz) , 7. 23 (1 
H, d, J=2. 6Hz),7. 11 (2H, d, J 
=8. 7Hz),7. 06 (IH, dd, J=8. 7 
, 2. 6Hz),5. 04 (2H, s),4. 36 ( 
lH,ra),3. 83 (3H, s),2. 80-2. 
70(4H,ra),2. 60-2. 40(2H,ra) 
, 2. 30-2. 20 (2H, m) 




>9 0% (NMR) 


MS 


586, 588 (M+l) 






265 


IH NMR( 6 ) ppm 


o 


CI 


300MHz, DMS0-d6 
8.30(1H, d, J=1.5Hz),8. 25 ( 
IH, d, J=9. lHz),8. 03 (IH, dd 
, J=8. 7, 1. 5Hz) . 7. 76-7. 96 ( 
3H, ra),7. 55-7. 49(5H,m),7. 
42 (IH, d, J=7.6Hz),7. 23 (2H 
,d, J=8. 7Hz),5. 15(2H.s),4 
. 35(1H, m),3. 01 (3H, s),2. 9 
7(3H, s),2. 37-2. 20(2H,m), 
2. 09-1.97 (2H,m), 1.94-1. 8 
1(2H, m), 1. 72-1. 60 (IH, m), 
1.50-1. 21 (3H,m) 




> 9 0% (NMR) 


MS 


608 (M+l) 








266 


IH NMR( 6 ) ppm 


o 


F 


300MHz, DMS0-d6 
8. 27 (IH, d, J=1.5Hz),8. 20 ( 
IH, d, J=9. 0Hz),8. 00(lH,dd 
, J=8. 6, 1. 5Hz),7. 82 (2H, d, 
J=8. 2Hz),7. 76-7.65 (5H, m) 
,7. 56 (IH, dd, J=7. 9. 1.8Hz) 
,7.47(1H, d, J=7. 5Hz) , 7. 20 
(2H, d, J=8. 6Hz) , 5. 16 (2H, s 
),4. 32(lH,m),3. 02 (3H, s), 
2. 98 (3H, s) , 2. 38-2. 19 (2H, 
in), 2. 07-1. 95(2H,m), 1.93- 
1.80(2H,m), 1. 72-1. 58 (IH, 


MS£ > 9 0% (NMR) 


MS 


642 (M+l) 


m), 1.52-1. 18(3H,m) 
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nmm&'Hr 267 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 34(2H,m),8. 03 (IH, d, J=8 
.3Hz),7. 77-7. 68 (3H, m),7. 
54-7. 40 (4H, m) , 7. 33 (2H, d, 
J=8. 6Hz),7. 24 (2H, d, J=9. 0 
Hz), 5. 16 (2H, s),4. 36(lH,m 
) , 3. 01 (3H, s) , 2. 97 (3H, s) , 
2. 40-2. 20(2H,m),2. 11-1.9 
7(2H,m), 1.93-1. 81 (2H,m), 
1.71-1. 60 (IH, id), 1.50-1. 2 
1 (3H, m) 


/ 

S 

9 Q 


> 9 0% (NMR) 


MS 620 (M+l) 



nm&m^- 268 


IH NMR( 6 ) ppm 


i ° 

\ ^ 


CI 

HCI /=\ 

VK /=\ 

O > N x 


300MHz, DMS0-d6 
8.67-8. 59(lH,m),8. 30 (IH, 
s),8. 13-8. 20(2H,m),8. 02- 
7. 92 (2H, m),7. 65 (IH, t, J=8 
. 3Hz) , 7. 56-7. 45 (5H, m) , 7. 
18 (IH, dd, J=12.0,2. 2Hz),7 
. 05 (IH, dd, J=8. 6, 2. 2Hz) , 5 
. 14 (2H, s),4. 09(1H, m),2. 8 
2(3H, d, J=4. 5Hz),2. 34-2. 1 
2(2H, m), 1.99-1. 79 (4H,m), 
1. 71-1. 59(lH,m), 1.49-1.2 
1 (3H, m) 


mm 


> 9 0% (NMR) 


MS 


612 (M+l) 





269 



MS 




> 9 0% (NMR) 



626 (M+l) 



IH NMR(S) ppm 

300MHz, DMS0-d6 
8.29(1H, s),8. 13(lH,d, J=9 
.0Hz),7. 97 (IH, dd, J=8. 6, 1 
.5Hz),7. 71 (IH, d,J=l. 8Hz) 
,7. 63 (IH, t, J=8. 2Hz), 7. 56 
-7.41(6H,m),7. 17 (IH, dd, J 
=12. 0, 2. 2Hz),7. 03 (IH, dd, 
J=8. 2, 1.8Hz),5. 14 (2H, s), 
4. 15-4.00(lH,m),3.01(3H, 
s),2. 98 (3H, s),2. 32-2. 13 ( 
2H,m) 1.95-1. 79(4H,m), 1.7 
2-1. 59 (IH, m), 1. 45-1.21(3 
H,m) 
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270 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
8.24(1H, d, J=l. 4Hz),8. 19 ( 
IH, d, J=l. 8Hz) , 8. 11 (IH, br 
s) , 8. 02-7. 85 (3H, m) , 7. 60- 
7. 44 (7H, m), 7. 10 (IH, dd, J= 
12. 0, 2. lHz),6. 98 (IH, dd, J 
=8 4 2 lH^ 5 1 1 (2H t) 3 
.98(lH,m),2.30-2. 12(2H,m 
), 1.91-1. 73(4H,m), 1.71-1 
. 58 (lH,m), 1.45-1. 15(3H,m 


i HCI Ow 

O T NHz 


fcBS > 9 0% (NMR) 


MS 598 (M+l) 




mm&m%> 271 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 29 (IH, d, J=l. 5Hz),8. 24 ( 
lH.d, J=8. 7Hz),8. 07-7. 98 ( 
3H, m) , 7. 80-7. 68 (5H, m) , 7. 
56 (IH, dd, J=8. 0, 1.8Hz),7. 
47 (IH, d, J=8. OHz) , 7. 21 (2H 
,d, J=8. 4Hz),5. 18 (2H. s),4 
.34(1H, m),3. 27 (3H. s),3.0 
2(3H, s),2. 98 (3H, s),2. 38- 
2. 18(2H,m),2. 10-1. 95 (2H, 
m), 1. 93-1. 79(2H,m), 1. 72- 
1.59(lH,m), 1. 50-1. 19 (3H, 
m) 


.0 

t> >\ 


>9 0% (NMR) 


MS 652 (M+l) 




mm&m-& 272 


IH NMR(S) ppm 

300MHz, DMS0-d6 
8. 97 (IH, d, J=1.8Hz),8. 85 ( 
lH,d, J=4. 7Hz),8.46(lH, d, 
J=8. OHz) , 8. 39-8. 26 (2H, m) 
,8. 06(lH,d, J=8. 7Hz),7.99 
-7. 64 (6H, m),7. 24 (2H, d, J= 
8. 7Hz).5.25(2H, s),4. 36(1 

H, m),3.03(3H, s),2. 97 (3H, 
s),2. 39-2. 19(2H,m),2. 14- 

I. 96 (2H, ra) , 1. 94-1. 78 (2H, 
m), 1. 73-1. 60(lH,m), 1.21- 
1.55 (3H,m) 


cih /= N v HC1 


M^P > 9 0% (NMR) 


MS 575 (M+l) 
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mMmrn* 273 


IH NMR(S) ppm 

300MHz, DMS0-d6 
8. 30 (IH, s),8. 27 (IH, d,J=8 
.7Hz),8. 05 (IH, d. J=8. 7Hz) 
,7. 77-7. 67 (3H, m).7. 58-7. 
48(6H,m),7. 22 (2H, d, J=8. 4 
Hz), 5. 18 (2H, s),4. 35(lH,b 
rt, J=9. 8Hz) , 3. 06-2. 88(12 

H, brm) , 2. 38-2. 20 (2H, brm) 
, 2. 08-1. 96 (2H, brm) , 1. 90- 

I. 80(2H, brm), 1. 70-1. 60(1 
H, brm) , 1. 49-1. 22 (3H, brm) 


N P 

o >< 


fcfilg > 9 0% (NMR) 


MS 645 (M+l) 







274 


IH NMR( 6 ) ppm 


O 




CI. 

-o /=\ 

o- 


300MHz, DMS0-d6 
mixture of cis and trans 
8. 35, 8. 34 (IH, s),8. 15-8. 1 
0(2H,m), 7.79-7. 70 (3H, m), 
7. 49(2H,d, J=8. 7Hz),7. 44 ( 
2H, d, J=8.7Hz),7.31(lH, d, 
J=8.4Hz),7. 25-7. 19 (2H, m) 
, 7. 07 (IH, d, J=8. 5Hz),5. 08 
(2H, s),4. 75 (IH, m),3. 83(3 
H, s),3.70-1.90(8H,m) 


mm 


$} 8 0 % 


(NMR) 




MS 


601 (M+l) 





275 




O- 



MS 



> 9 0% (NMR) 
617 (M+l) 



IH NMR(S) ppm 

300MHz, DMS0-d6 
8. 33 (IH, s),8. 13 (IH, d,J=7 
.5Hz),7. 93 (IH, d, J=8. 8Hz) 
,7. 74 (2H, d, J=8. 7Hz), 7. 49 
(2H, d, J=8.6Hz),7.44(2H, d 
, J=8.6Hz),7.31(lH, d, J=8. 
5Hz) , 7. 25-7. 15 (3H, m) , 7. 0 
7(1H, d, J=8. 5Hz),5. 08 (2H, 
s),4. 98(lH,m),3. 83 (3H, s) 
, 3. 65-3. 45 (2H, m) , 3. 30-3. 
10(2H,m),3. 00-2. 75 (2H, m) 
, 2. 60-2. 30 (2H, m) 
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rnmrn^- 


276 


IH NMR( 6 ) ppm 


HoA C 


CI 


300MHz, DMS0-d6 
8. 25 (IH, s),7.93and7. 87(2 
H, ABq, J=9. lHz),7. 55 (IH, t 
, J=8. 6Hz) , 7. 48and7. 42 (4H 
A' B' a T=8 6Hz) , 7. 31 (IH, 
d, J=8. 5Hz) , 7. 24 (IH, d, J=2 
. 6Hz) , 7. 09-6. 95 (3H, m) , 5. 
05 (2H, s),4. 11 (IH, brt, J=l 
4.0Hz), 3. 84 (3H, s),2. 83-2 
.67(4H, brm), 2. 50-2. 32 (2H 
,brm),2.21-2. 10 (2H, brm) 


#£S > 9 0% (NMR) 


MS 


603 (M+l) 





mmm&-& 277 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
cis and trans mixture 
8. 28and8. 24 (total 
IH, each 

s),7. 94-7. 87(lH,m),7. 60- 
7.41(5H,m),7.31(lH,d, J=8 
.5Hz),7. 23-7. 21 (IH, m),7. 
12-7. 05 (2H, m) , 7. 00-6. 95 ( 
IH, m) , 5. 06and5. 05 (total 
2H, each 

s) , 4. 47and4. 34 (total 
IH, each 

brs),3. 83 (3H, s),3. 12-1.7 
6(8H,m) 


CI 

0 0 


MS > 9 0% (NMR) 


MS 619 (M+l) 




nmm^ 27s 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
12.9(lH,brs),8. 27 (IH, s), 
7. 97and7. 74 (2H, ABq, J=8. 6 
Hz), 7. 58 (IH, t, J=8.6Hz),7 
. 49and7. 43 (4H, A' B' q, J=8. 
5Hz),7.31(iH,d, J=8. 5Hz), 
7. 22 (IH, d, J=2. 6Hz), 7. 13- 
6. 92 (3H, m),5. 05 (2H, s),4. 
67 (IH, brt, J=14. 2Hz),3. 57 
-3. 40 (2H, brm) . 3. 20-3. 05 ( 
2H, brm) , 2. 91-2. 70 (2H, brm 
),2. 28-2. ll(2H,brm) 


CI 


UM > 9 0% (NMR) 


MS 635 (M+l) 
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%wm*k 279 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 30 (IH, s),8. 23 (IH, d, J=8 
. 7Hz), 8. 06-8. 00(2H,m),7. 
83 (IH, dd, J=8. 0, 1. 8Hz),7. 
71 (2H, d, J=8. 4Hz),7. 64 (IH 
, d, J=8. OHz) , 7. 59-7. 54 (4H 

mS 7 99 f9H A T=S AUv} 5 

.25(2H, s),4: 33 (IH, m),2.6 
6(3H, s),2. 66 (3H, s),2. 37- 
2. 19(2H,m), 1.93-1. 80 (2H, 
m), 1.70-1. 59 (lH,m), 1.47- 
1. 21 (3H, m) 


CI. 

HCI >=\ 

Q \s // 

HO'N^V N ^_/ == Vo^/=\ 

O 0*T\ 

o 


> 9 0% (NMR) 


MS 644 (M+l) 




nm&m^ 2so 


IH NMR( 8 ) ppm 

300MHz, DMS0-d6 
8. 32-8. 23 (3H, m) , 8. 08-8. 0 
1(2H, m),7. 73 (2H, d, J=8. 6H 
z),7. 65 (IH, d, J=8. 2Hz),7. 
59-7. 51(4H,m),7. 25 (2H, d, 
J=8. 6Hz) , 5. 21 (2H, s) , 4. 34 
(IH, m) , 3. 32 (3H, s) , 2. 37-2 
. 19(2H,m),2. 10-1. 98(2H,m 
), 1. 93-1. 80 (2H,m), 1.71-1 
.60(1H, m), 1.51-1. 21 (3H,m 
) 


CI 

HCI >=\ 

iHo^YYV^r>o3=\ 

O of 


> 9 0% (NMR) 


MS . 615 (M+l) 





281 


IH NMR ( 6 ) ppm 


CI 

HCI >=\ 

t) ^VOH 
\ — / o 


300MHz, DMS0-d6 
8. 30 (IH, d, J=l. 5Hz),8. 24 ( 
IH, s),8. 14 (IH, d. J=8. 6Hz) 
,8. 07-7.95(2H,m),7. 63 (IH 
, t, J=8. 6Hz) , 7. 57-7. 47 (5H 
,m),7. 16 (IH, dd,J=12. 0, 2. 
2Hz),7.03(lH, dd, J=8. 6, 2. 
2Hz),5. 17 (2H. s),4. 06 (IH, 
m),3. 90(3H, s), 2. 31-2. 11 ( 
2H,m), 1. 97-1. 78(4H,m), 1. 


> 9 0% (NMR) 


71-1. 59 (lH,m), 1.43-1. 22( 
3H,m) 


MS 


315 





405 
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282 


IH NMR(6) ppm 


o 


CI. 

HCI /=\ 

~- Kl ^ s * — C. /) _ . . . 

■\ \fl CIH 

t> >- 


300MHz, DMS0-d6 
8. 36 (IH, s),8. 35 (IH, d, J=9 
. 3Hz) , 8. 09 (IH, d, J=9. 3Hz) 
,7. 78 (2H, d. J=8. 7Hz),7. 48 
-7. 25(9H,m),5. 09 (2H, s),4 
. 39(1H, m),3. 04 (6H, s),2.4 
0-2. 15 (2H, m),2. 10-1.95(2 
H,m), 1.90-1. 75(2H,m), 1.7 
0-1. 55 (lH,m), 1.50-1.20(3 
H,m) 


mm 


> 9 0% (NMR) 




MS 


580 (M+l) 








283 


IH NMR(6) ppm 


o 


CI 

HCI >=\ 
N /=\ V 

H\ >-o. >=\ ^ 


300MHz, DMS0-d6 
10. 03 (IH, s),8. 33 (IH, s),8 
. 29 (IH, d, J=8. 7Hz),8. 06(1 
H, d,J=9.0Hz),7. 74 (2H, d. J 
=9.0Hz),7. 51-7. 42 (5H, m), 
7. 37-7. 30(2H,m),7. 22 (2H, 
d, J=8. 7Hz) , 5. 10 (2H, s),4. 
37(lH,m),3. 06 (3H, s),2. 40 
-2. 18 (2H, m) , 2. 15-1. 95 (2H 
,m), 1. 90-1.80(2H,m), 1. 75 
-1.55(lH,m), 1. 50-1. 20 (3H 
, m) 


> 9 0% (NMR) 


MS 


630 (M+l) 





MMfrm^ 284 


IH NMR( 6 ) ppm 


' O 

!ho"y 


CI 

HCI >=\ 




300MHz, DMS0-d6 
8. 30 (IH, s),8. 14 (IH, d, J=8 
. 7Hz),7. 97 (IH, d, J=8. 7Hz) 
,7. 96-7. 41 (8H, m),7. 16 (IH 
,dd, J=12. 4, 2. 2Hz),7. 03(1 
H,dd, J=8. 4, 2. 2Hz),5. 15(2 

H, s),4. 15(lH,m),3. 54-3. 1 
6(4H,m),2. 33-2. 13(2H,m), 

I. 97-1. 79 (4H,m), 1.70-1.0 
2(9H,m) 


>9 0% (NMR) 




MS 


654 (M+l) 







406 
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mmm^ 285 


IH NMR( 6 ) ppm 


CI 

HCI /=\ 
nui / \ 

° R \J 

— o /— 


300MHz, DMS0-d6 
8. 37 (IH, d, J=7. 3Hz),8. 30 ( 
IH, s),8. 19-8. 12(2H,m),8. 
02-7. 95(2H,m),7. 65 (IH, t, 
J=8. 4Hz) , 7. 56-7. 43 (5H, m) 
,7. 18 (IH, dd, J=12. 0, 1. 8Hz 
) , 7. 06 (IH, dd, J=8. 4, 2. 1Hz 
),5. 13 (2H, s),4. 22-4.03(2 
H, m),2. 34-2. 13(2H,m), 1.9 
9-1.78(4H,m), 1. 72-1.57(1 
H, m), 1.44-1. 14(3H,m), 1.2 
0, 1. 18 (6H, each s) 


> 9 0% (NMR) 


MS 640 (M+l) 





286 




MS 



> 9 0% (NMR) 



666 (M+l) 



IH NMR( 8 ) ppm 

300MHz, DMS0-d6 
8. 29 (IH, s),8. 13 (IH, d, J=8 
.7Hz),7. 97(lH,dd, J=8. 7,1 
.4Hz), 7. 69-7. 40 (8H,m).7. 
16 (IH, dd, J=12. 0, 2. 2Hz),7 
.02(1H, dd, J=8. 4, 2. 2Hz),5 
. 15 (2H, s),4.07(lH,m),3. 7 
l-3.23(2H,m), 1.98-1.71(4 
H,m), 1.71-1. 18(10H,m) 



287 



MS 




> 9 0% (NMR) 



652 (M+l) 



IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 29 (IH, s),8. 13 (IH, d, J=8 
.0Hz),7. 97 (IH, d, J=8. 4Hz) 
,7. 83 (IH, s), 7. 68-7. 41 (7H 
,m),7. 17 (IH, d, J=12. 0Hz), 
7. 03 (IH, d, J=8. 4Hz),5. 15 ( 
2H, s),4. 07 (IH, m),3. 58-3. 
41 (4H, m) , 2. 34-2. 13 (2H, m) 
,1. 97-1. 77 (8H,m), 1.71-1. 
58(lH,m), 1. 49-1. 18(3H,m) 



407 
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mm&m* 288 


IH NMR( 6 ) ppm 


CI 

i HCI /=\ 

W ° ^OH 


300MHz, DMS0-d6 
8. 62(lN,m),8.31(lH, s),8. 
22-8. 14(2H,m),8. 99 (2H, d, 
J=8. 7Hz).7.66(lH, t. J=7. 7 

1J«\ n CO *7 A A (CM m\ 7 1Q 

Hz; , 7. 5o~7. 44 von, m; , / , iy 
(IH, dd, J=8. 7, 2. 2Hz), 5. 14 
(2H, s) , 4. 11 (IH, m) , 3. 67-3 
.49(2H,ra),3. 45-3. 30(2H,m 
) , 2. 37-2. 12 (2H, m) , 2. 00-1 
. 76 (4H,m), 1.70-1. 58(lH,m 
), 1.48-1. l7(3H,m) 


> 9 0% (NMR) 


MS 642 (M+l) 






mum*-* 289 


IH NMR(6) ppm 


CI 

HCI /=\ 


400MHz, DMS0-d6 
8. 28 (IH, s),8. 11 (IH, d, J=8 
.9Hz),7.96(lH, d,J=8.9Hz) 
,7.68(1H, s),7.62(lH,t, J= 
8. 2Hz),7. 55-7. 41 (6H, m), 7 
.15(1H, d, J=ll. 7Hz) , 7. 02 ( 
IH, d, J=8. 4Hz),5. 14 (2H, s) 
,4. 12-3. 13(6H,m),2. 30-1. 
19(13H,m) 


#6<S > 9 0% (NMR) 




MS 682 (M+l) 






HiS0>J#-*§- 290 


IH NMR( 5 ) ppm 


CI 

i HCI /=\ 

i 9 F \ 

o 


400MHz, DMS0-d6 
8. 29 (IH, s),8. 15 (IH, d, J=8 
.6Hz),7. 98 (IH, d, J=8. 8Hz). 
,7. 72 (IH, s),7.64(lH, t. J= 
8. 8Hz),7. 57-7. 43 (6H, m),7 
. 18(lH,dd, J=12. 1,2. 1Hz), 
7. 03 (IH, d, J=10. 7Hz) , 5. 12 
(2H, s) , 4. 15-4. 01 (IH, m) , 3 
. 75-3. 33 (8H, m), 2. 31-2. 14 
(2H, m) , 1. 96-1. 78 (4H, m) , 1 
.70-1. 58 (IH, m), 1.47-1. 21 
(3H, m) 


> 9 0% (NMR) 


MS 668 (M+l) 





408 
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nmm&%- 291 


IH NMR( 6 ) ppm 

400MHz, DMS0-d6 
8. 29 (IH, s),8. 14 (IH, d, J=8 
.9Hz),7.97(lH, d, J=8.6Hz) 
.7.7K1H, s),7.63(lH,t, J= 
8. 2Hz),7. 56-7. 42 (6H, m),7 
. 17 (IH, d, J=12. 3Hz),7. 03 ( 
IH, d, J=10. 7Hz),5. 14 (2H, s 
),4. 07 (IH, m), 3.96-3. 52(4 
H, m) , 2. 79-2. 56(4H,m),2. 3 
2-2. 14 (2H, in), 1.97-1. 79(4 
H,m), 1. 71-1. 58 (IH, m), 1.5 
1-1. 19(3H,m) 


CI 

HCI >=\ 

0 >o 


> 9 0% (NMR) 


MS 684 (11+1) 




mmmm^ 292 


IH NMR ( 8 ) ppm 

300MHz, DMS0-d6 
9. 07-8.99(lH,m),8. 30 (IH, 
s),8. 23-8. 12(2H,m),8. 04- 
7. 95 (2H, m),7. 65 (IH, t. J=8 
.2Hz), 7. 60-7. 45(5H,m),7. 
19 (IH, dd, J=12. 0, 2.6Hz),7 
.06(1H, dd, J=8. 6, 2. 2Hz),5 
. 16 (2H, s),4. 18-4. 02(lH,m 
),3. 97 (2H, d, J=6.0Hz),2.3 
3-2. 14(2H,m), 1.99-1.79(4 
H, m),l. 72-1. 59(lH,m), 1.4 
5-1. 19 (3H, m) 


CI 

HCI /=\ 

0 OH 


MM > 9 0% (NMR) 


MS 656 (M+l) 




mm&m^ 293 


IH NMR ( 6 ) ppm 

300MHz, DMS0-d6:8. 21 (IH, s 
) , 7. 94and7. 86 (2H, ABq, J=8 
.6Hz), 7. 72(lH,d, J=2. 4Hz) 
,7. 59and7. 11 (4H, A* B' q, J= 
8. 9Hz),7. 53 (IH, dd, J=8. 4, 
2.4Hz),7. 38 (IH, d, J=8. 4Hz 
) , 7. 36and7. 32 (4H, A"B"q, J 
=8. lHz),5. 07 (2H, s),4. 27 ( 
lH.brt, J=13.8Hz),2. 87 (2H 
, t, J=7. 8Hz),2. 57 (2H,t, J= 
7. 8Hz), 2. 35-2. 20 (2H, brm) 
, 1.96-1. 79 (4H, brm), 1. 68- 
1. 59 (IH, brm), 1.47-1. 18(3 
H, brra) 


0 

<T_°H 

0 ci 


#fc^ > 9 0% (NMR) 


MS 637 (M+l) 



409 
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HO 




> 9 0% (NMR) 



MS 



567 (M+l) 



1H NMR( 5 ) ppm 

300MHz, DMS0-d6 

8. 30 (1H, s),8. 25and8. 03 (2 

H, ABq, J=8.9Hz),7. 73(lH,s 
) , 7. 73 (2H, d, J=8. 6Hz) , 7. 5 
5(1H, dd, J=8. 0, 2. 3Hz),7. 4 
0(4H, s),7. 39 (1H, d, J=8. OH 
z),7. 23 (2H, d, J=8. 6Hz),5. 
11 (2H, s),4. 55 (2H, s),4. 36 
(1H, brt, J=14. 8Hz) , 2. 37-2 
. 19 (2H, brm) , 2. 09-1. 96 (2H 
, brm), 1.91-1. 79 (2H, brm), 

I. 71-1. 59 (1H, brm), 1.50-1 
. 20 (3H, brm) 



MMM%F-%r 295 


1H NMR(6) ppm 

300MHz, DMS0-d6 
8. 30 (1H, s),8. 25and8. 04(2 
H, ABq, J=8. 7Hz), 7. 74 (1H, s 
),7. 72(2H,d,J=8. 7Hz),7. 5 
6(lH,d. J=8. 7Hz),7. 48-7. 3 
5(5H, m),7. 22(2H,d, J=8. 7H 
z),5. ll(2H, s),4.46(2H, s) 
,4. 35 (1H, brt, J=14. 8Hz),3 
.31(3H, s),2. 37-2. 17(2H,b 
rm),2. 07-1. 95(2H,brni), 1. 
92-1. 79 (2H, brm), 1.73-1.5 
6(1H, brm), 1.52-1. 20 (3H,b 
rm) 


O- 

HCI >=\ 


> 9 0% (NMR) 


MS 581 (M+l) 




mmm^ 296 


1H NMR( 6 ) ppm 

300MHz, DMS0-d6 
8.2K1H, d, J=1.5Hz),7.98( 
1H, d, J=l. 2Hz),7. 97-7. 91 ( 
2H,m),7. 84 (1H, dd, J=8. 7, 1 
.5Hz),7. 77 (1H, d,J=2. 1Hz) 
.7. 70 (1H, d, J=7. 5Hz),7.60 
-7. 54(4H,m),7. 43 (1H, d, J= 
8. 4Hz),7. 09 (2H, d,J=8. 7Hz 
),5.05(2H,s),4. 25 (1H, brt 
, J=14. 8Hz) , 2. 36-2. 18 (2H, 
brm) , 1. 95-1. 79 (4H, brm) , 1 
.71-1. 6(1H, brm), 1.43-1. 1 
8(3H, brm) 


Ox 

O 01 


> 9 0% (NMR) 


MS 581 (M+l) 



410 
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297 


IH NMR(6) ppm 

300MHz, DMS0-d6 
12.7(lH,brs),8. 21 (IH, s), 
7. 94and7. 85 (2H, ABq, J=8. 6 
Hz), 7. 60-7. 55(3H,m),7. 49 
and7. 45 (4H, A' B' q, J=8. 3Hz 
),7. 12 (2H, d. J=8. 7Hz),5.0 
5(2H, s),4. 26 (IH, brt, J=13 
.0Hz),2. 54 (3H, s),2. 38-2. 
20 (2H, brm), 1. 97-1. 80 (4H, 
brm), 1. 71-1. 59 (IH, brm), 1 
.47-1. 20 (3H, brm) j 


CI 

0 O 

t> M * 


> 9 0% (NMR) 


MS 583 (M+l) 




mmwtt 298 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 22 (IH, s),8.01(lH, s),7. 
95and7. 86 (2H, ABq, J=8. 6Hz 
),7. 79 (IH, d, J=7. 8Hz) . 7. 5 
8(3H, t,J=7. 5Hz),7. 53 (4H, 
s),7. 13 (2H, d, 8. 7Hz),5. 15 
(2H, s),4. 26(lH.brt, J=13. 
8Hz),2. 83 (3H, s), 2. 37-2. 1 
8(2H,brm), 1. 95-1. 78 (4H, b 
rm), 1.70-1. 59 (IH, brm),l. 
47-1. 17 (3H, brm) 


CI 

O >° 


>9 0% (NMR) 


MS 599 (M+l) 



mrnw&^r 299 


IH NMR (6) ppm 

300MHz, DMS0-d6 
8. 43-8. 16 (3H, m) , 8. 07-7. 9 
4(2H,m),7. 72 (2H, d, J=8. 6H 
z),7. 62-7. 49 (5H, m),7. 23 ( 
2H, d, J=8. 6Hz) , 5. 16 (2H, s) 
,4. 34 (IH, m),2. 39-2. 20 (2H 
,m),2. 10-1. 96(2H,m), 1.93 
-1. 80 (2H, m), 1.71-1. 58 (IH 
,m), 1.49-1. 19(3H,m) 


CI 

HCI >=\ 

t> X 


> 9 0% (NMR) 


MS 562 (M+l) 


411 
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mteMm-%- 300 


IH NMR( 6 ) ppm 


o 

HcAf 
I* 


R 


300MHz, DMS0-d6:2. 77 (IH, b 
rs),8. 83 (2H, d, J=1.9Hz),8 
. 56(2H, dd,J=4. 9, 1.9Hz),8 
.22(1H, d, J=l. 5Hz) , 7. 97(2 
H, dt, J=7. 9, 1. 9Hz) , 7. 95 (1 
H, d, J=8. 6Hz) , 7. 87 (IH, dd, 

=8. 7Hz),7. 46 (2H, dd, J=7. 9 
,4.9Hz),7.26(lH,dd, J=12. 
0, 4. 9Hz), 7. 14 (IH, dd,J=8. 
8, 2. 3Hz) , 6. 99 (2H, s) , 3. 94 
(lH,brt),2. 26-2. 09(2H,m) 
, 1.87-1. 73 (4H, m), 1. 67-1. 


mm 


> 9 0% (NMR) 


MS 


523 (M+l) 



301 


IH NMR ( 6 ) ppm 

300MHz, DMS0-d6 
8. 22 (IH, s),7. 95 (IH, d,J=8 
.7Hz),7. 87 (IH, dd,J=1.5Hz 
,9.0Hz),7.62(4H, d, J=8. 4H 
z), 7. 55 (IH, t, J=9. 0Hz), 7. 
44 (4H, d, J=8. lHz),7. 20 (IH 
, dd, J=2. 1Hz, 12. 0Hz),7. 11 
(IH, dd, J=2. lHz,8. 7Hz),6. 
86 (IH, s),3. 94 (IH, m) , 2. 96 
,2. 88(12H, s),2. 35-2. 00 (2 
H,m), 1.95-1. 70 (4H,m), 1.6 
5-1. 50 (IH, m), 1.45-1. 10(3 
H,m) 


O Fv 

i O Q 

i 0=< 

,N- 


> 9 0% (NMR) 


MS 663 (M+l) 




302 


IH NMR( 8 ) ppm 

300MHz, DMS0-d6 
8. 14 (IH, s), 7. 88 (IH, d, J=8 
.4Hz),7.68(lH, d, J=8. 7Hz) 
,7. 64-7. 55 (3H, m),7. 50 (IH 
, t, J=8. 7Hz),7. 22-7. 17(3H 
,m),7. 11 (IH, s), 7. 08-7. 00 
(2H,m),3. 90(lH,m),2. 15-2 
.00(2H,m), 1.95-1. 50 (5H,m 
), 1.45-1. 00 (3H, in) 


O Fv 

Na+ °" <xy&y-$j 
b cT^ 


> 9 0% (NMR) 


MS 532 (M+l) 



412 
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H*60»J#-J§- 303 


IH NMR(S) ppm 

300MHz, CDC13 . 
8. 49 (IH, s),7. 98(lH,dd, J= 
8.6, 1.5Hz),7. 71 (IH, d, J=l 
.8Hz),7. 66 (IH, d, J=8. 6Hz) 
,7.55-7. 29(7H,m),6. 80 (IH 
,dd, J=8. 2, 2. 2Hz),6.69(lH 

J J T— 11 o O OUr.\ A QQ fO 

H, s),4. 10-3.92(lH,m),3.9 
5(3H, s),3. 15 (3H, s),3. 06 ( 
3H, s), 2. 31-2. 14(2H,m),2. 
04-1.86(4H,m), 1. 81-1. 71 ( 
lH,m), 1.41-1. 21(3H,m) 


O 


CI 

0 


> 9 0% (NMR) 


MS 


640 (M+l) 






304 


IH NMR( 8 ) ppm 

300MHz, DMS0-d6 ! 
8. 21 (IH, s),7. 94 (IH, d, J=8 
.7Hz),7. 84(lH,d, J=9. 1Hz) 
,7. 70(1H, s),7. 26-7. 39 (9H 
,m),7. 11 (2H, d, J=8.4Hz),5 
. 11 (2H, s),4. 26(lH,m),3.0 
l(3H,.s),2. 97 (3H, s),2. 38- 
2. 19(2H,m), 1.97-1. 78 (4H, 
m), 1. 72-1. 57(lH,m), 1.48- 
1. 17(3H.m) 


CI 

0"Na + 

"^XX H~^^~ °^-\~) 


*fi£ > 9 0% (NMR) 


MS 


608 (M+l) 




mmmm^ 305 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 24 (2H. s),8. 03 (IH, d, J=8 
.0Hz),7. 96(lH,d,J=8. 8Hz) 
,7. 87 (IH, d. J=9. lHz),7. 60 
-7.46(6H,m),7.09(lH,dd,J 
=12. 0, 1.8Hz),6. 97(lH,dd, 
J=8. 4, 1.8Hz),5. 16 (2H, s), 
3. 97 (lH.m), 2.31-2. 11 (2H, 
m), 1.92-1. 73 (4H,m),l. 70- 
1.57(lH.m), 1.46-1. 13 (3H, 
m) 


0 

HO^ 


CI. 

F \ 

^v-N >=\ \ 

t> > OH 


#6* > 9 0% (NMR) 


MS 


599 (M+l) 



413 
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!U60>J## 306 


IH NMR(6) ppm 

300MHz, DMS0-d6 
12.84(1H, brs),8. 21 (IH, s) 
,7. 98-7. 84(5H,m),7. 58(2H- 
,d, J=8. 7Hz),7. 54 (2H, d, J= 
7. 8Hz),7. 34(lH,,d, J=8. 7H 
z),7. 26 (IH, d. J=2. 4Hz),7. 
13-7 06 (3H m) 5 06 (2H s) 
,4. 26(lH.brt, J=12. 7Hz),3 
.84(3H, s), 2. 36-2. 17(2H,b 
rm), 1.99-1. 80 (4H, brm), 1. 
73-1. 59 (IH, brm), 1. 47-1. 1 
7 (3H, brm) 


p 

§ 0 

O 0 


> 9 0% (NMR) 


MS 577 (M+l) 



mmmm^ 307 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 22(lH,s),8. 04 (IH, s),7. 
96 (2H, d, J=8. lHz),7.87(2H 
,s),7. 72 (IH, d, J=l. 2Hz),7 
.59-7. 41 (7H, m),5. 12(2H,s 
),4. 25(lH,brt, J=11.8Hz), 
3. 02(3H,brs),2. 98 (3H, brs 
),2. 38-2. 15(2H,brm), 1.93 
-1. 76 (4H, brm) , 1. 71-1. 59 ( 
IH, brm), 1. 46-1. 16 (3H, brm 
) 


.0 

H 2 N-f 

0 >< 


#6^ > 9 0% (NMR) 


MS 617 (M+l) 





308 


IH NMR( 6 ) ppm 




CI 

Q 


300MHz, DMS0-d6 
8. 27 (IH, s),8. 08 (IH, d, J=9 
.0Hz), 7. 93 (IH, d, J=8. 7Hz) 
,7. 65 (2H, d, J=8. 7Hz),7. 46 
(2H, d, J=8. lHz),7. 42(2H,d 
, J=8. 4Hz) , 7. 30-7. 04 (5H, m 
).,5. 03 (2H, s),4. 32(lH,m), 
2. 40-2. 10(2H,m),2.05-l. 1 
0(8H,m) 


fcfcS > 9 0% (NMR) 




MS 


552 (M+l) 





414 
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mmm^ 309 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 

8. 33 (IH, s),8. 15and7. 99(2 

H, ABq, J=8. 9Hz) , 7. 84and7. 
59 (4H, A' B' q, J=8. 3Hz),7.4 
6(2H, d, J=8.4Hz),7. 22-7. 1 
6(3H,m),7.01-6. 98 (2H, m), 
4. ^/and4. &o \&n, A d q, J— i 
2. 9Hz),3. 78 (3H, s),2. 39-2 
.21(2H,brm),2. 07-1. 95 (2H 
,brm), 1. 91-1. 80 (2H, brm), 

I, 72-1. 59 (IH, brm), 1.49-1 
.17(3H,brra) 


0 HCI 

V_ N 0 Q ' 

w <Q> 


#6^ > 9 0% (NMR) 


MS 



mm&m-% 310 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 33 (IH, s),8. 09and7. 95(2 
H, ABq, J=8. 7Hz) , 7. 87and7. 
71(4H, A' B' q, J=8. 0Hz),7.4 
3(2H,d, J=7. 8Hz),7. 15 (IH, 
d, J=8. 7Hz) , 7. 07-7. 02 (4H, 
m),4. 66 (2H, s),4. 23(lH,br 
t, J=11.8Hz),3. 76 (3H, s),2 
. 38-2. 20 (2H, brm) , 2. 04-1. 
93(2H,brm), 1.89-1. 79 (2H, 
brm), 1.70-1. 59(lH,brm),l 
.49-1. 18(3H,brm) 


0 HCI 

0 

CI 


> 9 0% (NMR) 


MS 615 (M+l) 



311 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 30 (IH, s),8. 21and8.01(2 
H, ABq, J=8.7Hz), 7.65 (2H,d 
, J=8. 4Hz),7. 52-7. 41 (6H, m 
),7. 20 (IH, d, J=8. 4Hz),7. 1 
4(lH,d,J=2. 7Hz),6. 97 (IH, 
dd, J=8. 4, 2.4Hz),4. 31 (IH, 
brt, J=9. 8Hz),4. 28 (2H, s), 
3. 78 (3H, s) , 2. 37-2. 20 (2H, 
brm) , 2. 07-1. 95 (2H, brm) , 1 
. 92-1. 80 (2H, brm) , 1. 71-1. 
60(lH,brm), 1. 50-1. 19 (3H, 
brm) 


CI 


*&8E > 9 0% (NMR) 


MS 583 (M+l) 
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mmm^ 312 


IH NMR(S) ppm 


0 

HO j^V 


N >=\ n 

0=< 
OH 


300MHz, DMS0-d6 

8. 22 (IH, s),8. 12 (IH, d, J=8 

4Hz) 8 00-7 84 (5H. m) . 7. 
70 (4H, d, J=8. 4Hz),7. 56 (IH 

t T=8 6H;0 7 23 (IH d T= 
12. OHz), 7. 13(lH,d, J=8.6H 
z^ , b. y« \1H, , o. yzvin, my 
,2. 35-2. 00(2H,m), 1.95-1. 
70 (4H, m), 1. 65-1. 55 (IH, m) 
, 1. 50-1.05(3H,ra) 


> 9 0% (NMR) 




MS 


609 (M+l) 








313 


IH NMR( 6 ) ppm 






300MHz, DMS0-d6 
8. 89 (IH, brs) , 8. 63 (IH, brs 
),8. 24 (IH, s),8. 11 (IH, d, J 
=7. 8Hz) , 7. 99 (IH, d, J=8. 8H 
z),7. 89 (IH, d, J=9. 9Hz),7. 
61-7. 55 (4H, m),7.43(2H, t, 
J=7. 7Hz),7. 34 (IH, t, J=7. 2 
Hz), 7. 24 (IH, d, J=12. OHz), 
7. 14(lH,d, J=8. 6Hz),6. 95 ( 
IH, s),3. 96 (IH, m),2. 35-2. 
05 (2H, m) , 2. 00-1. 50 (5H, m) 
, 1.45-1. 10 (3H, m) 


#6^ > 9 0% (NMR) 


MS 


522 (M+l) 








314 


IH NMR( 5 ) ppm 


0 


CI 


300MHz, CDC13 

8. 48(lH,d, J=1.4Hz),8. 05 ( 
IH, d, J=l. 8Hz) , 8. 98 (IH, d, 
J=8. 6Hz) , 7. 82 (IH, d, J=7. 9 
Hz) , 7. 66 (IH, d, J=8. 6Hz) , 7 
.55-7. 24 (6H, m),6. 78(lH,d 
d, J=8. 6, 2. 6Hz),6. 69 (IH, d 
d, J=ll. 6Hz) , 2. 2Hz) , 6. 40- 
6. 30(lH,m),4. 99 (2H, s),4. 
02 (IH, m) , 3. 95 (3H, s) . 3. 05 
(3H, d. J=4. 8Hz),2. 32-2. 13 
(2H, m),2. 03-1.87(4H,m), 1 
.81-1. 71 (IH, m), 1.46-1.23 
(3H, m) 


> 9 0% (NMR) 


MS 


626 (M+l) 
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503 


IH NMR( 6 ) ppm 




^ — \ / == V _ , . 


300MHz, DMS0-d6 i 
8. 23 (IH, s),7. 76 (IH, d, J=8 
. 7Hz) , 7. 58 (iH, d, J=8. 8Hz) 
,7.51-7.32(7H,m),7. 17 (2H 
. d J=8. 7Hz) , 6. 55 (IH. s) , 5 
. 18 (2H, s),4. 75(lH,m),2.3 
5-2. 12 (2H, m) , 2. 10-1. 85(4 
H, m), 1.80-1. 50(2H,m) 


mm 


> 9 0% (NMR) 




MS 


412 (M+l) 





mmmm^ 701 


IH NMR( 5 ) ppm 

300MHz, DMS0-d6 
8. 96 (IH, s),8. 50 (IH, s),7. 
77 (2H, d, J=8. 7Hz) , 7. 50-7. 
40 (4H, m),7. 30 (IH, d, J=8. 4 
Hz), 7. 24(lH, d, J=2.4Hz),7 
. 16 (2H, d, J=8.4Hz),7.06(l 
H, dd, J=2. 4Hz, 8. 1Hz) , 5. 06 
(2H, s),4. 31 (IH, s),3..83 (3 
H, s) , 2. 80-2. 55 (2H, m) , 2. 0 
0-1. 80 (4H, m) , 1. 70-1. 55 (l 
H, m), 1.40-1. 15(3H,m) 


CI 

O °" 


> 9 0% (NMR) 


MS .568 (M+l) 
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H«J## 315 


1H NMR( 6 ) ppm 

300MHz, DMS0-d6 

8. 84 (211, d, J=6. 3Hz) , 8. 28 (1H 

, s) , 8. 17and7. 99 (2H, ABq, J=8 

. 7Hz) , 7. 87-7. 85 (3H, m) , 7. 70 i 

-7. 50(3H,ra),7. 52(lH,d, J=8. 

3Hz),7. 18 (2H. d, J=8. 7Hz),5. 

22 (2H, s)4. 31 (1H, br 

t, J=12. 5Hz) , 2. 36-2. 18 (2H, m 

),2. 03-1.78(4H,m), 1.70-1.5 

8(lH,m), 1.50-1. 23 (3H,m) 


nri N=\ 
o HCI O 


. > 9 0% (NMR) 


MS 538 (M+l) 




IfeftM*^ 316 


1H NMR( 6 ) ppm 

300MHz, DMS0-d6 

9. 23 (1H, t, J=6. 3Hz) , 8. 29 (1H, 

s) , 8. 25-8. 22 (2H, m) , 8. 03 (2H, 

d, J=7. 9Hz) , 7. 55-7. 48 (5H, m) 7 

. 34 (4H, d, J=4. 4Hz) , 7. 28-7. 22 

(3H, m) , 5. 15 (2H, s) , 4. 52 (2H, d 

, J=5.9Hz),4. 35 (lH.br 

t, J=12. 1Hz) , 2. 37-2. 18 (2H, m) 

,2.08-1.95(2H,m), 1.91-1. 79 ( 

2H,m), 1. 

72-1.59(lH,m), 1.47-1. 19(3H, 
■) 




> 9 0% (NMR) 


MS 670 (M+l) 



317 



CI 



HCI 




> 9 0% (NMR) 



MS 



676 (M+l) 



1H NMR(6) ppm 

300MHz, DMS0-d6 
8. 59 (1H. t, J=5. 5Hz) , 8. 28 (1H, 
s) , 8. 21and8. 01 (2H, ABq, J=8-. 8 
Hz) , 8. 16 (1H, s) , 7. 97and7. 46 ( 
2H, A' B' q, J=8. 0Hz) , 7. 71and7. 
23 (4H, A'B'q, J=8. 7Hz) , 7. 53an 
d7. 49 (4H, A" B*" q, J=9. 2Hz) , 5 
. 14 (2H, s),4. 34 (1H, br 
t, J=12. 8Hz) , 3. 14(2H, t, J=6. 3 
Hz), 2. 38-2. 18 (2H, m), 2. 07-1. 
78 (4H, m) , 1 . 78-1 . 47 (7H, in) , 1 . 
47-1. 07 (6H, ro) , 1. 03-0. 83 (2H, 
m) 
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2HCI 



MS 




> 9 0% (NMR) 



671 (M+l) 



1H NMR( 6 ) ppm 

300MHz, DMS0-d6 9.63 
(1H, t, J=4. 8Hz) , 8. 86and7. 97 ( 
4H, ABq, J=6. 6Hz) , 8. 30 (1H, s) . 
8. 27 (1H, s) , 8. 23and8. 03 (2H, A 
' B' q, J=8. 8Hz) , 8. 09and7. 54 (2 
H, A"B"q, J=8. 1Hz) , 7. 73and7. 2 
4 (4H, k" B" q, J=8. 8Hz) , 7. 54a 
nd7. 52 (4H, A^B""q, J=8. 8Hz) , 
5. 16 (2H, s) 4. 78 (2H, d, J=5. 6Hz 
),4. 35 (lH,br 

t, J=l 1. 0Hz) , 2. 39-2. 19 (2H, m) 
, 2. 07-1. 96 (2H, m) , 1. 91-1. 78 ( 
2H, m) , 1. 70-1. 57 (1H, m) 1. 50-1 
.19(3H,m) 



mmm^r 319 


1H NMR( 5 ) ppm 

300MHz, DMS0-d6 ! 
8. 28 (1H, s) , 8. 24and8. 03 (2H, A 
Bq, J=9. 0Hz) , 7. 77 (1H, s) , 7. 70 
(2H, d, J=8. 4Hz) . 7. 64-7. 10 (13 
H, m) , 5. 16 (2H, s) , 4. 74and4. 57 
(total 2H, each br 
s),4. 34 (1H, br 

t, J=11.7Hz),2. 90 (3H, s),2. 35 
-2. 17 (2H, m) , 2. 07-1. 93 (2H, m) 
, 1. 93-1. 78 (2H, m) , 1. 71-1. 57 ( 
1H, m), 1.51-1. 19(3H,m) 


O HCI >=\ 


fcfc^ > 9 0% (NMR) 


MS 684 (M+l) 




320 


1H NMR ( 6 ) ppm 

300MHz, DMS0-d6 
8. 94and8. 06 (4H, ABq, J=6. 8Hz) 
, 8. 33 (1H, s) , 8. 28and8. 05 (2H, 
A' B' q. J=8. 7Hz) , 7. 80 (1H, s) , 7 
. 73and7. 22 (4H, A'B'q. J=8. 7Hz 
) , 7. 63and7. 57 (2H, A*' B*" q, J= 
7. 9Hz) , 5. 30 (2H, s) , 4. 34 (1H, b 

t, J=12. 1Hz) , 3. 04 (3H, s) , 2. 97 
(3H, s) , 2. 38-2. 18 (2H, m) , 2. 10 
-1. 96 (2H. m) , 1. 93-1. 80 (2H, m) 
, 1.72-1. 58 (lH,m), 1.52-1. 08 ( 
3H,m) 


O 2HCI ,N=\ 


> 9 0% (NMR) 


MS 575 (M+l) 
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gjfcfl!** 321 


IH NMR( 8 ) ppm 

300MHz, DMS0-d6 
11.19(lH,br 

s) , 8. 31 (IH, s) , 8. 23artd8. 02 (2 
H,ABq.J=9.0Hz),7. 77 (IH, s),7 
. 72and7. 2.3 (4H, A' B* q, J=8. 7Hz 
) , 7. 59and7. 48 (2H, A'B'q, J=7. 
9Hz) . 7. 53and7. 51 (4H, A* B"" q 
, J=9. OHz; , 5. lb \M, s) , 4. / Z— I 
.97(8H,br m) , 4. 34 (IH, br 
t, J=12. 1Hz) , 2. 79 (3H, s) , 2. 38 
-2. 17 (2H, m) . 2. 07-1. 93 (2H, m) 
, 1. 93-1. 78 (2H, m) , 1. 69-1. 58 ( 
IH, m), 1.50-1. 10(3H,m) 


O 2HCI )=\ 

H0 Yrvn. 0 M-v 


>9 0% (NMR) 


MS 663 (M+l) 




mm&m* 322 


IH NMR ( S ) ppm 

300MHz, DMS0-d6 
9. 54 (IH, t, J=5. 7Hz) , 8. 91 (IH, 
s),8.81(lH, d, J=4. 9Hz),8.48( 
IH, d, J=7. 9Hz) , 8. 32 (IH, s) , 8. 
27 (IH, d, J=9. OHz) , 8. 25 (IH, s) 
, 8. 07-7. 97 (3H. m) , 7. 74and7. 2 
5(4H, ABq, J=8. 9Hz), 7. 56-7. 49 
(5H, m) , 5. 16 (2H, s) , 4. 69 (2H, d 
, J=5.6Hz),4.36(lH,br 
t, J=12. 4Hz) , 2. 37-2. 20 (2H, m) 
, 2. 09-1. 97 (2H,m), 1.91-1. 78( 
2H, m) , 1 . 70-1 . 57 (IH, m) , 1 . 50- 
1. 17(3H,m) 


CI 

. o 2HCI /=\ 


> 9 0% (NMR) 


MS 671 (M+l) 




mmvm-w 323 


IH NMR( 5 ) ppm 

300MHz, DMS0-d6 
9. 52 (IH, t, J=6. OHz) , 8. 72 (IH, 
d, J=5. 3Hz) , 8. 30-8. 19 (4H, m) , 
8. 08 (IH, d. J=7. 9Hz) , 8. 02 (IH, 
d, J=7. 6HZ) , 7. 77-7. 64 (4H, m) , 
7. 57-7. 49 (5H, m) , 7. 24 (2H, d, J 
=8. 7Hz) , 5. 16 (2H, s) , 4. 77 (2H, 
d, J=5. 6Hz) , 4. 34 (IH, t, J=I2. 8 
Hz) , 2. 36-2. 19 (2H, m) , 2. 07-1. 
95(2H,m),1.9l-1.78(2H,m),l. 
69-1 . 59 (IH, m) , 1 . 45-1. 20 (3H, 
m) 


O 2HCI >=\ 


> 9 0% (NMR) 


MS 671 (M+l) 
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.. 324 


IH NMR( 8 ) ppm 

300MHz, DMS0-d6 
8. 36 (IH, d, J=7. 9Hz) , 8. 30 (IH, 
s) , 8. 28and8. 05 (2H, ABq, J=8. 8 
Hz) , 8. 1 6 (IH, s) , 7. 79and7. 46 ( 
2H, A" B' q, J=8. 3Hz) , 7. 74and7. 
25 (4H, A'B'q, J=8. 9Hz) , 7. 52an 
d7. 50 (4H, A" B" q, J=8. 7Hz) , 5 
. 14(2H, s),4. 36 (IH, br 
t, J=12. lHz),3. 80 (IH, br 
s) , 2. 39-2. 18 (2H, m) , 2. 10-1. 9 
8 (2H, m) , 1 . 93-1. 57 (8H, m) , 1 . 4 
9-1.04(8H,m) 


CI 

) — v H 
O V-N w 


> 9 0% (NMR) 


MS 662 (M+l) 




*lfe«** 325 


IH NMR( 8) ppm 

300MHz, DMS0-d6 
8. 86 (IH, t, J=6. 0Hz) . 8. 84and8 
. 00 (4H, ABq, J=6. 6Hz) . 8. 33 (IH 
, s) , 8. 27and8. 04 (2H, A' B' q, J= 
9. 0Hz) , 8. 12 (IH, s) , 7. 92and7. 
46 (2H, A"B~q, J=7. 9Hz) , 7. 74an 
d7. 23 (4H, A" B" q, J=9. 0Hz) , 7 
. 53and7. 49 (4H, A""B""q, J=9. 1 
Hz), 5. 13(2H, s),4. 36(lH,br 
t, J=12. 8Hz) , 3. 70 (2H, td. J=6. 
8, 6. 0Hz) , 3. 21 (2H, t, J=6. 8Hz) 
. 2. 38-2. 20 (2H, m) , 2. 09-1. 95 ( 
2H, m), 1. 91-1. 77 (2H, m) , 1. 70- 
1.59(lH.m), 1.49-1. 20 (3H, m) 


CI 

o 2HC1 Q 


> 9 0% (NMR) 


MS 685 (M+l) 




mffi&m-% 326 


IH NMR ( 8 ) ppm 

300MHz, DMS0-d6 
12. 80 (IH, brs) , 8. 23 (IH, s) , 7. 
90 (IH, d, J=8. 7Hz) , 7. 83 (IH, d, 
J=8. 7Hz) , 7. 60-7. 50 (5H, m) , 7. 
39 (2H, d, J=7. 8Hz) , 7. 23-7. 10( 
3H. m) , 7. 05 (IH, d, J=7. 8Hz) , 6. 
85(lH,s),3. 94 (IH, s),2.97, 2. 
88 (6H, s) , 2. 30-2. 10 (2H, n>) , 1. 
90-1. 50 (5H, m) , 1. 40-1. 00 (3H, 
m) 


Dp 7 

F 


> 9 0% (NMR) 


MS 610 (M+l) 
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&£0H 




327 


IH NMR(6) PPm 


o 


^VN >=\ 

t> 0 

F 


p 
OH 


300MHz, DMS0-d6 
13. 20-12. 60 (2H. brs) , 8. 23 (IH 
, s) , 7. 98 (2H, d, J=6. 6Hz) , 7. 95 
(IH, d, J=8. 7Hz) , 7. 87 (IH, d, J= 
8. 7Hz) , 7. 70-7. 50 (5H, m) , 7. 27 
-7. 20 (3H, m) , 7. 08 (IH. d. J=7. 8 
Hz), 6. 90 (IH, s),3.93(lH, s),2 
. 51-2. 05 (2H, m) , I. 90-1. 70 (4H 
,n), 1.66-1. 55(1% m), 1.40-1. 
10(3H,m) 


> 9 0% (NMR) 




MS 


583 (M+l) 
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R' 

4_L3 




R 


R' 


2001 


-H 


4-(-Me) 


2002 


-H 


3-(-CF 3 ) 


2003 


5-(-F) 


H 


2004 


3-(-F) 


2-(-F) 


2005 


3-(-F) 


3-(-F) 


2006 


3-(-F) 


4-(-F) 


2007 


4-(-F) 


4(F) 


2008 


5-(-F) 


4-(-F) 


2009 


6-(-F) 


A / T~l\ 

4-(-F) 


2010 


4-(-F) 


4-(-Cl) 


2011 


b'\-r) 




2012 


5-(-F) 


4-(-CFa) 


2013 


6-(-F) 


4-(-C02H) 


2014 


5-(-F) 


4-(-C0 2 Me) 


2015 


5-(-F) 


4- 


2016 


5-(-F) 


4-(-CONHa) 


2017 


5-(-F) 


4-{-CON(Me)2} 


2018 


5-(-F) 


4-(-0Me) 


2019 


5-(-F) 


4-(-SMe) 


2020 


5(-F) 


V— S-Me/ 

4- 


2021 


5-(-F) 


(-§-Me) 
4-0 


2022 


4-(CD 


-H 


2023 


4-(-CD 


4-(-F) 
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2024 


4-<-Cl) 


4-(-CD 


2025 


4-C-CD 


4-(-Me) 


2026 


5-(-Cl) 


4-(-CF 3 ) 


2027 


4-(-Cl) 


4(-C02H) 


2028 






2029 


5-(Cl) 


4- 


2030 


4-(-Cl) 


4-(-C0NHa) 


2031 


5-(Cl) 


4-{-CON(Me)2} 


2032 


5-(C0 


3(0Me) 


2033 


4-(-CD 


4-(-SMe) 


2034 


5-(CD 


(—S-Me) 

4- 




4-(-C0 


4-0 7 


2036 


5-OCN) 


4-(-F) 


2037 


4-(-CN) 


4-(-Cl) 


2038 


5-(-N02> 


4-(-F) 


2039 


4-(-N02> 


4-(-cr> 


2040 


5-(-Me) 


4-(-C02H) 


2041 


5-(-Me) 


4-(-C0 2 Me) 


2042 


5-(-Me) 


4- 


2043 


5-(-CF 3 ) 


4-(-C02H) 


2044 


5-(-CFs) 


4-(-C02Me) 


2045 


0 v. L>r3) 


/ ft ./ \ \ 

4- 


2046 


6-(-C02H) 


4-(-F) 


2047 


4-(-C0 2 H) 


4-(-CD 


2048 


5-(-C02Me) 


4(F) 


2049 


6-(-C02Me) 


4-(-CD 


2050 


5-(-Ac) 


4(F) 


2051 


5-(Ac) 


4-(-Cl) 


2052 


5- 


•H 
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2053 


, ( JL *D) 

5- 


4(F) 


2054 


_ ( - JL| 0 ) 

5- 


4-(-Cl) 


2055 


/ ft ./~A \ 

8 . ( w ) 


4-(-CN) 


2056 


( -V ) 


4-ONO2) 


2057 


_ ( -^O) 


4-(-Me) 


2058 


K c o ; 

5- 


4-(-CF 3 ) 








2060 


5" 


4-(-C02H) 


2061 


5- 


4-(-C02Me) 


2062 


5- 
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> 9 0% (NMR) 



662 (M+l) 



IH NMR ( 8 ) ppm 

300MHz, DMSO-d6 
8. 29 (IH, s),8. 23 (IH, d, J=9. 0 
Hz) , 8. 02 (IH, d, J=8. 4Hz) , 7. 8 
0(1H, s), 7. 71 (2H, d, J=8. 4Hz) 
,7.61(1H, d, J=9. 3Hz),7. 55-7 
.45(3H, m),7.46(2H, d,J=8. IH 
z),7. 22 (2H, d, J=8. 7Hz),5. 16 
(2H, s,).4. 34(lH,m),4.20-3. 
40 (4H, m) , 2. 60-2. 15 (6H, m) , 2 
. 10-l.90(2H.m), 1.85-1.70(2 

H, m), 1.68-1. 55(111, ■), 1.50- 

I. 10(3H,m) 
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t> ° H 


400MHz, DMS0-d6 
9. 80 (IH, brs), 8. 32 (IH, s), 8. 3 
0(1H, d, J=8. 8Hz), 8. 06 (IH, d, J 
=8. 8Hz) , 7. 74 (2H, d, J=8. 6Hz) , 
7. 48-7. 37 (4H, m) , 7. 22 (IH, d, J 
=8. 6Hz) , 7. 17 (IH, d. J=8. 2Hz) , 
7. 05 (IH, d, J=2. 3Hz) , 6. 88 (IH, 
dd, J=8. 3, 2. 5Hz) , 5. 04 (2H, s) , 
4. 37 (IH, m) , 2. 37-2. 22 (2H, m) , 
2. ll-1.98(2H,m), 1.93-1.81(2 
H,m), 1. 70-1. 58 (IH, m), 1.56-1 
.22(3H, m) 


mm 
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8. 38 (IH, d, J=7. 5Hz) , 8. 32 (IH, 
s) , 8. 29 ( IH, d, J=9. OHz) , 8. 16 ( 
IH, s) , 8. 05 (IH, d. J=9. OHz) , 7. 
96 (IH, d, J=7. 5Hz) , 7. 75 (2H, d, 
J=8. 4Hz) , 7. 53-7. 43 (5H, m) , 7. 
25 (2H, d, J=8. 4Hz) , 5. 13 (2H, s) 
, 4. 36 (IH, m) , 4. 12 (IH, sept, J= 
6. 9Hz) , 2. 40-2. 15 (2H, ra) , 2. 10 
-1. 95 (2H, m) , 1. 90-1 . 75 (2H, in) 
, 1.70-1. 55 (IH, m), 1.50-1. 20 ( 
3H, in), 1. 18 (6H, d, J=6. 6Hz) 
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IH NMR( 5 ) ppm 

300MHz, DMS0-d6 
8. 31 (IH, s) , 8. 27 (IH, d, J=8. 7H 
z) , 8. 05 (IH, d, J=8. 7Hz) , 7. 75- 
7. 41 (9H, m) , 7. 23 (2H, d, J=8. 7H 
z),4. 36 (IH, m), 4. 00-3. 90 (IH, 
m) , 2. 84 (3H, brs) , 2. 40-2. 15 (2 
H, m) , 2. 10-2. 00 (2H, m) , 1. 95-1 
.75(2H,m), 1.70-1. 55 (lH,m), 1 
.50-1.00(7H,m) 
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IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
10. 42 (IH, s) , 8. 29 (IH, s) , 8. 27 
(IH, s), 8. 10 (IH, d, J=7. 9Hz), 8 
. 03 (IH, d, J=8. 6Hz) , 7. 82 (2H, d 
, J=7. 5Hz) . 7. 73 (2H, d, J=8. 7Hz 
) , 7. 56-7. 52 (5H, m) , 7. 38 (2H, t 
, J=7. 9Hz) , 7. 26 (2H, d, J=8. 7Hz 
), 7. 13 (IH, t, J=7. 5Hz), 5. 20(2 

H, s),4. 35(lH,br 

t, J=1L. 7Hz) , 2. 37-2. 19 (2H, m) 
, 2. 07-1. 96 (2H, id), 1. 92-1. 79 ( 
2H,m), 1.69-1. 58 (1H,di), 1.50- 

I. 20(3H,m) 
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8. 30 (IH, s) , 8. 24and8. 03 (2H, A 
Bq, J=8. 8Hz) , 7. 71and7. 22 (4H, 
A' B' q, J=8.8Hz),7.69(lH, s),7 
. 52 (4H, s) , 7. 50and7. 43 (2H, A" 
B'q, J=7. 7Hz), 5. 15(2H, s)4. 35 
(IH, br 

t, J=12. 1Hz) , 4. 05-3. 15 (5H, br 
di) , 3. 27 (3H, s) , 2. 39-2. 20 (2H, 
m) , 2. 07-1. 75 (6H, m) , 1. 70-1. 5 
8(1H, m) 1.55-1. 20 (5H, id) 
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8.22(1H, d,J=1.5Hz),8.0l(lH, 
d,J=9.0Hz),7. 89 (IH, dd,J=8.6 
,1. 5Hz),7.61(2H, d,J=8.6Hz), 
7.50-7.39(4H,m),7.27(lH, d.J 
=8. 6Hz),7. 22 (IH, d,J=2. 6IIz), 
7. 13 (2H, d, J=8. 6Hz), 7. 04 (IH, 
dd, J=8. 2, 2.6Hz),5.04(2H,s), 
4. 28 (IH, m) , 4. 1 1 (2H, t, J=6. 3H 
z),3.57(2H,t,J=6. 3Hz),2.38- 
2. 17 (2H, m),2. 00-1. 79 (6H, m), 
1. 70-1. 59(1H, in), 1.52-1.16(3 
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,1.5Hz),7. 72 (2H, d,J=9.0Hz), 
7.60-7. 40 (4H, b),7. 32-7. 19(4 
H,m),7. 06 (IH, dd. J=8. 6, 3.0Hz 
),5.08(2H, s),4. 36 (IH. m),4.0 
6(2H, t. J=4.8Hz),3.74(2H,t,J 
=4. 8Hz), 2. 38-2. 19 (2H, m), 2. 1 
3-1.97(2H,ra), 1. 94-1. 78 (2H, ra 
), 1.72-1. 59 (IH, ra), 1.52-1. 
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0. 024 


388 


0. 020 


417 


0. 029 


389 


0.012 


418 


0.016 


390 


0. 014 


419 


0. 021 


391 


0. 017 


420 


0.015 


392 


0.014 


421 


0. 017 


393 


0.011 


422 


0.017 


394 


0. 019 


423 


0.017 


395 


0. 016 


424 


0. 020 


396 


0. 025 i 


425 


0.026 


397 


0. 037 


426 


0. 053 


398 


0. 077 


427 


0. 020 


399 


0. 032 


428 


0. 026 



456 
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i224 



mmm 


PitffittlCgo [|iM] 


•* 


Mft&i c 60 CmM] 


429 


0. 017 


455 


0.015 


430 


0.017 


456 


0.017 


431 


0. 015 


457 


0.015 


432 


0. 022 . 


458 


0.015 


433 


0. 014 


459 


0.014 


434 


0. Oil 


460 


0.017 


435 


0. 012 


461 


0. 021 


436 


0. 026 


462 


0. 028 


440 


0. 070 


463 


0. 026 


442 


0. 024 


464 


0. 030 


443 


0. 030 


465 


0. 033 


445 


0. 33 


466 


0. 023 


446 


0.016 


467 


0.032 


447 


0. 12 


468 


0. 028 


448 


0.20 


469 


0. 024 


449 


0. 025 


502 


0. 024 


450 


0. 040 


503 


0. 196 


451 


0. 031 


601 


0. 32 


452 


0. 028 


701 


0. 052 


454 


0.013 
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mMmm* 341 


IH NMR( 6 ) ppra 

300MHz, DMS0-d6 
8. 29 (IH, d, J=l. 5Hz), 8. 25 (IH 
, d, J=8. 7Hz) , 8. 03 (IH, dd, J=8 
. 7Hz) , 7. 72and7. 22 (4H, Abq, J 
=8. 8Hz) , 7. 67 (IH. d, J=l. 5Hz) 
,7. 52 (4H, s),7. 49 (IH, dd, J=7 
. 9, 1. 5Hz) , 7. 43(1H, d, J=7. 9H 

2-/ , 1. tcD V in, UXS) , rt. <JO Vln, Dl 

t, J=12. 4Hz) , 3. 62 (IH, brs) , 3 
. 06 (IH, brs) , 2. 79 (IH, brs) , 2 
. 38-2. 20 (2H, brm) , 2. 08-1. 81 
(4H, brm) , 1. 77-1. 52 (4H, brm) j 
, 1. 46-1. 20 (3H, brm), 1. 19-1. 
00 (2H, brm) , 0. 94and0. 92 (tot 
al3H, each s) 


0 HCI M 


> 9 0% (NMR) 


MS 662 01+1) 




nm&m-^ 342 


IH NMR( 6 ) ppm 
300Mz, DMS0-d6 

8. 28 (IH, d, J=l. 5Hz) , 8. 26(1H, 
d, J=l. 8Hz) . 8. 19 (IH, d, J=8. 8H 
z) , 8. 07 (IH, dd, J=7. 7, 1. 8Hz) , 
8. 00 (IH, dd, J=8. 8, 1. 5Hz) , 7. 7 
0and7. 22 (4H, Abq, J=8. 8Hz) . 7. 
56-7. 50 (IH, m) , 7. 56 (4H, s) , 5. 
17 (2H, s) , 4. 33 (IH, brt, J=12. 5 
Hz) , 2. 05 (3H, s) , 2. 37-2. 20 (2H 
, brm) , 2. 06-1. 80 (4H, brm) , 1. 7 
0-1. 60 (IH, brra) , 1. 50-1. 20 (3H 
, brm) 


ci ■ 

0 HCI M 

0 > 


#5^ >9 0% (NMR) 


MS 679 (M+l) 



mrn&m^- 343 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 20 (IH, d, J=l. 5Hz), 7. 93 (IH, 
d, J=8. 6Hz), 7. 84 (IH, dd, J=8. 3 
Hz, 1. 5Hz) , 7. 57 (2H, d, J=8. 6Hz 
) , 7. 50-7. 40 (4H, m) , 7. 27 (IH, d 
, J=8. 2Hz) , 7. 22 (IH, d. J=2. 6Hz 
) , 7. 10 (2H, d, J=8. 6Hz) 7. 01 (IH 
, dd, J=8. 6Hz, 2. 6Hz) , 5. 02 (2H, 
s) , 4. 89 (2H, s) , 4. 78 (IH, d, J=4 
. 1Hz) , 4. 38-4. 18 (IH, m) , 3. 96- 
3. 81 (IH, m) , 3. 78-3. 62 (2H, m) , 
3. 27-2. 99 (2H, m) , 2. 35-1 . 15 (1 
4H,m) 


CI 

^— ^ °^~ , {Z)" oh 


> 9 0% (NMR) 


MS 694 (M+l) 
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mmmm 


344 


1H NMR( 6 ) ppra 


o 


HCI CI 


300MHz, DMS0-d6 
8. 30 (1H, s),8. 23 (1H, d. J=8. 7H 
z) . 8. 02 (1H, d. J=8. 4Hz) , 7. 71 < 
2H, d, J=8. 7Hz) , 7. 55-7. 15 (8H, 
m) , 7. 07 (1H, dd, J=8. 4Hz, 3. OHz 
) , 5. 07 (2H, s) . 4. 35 (1H, m) , 4. 1 
7 (2H, t, J=4. 5Hz) , 3. 69 (2H, t, J 
=4. 5Hz) , 3. 32 (3H, s) , 2. 40-2. 1 
5(2H,m),2. 10-1.80(4H,m), 1.7 
5-1. 60 (1H, m) , 1. 50-1. 20 (3H, m 
) 


> 9 0% (NMR) 




MS 


611 (M+l) 





mm&m* 345 


1H NMR ( 6 ) ppm 

300MHz, DMS0-d6 
8. 29 (1H, d. J=l. 5Hz), 8. 22 (1H, 
d, J=8. 7Hz) , 8. 01 (1H, d, J=8. 7H 
z), 7. 70 (1H, d, J=i8. 7Hz), 7. 50- 
7. 15 (8H, m) , 7. 07 (1H, dd, J=8. 4 
Hz, 2. 4Hz) , 5. 07 (2H. s) , 4. 35 (1 
H, m) , 4. 17 (2H, t, J=4. 2Hz) , 3. 7 
6(2H, t, J=4. 5Hz) , 3. 65-3. 40(4 
H, m) , 3. 25 (3H, s) , 2. 40-2. 20 (2 
H, m) , 2. 10-1. 80 (4H, m) , 1. 75-1 
. 65 (1H, m) , 1. 65-1. 20 (3H, m) 


0- 


> 9 0% (NMR) 


MS 655 (M+l) 




mmmm^r 346 


1H NMR( 5 ) ppm 
300Mz, DMS0-d6 

8. 26 (1H, d. J=l. 9Hz) . 8. 23 (1H, 
d, J=l. 5Hz), 8. 08-8. 02 (2H, m), 
7. 91 (1H, dd, J=8. 7, 1.5Hz),7.6 
3and7. 16 (4H, Abq, J=8. 9Hz) , 7. 
56-7. 51 (5H, m) , 5. 15 (2H, s) , 4. 
29 (1H, brt, J=l 1. 7Hz) , 2. 96 (2H 
, d, J=6. 9Hz) , 2. 37-2. 12 (3H, m) 
, 2. 00-1. 79 (4H. brra) , 1. 71-1. 6 
0 (1H, brm) 1. 49-1. 19 (3H, brm) , 
0. 97and0. 95 (tota!6H, each s) 


CI 


> 9 0% (NMR) 


MS 621 (M+l) 
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347 


IH NMR( 6 ) ppm 


0 

o 


CI 


300Mz, DMS0-d6 

8.26(1H, s),8.22(lH, s),8. 06 ( 
IH, s) , 8. 05 (IH, d, J=8. OHz) . 7. 
P4anH7 RS (2H ARa T=8 8Hz) .. 7 
. 59and7. 15 (4H, A' B' q, J=8. 6Hz 
) , 7. 52 (4H, s) , 7. 44 (IH, d, J=8. 
OHz) , 5. 12 (2H, s) , 4. 27 (IH, brt 
, J=ll. 4Hz) , 2. 38-2. 18 (2H, brni 
), 1. 97-1. 77 (4H,bnn), 1.70-1. 
59 (IH, brm) , 1. 49-1. 17 (3H, bnn 
) 


$6^ > 9 0% (NMR) 




MS 


634 (M+l) 





mmm^ 348 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 32 (IH, s) , 8. 29 (IH, d, J=9. OH 
z) , 8. 06 (IH, d, J=8. 7Hz) , 7. 74 ( 
2H, d, J=9. OHz) , 7. 72 (IH, brs) . 
7. 60-7. 45 (5H, m) , 7. 42 ( IH, d. J 
=7. 8Hz) , 7. 24 (2H, d, J=8. 7Hz) , 
5. 15 (2H, s) , 4. 37 (IH, m) , 4. 00- 
3. 10 (6H, m) , 2. 40-2. 18 (2H, m) , 
2. 15-1. 95 (2H, m) , 1. 90-1. 80 (2 
H,m), 1. 75-I.20(6H,m) 


CI, 

HCI >=\ 


> 9 0% (NMR) 


MS 680 (M+l) 




349 


IH NMR( 8 ) ppm 

300MHz, DMS0-d6 
8. 41 (IH, d, J=l. 5Hz), 8. 33 (IH, 
d, J=l. 5Hz) , 8. 26 (IH, d, J=8. 7H 
z) , 8. 18 (IH, dd, J=2. OHz, 8. OHz 
) , 8. 04(1H, dd, J=l. 5Hz, 9. OHz) 
, 7. 75 (2H, d, J=8. 7Hz) , 7. 63 (IH 
, d, J=8. 1Hz) , 7. 62-7. 45 (4H, m) 
, 7. 26 (2H, d, J=8. 7Hz) , 5. 25 (2H 
, s) , 4. 35 (IH, m) , 2. 45 (3H, s) , 2 
. 40-2. 18 (2H, m) , 2. 15-1. 95 (2H 
, m) , 1. 90-1. 80 (2H, m) , 1. 75-1. 
55(lH,m), 1.50-1. 20 (3H, m) 


CI 

N 


>9 0% (NMR) 


MS 619 (M+l) 
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MteWm* 350 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 36 (IH, d, J=7. 7Hz) , 8. 29 (IH, 
s) , 8. 23 (IH, d. J=8. 8Hz) , 8. 02 ( 
IH, d, J=8. 6Hz) , 7. 94 (IH, d, J=7 
.9Hz),7. 84(lH,d, J=1.6Hz),7. 
80-7. 65 (3H, m) , 7. 53 (4H, s) , 5. 
15 (2H, s) , 4. 34 (IH, a) , 4. 12 (IH 
, m) , 2. 35-2. 20 (2H, m) , 2. 10-1. 
60 (5H, m) , 1. 50-1. 20 (3H, m) , 1. 
17 (6H, d, J=6. 5Hz) 


CI 

o HC ' <Q 

HO Yt"HD- o >=\ p 

) — \ ^ N -< 
O 


fc&S > 9 0% (NMR) 


MS 622 (M+l) 




mmm^ 351 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 29 (IH, s) , 8. 24 (IH, d, J=8. 8H 
z) , 8. 02 (IH, d, J=8. 6Hz) , 7. 80- 
7. 65 (3H, m) , 7. 55-7. 45 (5H, m) , 
7. 32 (IH, d. J=l. 5Hz) , 7. 22 (2H, 
d, J=8. 8Hz) , 5. 13 (2H, s) , 4. 35 ( 
IH, m) , 3. 60 (2H, m) , 3. 33 (2H, m) 
, 2. 40-2. 15 (2H, m) , 2. 10-1. 15 ( 
14H, m) 


CI 


#6^ > 9 0% (NMR) 


MS 648 (M+l) 




Sttttt** 352 


IH NMR( 6 ) ppm 

300MHZ, DMS0-d6 
13. 20 (IH, brs) , 8. 30-8. 24 (2H, 
m) , 8. 13 (IH, s) , 8. 04 (IH, d. J=8 
. 7Hz) , 7. 94 (IH, d, J=8. 0Hz) , 7. 
75-7. 70 (3H, m) , 7. 55-7. 43 (5H, 
m) , 7. 25 (2H. d, J=8. 7Hz) , 5. 13 ( 
2H, s) , 4. 36 (IH, m) , 3. 53 (2H, s) 
. 2. 40-2. 18 (2H, id) , 2. 15-1. 95 ( 
2H, m) , 1. 90-1. SO (2H, m) , 1. 75- 
1.55(lH,m),l. 50-1. 20 (9H, m) 


CI 

/ l OH 


MS > 9 0% (NMR) 


MS 652 (M+l) 
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mmwrn^- 353 


IH NMR( 5 ) ppm 

300MHz, DMS0-d6 
8. 41 (IH, s) , 8. 33-8. 29 (2H, m) , 
8. 16 (IH, d, J=8. 2Hz) , 8. 07 (IH, 
d. J=8. 6Hz) , 7. 77 (2H, d. J=8. 7H 
z) , 7. 62 (IH, d, J=8. OHz) , 7. 59- 
7. 51 (4H, id) , 7. 28 (2H, d, J=8. 8H 
z) , 5. 2 1 (2H, s) , 4. 56 (2H, s) , 4. 

Of \in, 1R) , £>• W L. 10 \CX\, DV , 

15-1. 95 (2H, m) , 1. 90-1. 80 (2H, 
m),l. 75-1. 55(1^10), 1. 50-1.2 
0(9H,di) 


2HCI )=\ 


3§9 0% (NMR) 


MS 634 (M+l) 




mmm&-& 354 


IH NMR( 8 ) ppm 

300MHz, DMS0-d6 
8. 31 (IH, s) , 8. 25 (IH, d. J=9. OH 
z) , 8. 03 (IH, d, J=8. 7Hz) , 7. 76- 
7. 71 (3H, m) , 7. 51-7. 47 (5H, m) , 
7. 33 (IH, s) , 7. 23 (2H, d, J=9. OH 
z) , 5. 14 (2H, s) , 4. 36 (IH, m) , 4. 
02 (IH, m) , 3. 75 (IH, m) , 3. 56 (IH 
, m) , 3. 22 (2H, m) , 2. 40-2. 18 (2H 
,m),2. 15-1. 95 (2H,m), 1.90-1. 
55(5H,m), 1.50-1. 20 (5H,m) 


[ HCI >=\ 

OH 


>fi# > 9 0% (NMR) 


MS 664 (M+l) 




mmwm^ 355 


IH NMR(5) ppm 

300MHz, DMS0-d6 
8. 62 (IH, t, J=5. 7Hz), 8. 32-8. 3 
0 (2H, id) . 8. 25 (IH, d, J=8. 7Hz) , 
8. 03 (IH, d. J=8. 7Hz) , 7. 96 (IH, 
d, J=8. 1Hz) , 7. 86 (IH, s) , 7. 75 ( 
IH, d, J=9. OHz) , 7. 72 (2H, d, J=9 
. OHz) , 7. 55-7. 50 (4H, m) , 7. 22 ( 
2H, d, J=9. OHz) , 5. 17 (2H, s) , 4. 
35 (IH, m) , 3. 52 (2H, t. J=6. OHz) 
, 3. 36 (2H, t, J=6. OHz) , 2. 40-2. 
18 (2H, m) , 2. 15-1. 95 (2H, m) , 1. 
90-1. 80 (2H, m), 1. 75-1. 55 (IH, 
m), 1.50-1. 20 (3H, m) 


HO Vir N vJ = \ 

O w h-y oh 


> 9 0% (NMR) 


MS 624 (M+l) 
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mmm* 356 


IH NMR( 5 ) ppm 
300Mz, DMS0-d6 

9. 30 (IH, t. J=5. 9Hz), 8. 54 (2H, 
d, J=5. 9Hz) , 8. 22 (IH, s) , 8. 02- 
7. 79 (5H, m). 7. 59and7. 12 (4H, A 
Bq, J=8. 6Hz) , 7. 55 (4H, s) , 7. 37 
(2H, d, J=5. 9Hz) , 5. 15 (2H, s) , 4 
. 54 (2H, d, J=5. 7Hz) , 4. 26 (IH, b 
rt. J=12. 8Hz) , 2. 36-2. 18 (2H, b 
rm) , 1. 97-1. 78 (4H, brm) , 1. 70- 
1. 60 (IH, brm) , 1. 47-1. 17 (3H, b 
rm) 


CI 

O \ v 


#6f£ > 9 0 % (NMR) 


MS 671 (M+l) 




mm&m^ 357 


IH NMR( 6 ) ppm 
300Mz, DMS0-d6 

8. 31 (IH, d, J=l. 5Hz) , 8. 43 (IH, 
d, J=8. 4Hz) , 8. 03 (IH. dd, J=8. 4 
, 1. 5Hz), 7. 74 (IH, d, J=8. 1Hz). 
7. 73and7. 23 (4H, ABq, J=9. OHz) 
, 7. 54-7. 51 (5H, m) , 7. 37 (IH, d, 
J=l. 8Hz), 5. 14(2H, s), 4. 36(1H 
, brt, J=12. 1Hz) , 2. 98 (6H, brs) 
, 2. 37-2. 20 (2H, brm) , 2. 08-1. 8 
1 (4H, brm) , 1. 70-1. 60 (IH, brm) 
, 1. 50-1. 21 (3H, brm) 


HCI >=\ 

0 


#fil£ > 9 0% (NMR) 


MS 608 (M+l) 




mm^m^- 358 


IH NMR( 5 ) ppm 

300MHz, DMS0-d6 
8. 33 (IH, s), 8. 31 (IH, d, J=8. 7H 
z),8. 14 (IH, s),8. 07 (IH, d,J=8 
. 7Hz) , 7. 92 (IH, d, J=8. OHz) , 7. 
76 (2H, d, J=8. 7Hz), 7. 52-7. 40 ( 
5H, m) , 7. 31-7. 26 (3H, m) , 5. 15 ( 
2H, s) , 4. 37 (IH, m) , 2. 40-2. 18 ( 
2H, m) , 2. 15-1. 95 (2H, m) , 1. 90- 
1. 80 (2H, m) , 1. 75-1. 55 (IH, m) , 
1.50-1. 20 (3H,m) 


2HCI S=v 

S NH 2 


>S$9 0% (NMR) 


MS 635 (M+l) 



463 
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mmm** 359 


1H NMR( 6 ) ppm 

300MHz, DMS0-d6 
8.3K1H, s),8. 25 (1H, d,J=8.7H 
z),8. 10-7.90(2H,m),7.82(lH, 
dd, J=7. 8Hz, 1. 8Hz) , 7. 72 (2H, d 
, J=9. 0Hz) , 7. 63 (1H, d, J=8. 1Hz 
) , 7. 23 (2H, d, J=9. 0Hz) , 5. 25 (2 
H, s) , 4. 34 (1H, m) , 3. 65-3. 50 (1 
H, m) . 3. 20-3. 05 (2H, id) , 2. 90-2 

„ _ / nM \ c\ a f\ n i r /fill . \ o 

. 75 (2H, m) , 2. 40-2. 15 (2H, m; , 2 
. 10-1. 10(12H.m) 


"ci 

^ N — — 

( } -S-N V-OH 
O 


#6^ > 9 0% (NMR) 


MS 700 (M+1) 



mrnrnrn^- 360 


1H NMR ( 5 ) ppm 

300MHz, DMS0-d6 
8. 33 (1H, s) , 8. 30 (1H, d, J=8. 5H 
z) , 8. 06 (IH, d, J=10. 1Hz) , 8. 80 
-8. 65 (3H, m) , 8. 60-8. 45 (3H, m) 
,7.42(1H, d,J=7.8Hz),7.35-7. 
15 (4H, m) , 5. 15 (2H, s) , 4. 36 (1H 
,m),3.01,2. 97(6H,s),2. 40-2. 
15 (2H, m) , 2. 10-1. 75 (4H, m) , 1. 
70-1. 55 (1H, m) , 1. 50-1. 20 (3H, 
m) 


o HCI Q 

o >< 


#63£ > 9 0% (NMR) 


MS 592 (M+D 




S!J&0»J## 361 


1H NMR(S) ppm 

300MHz, DMS0-d6 
8. 35-8. 20 (2H, m) , 8. 05 (1H, d, J 
=8. 7Hz) , 8. 80-8. 65 (3H, m) , 7. 6 
0-7. 40 (3H, m) , 7. 40-7. 30 (5H, m 
),5. 17 (2H, s),4. 35(lH,m),3.0 
1, 2. 97 (6H, s) , 2. 40-2. 15 (2H, m 
), 2. 10-1. 80(4H, m), 1. 70-1. 20 
(4H, m) 


F 

O HCI M 


Wft >9 0% (NMR) 


MS 592 (M+1) 



464 



WO 03/000254 



PCT/JP02/06405 



^ 232 



nm&m^r 362 


IH NMR(8) ppm 

300MHz, DMS0-d6 
8. 33 (IH, s) , 8. 29 (IH, d, J=8. 7H 
z) , 8. 06 (IH, d, J=8. 7Hz) , 7. 79 ( 
2H, d. J=9. 0Hz) , 7. 76 (IH, d. J=9 
. 0Hz) , 7. 60 (IH, d, J=8. 1Hz) , 7. 
53 (IH, dd, J=l. 7Hz, 8. 0Hz) , 7. 3 
5 (2H, d, J=8. 7Hz) , 6. 85-6. 80 (2 
H, m) , 5. 29 (2H, s) , 4. 38 (IH, m) , 
3. 01, 2. 96 (6H, s) , 2. 40-2. 18 (2 
H, m) , 2. 15-1. 95 (2H, m) , 1. 90-1 
.80(2H,m), 1.75-1. 55(lH,m), 1 
.50-1. 20(3H,m) 


CI 


M.M > 9 0% (NMR) 


MS 614 (M+l) 




$iS£0!l## 363 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 28 (IH, d, J=l. 3Hz) , 8. 20-8. 1 
0 (2H, m) , 8. 98 (IH, d, J=8. 6Hz) , 
7. 90-7. 80 (2H, m)., 7. 75 (2H, d, J 
=8. 7Hz) , 7. 36 (2H, d. J=8. 7Hz) , 
7. 04 (IH, d, J=l. 3Hz), 5. 35 (2H, 
s) , 4. 36 (IH, m) , 2. 39 (3H, s) , 2. 
35-2. 15 (2H, m) , 2. 05-1. 75 (4H, 
m) , 1. 70-1. 60 (IH, m), 1. 50-1. 2 
0(3H, m) 


O HCI 


#6^ >9 0% (NMR) 


MS 586 (M+l) 



IWf 364 


IH NMR( 6 ) ppm 


o 


HCI 




300MHz, DMS0-d6 
8. 31 (IH, s) , 8. 26 (IH, d, J=8. 7H 
z) , 8. 13 (IH, s) , 8. 04 ( IH, d, J=9 
. 0Hz) , 7. 90-7. 70 (4H, m) , 7. 65 ( 
IH, s) , 7. 39 (2H, d, J=9. 0Hz) , 5. 
37 (2H, s) , 4. 38 (IH, m) , 2. 40-2. 
20 (2H, m) , 2. 15-2. 00 (2H, m) , 1. 
95-1. 80 (2H, m) , 1. 75-1. 60 (IH, 
m), 1.50-1. 20(3H,m) 


mm 


> 9 0% 


(NMR) 




MS 


604 (M+l) 
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mrn®m& 365 


1H NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 28 (1H. s) , 8. 23 (1H, s) , 8. 17 ( 
1H, d. J=8. 7Hz) , 8. 00 (2H, t. J=6 
. 9Hz) , 7. 69 (2H, d, J=8. 4Hz) , 7. 
60-7. 45 (5H, m) , 7. 21 (2H, d, J=8 
. 4Hz) , 7. 05 <1H, s) 5. 19 (2H, s) , 
4. 33 (1H, m) , 2. 41 (3H, s) , 2. 40- 
2. 20 (2H. m) . 2. 10-1. 80 (4H, m) , 
1. 70-1. 60 (1H, ra), 1. 50-1. 20(3 
H,m) 


CI 

o hci Q> 

N — ' — - 


fcfi££ > 9 0% (NMR) 


MS 618 (M+l) 




^»J##- 366 


1H NMR( 6 ) ppm 

300MHz, DMS0-d6 
8.26(lH,s),8. 17 (1H, s),8. 11 ( 
1H, d. J=8. 7Hz) , 7- 95 (2H. d, J=9 
. 6Hz) , 7. 70-7. 40 (8H, m) , 7. 19 ( 
2H, d, J=8. 4Hz) , 5. 18 (2H, s) , 4. 
30 (1H, m) , 2. 51 (3H, s) , 2. 40-2. 
15 (2H, m) , 2. 05-1. 80 (4H, m) , 1. 
75-1. 60 (1H. m), 1. 50-1. 20 (3H, 
n.) 


CI 

HCI >=\ 


> 9 0% (NMR) 


MS 634 (M+l) 







367 


1H NMR ( 6) ppm 


HoX D 


HCI 

o 


CI 

\_} 
-o. /=\ 

H 


300Mz, DMS0-d6 

8. 42(1H, d, J=L 9Hz), 8. 30(1H, 
J= 1. 5Hz) , 8. 27 (1H, d, J=8. 7Hz 
) , 8. 18 (1H, dd, J=7. 9, 1. 9Hz) , 8 
. 04 (1H, dd, J=8. 7, 1. 5Hz) . 7. 75 
and7. 29 (4H, ABq, J=8. 9Hz) 7. 63 
(1H, d, J=7. 9Hz) , 5. 23 (2H, s) , 4 
. 36 (1H, brt, J=12. 3Hz)2. 37-2. 

20 (2H, brm) , 2. 08-1. 80 (4H, brm 
), 1. 71-1. 60 (1H, brm), 1.51-1. 

21 (3H, brm) 


mm 


> 9 0 % 


(NMR) 




MS 


605 (M+l) 
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368 



HCI 



> 9 0% (NMR) 



MS 



562 (M+l) 



1H NMR( 6 ) ppm 
300Mz, DMS0-d6 

8. 30 (1H, d, J=l. 5Hz) , 8. 25<1H, 
d, J=8. 6Hz) , 8. 04 (1H, dd, J=8. 6 
, 1. 5Hz) , 7. 93and7. 67 (4H, ABq, 
J=8. 1Hz) , 7. 80 (1H, d, J=2. 2Hz) 
, 7. 72and7. 21 (4H, A' B' q, J=8. 6 
Hz) , 7. 60 (1H, dd, J=8. 1, 2. 2Hz) 
,7. 44(lH,d,J=8. lHz),5. 13(2H 
, s) , 4. 34 (1H, brt. J=ll. 7Hz) , 2 
. 37-2. 19 (2H, brm) , 2. 09-1. 80 ( 
4H, brm) , 1. 72-1. 60 (1H, brm) , 1 
.50-1. 21 (3H, brm) 



mmm^ 


369 


1H NMR ( 8 ) ppm 




N NH 

HCI N ~/ == \ 


300Mz, DMS0-d6 

8. 30 (1H, d. J=l. 5Hz), 8. 25 (1H, 
d, J=8. 6Hz), 8. 16and7. 72 (4H, A 
Bq, J=8. 4Hz) , 8. 13 (1H, dd, J=8. 

6, 1. 5Hz) , 7. 80(lHd, J=2. 2Hz) , 

7. 70and7. 24 (4H, A' B' q, J=8. 8H 
z).7.61(lH, dd,J=8. 1,2.2Hz), 
7. 48 (1H, d, J=8. 1Hz) , 5. 17 (2H, 
s) , 4. 33 (1H, brt, J=12. 1Hz) , 2. 
36r2. 18 (2H, brm) , 2. 08-1. 77 (4 
H, brm), 1. 69-1. 57 (1H, brm), 1. 
49-1. 17 (3H, brm) 


mm 


> 9 0% (NMR) 


MS 


605 (M+l) 





370 



HCI 



CL 



> 9 0% (NMR) 



MS 



680 (M+l) 



1H NMR( 6 ) ppm 

300MHz, DMS0-d6 
10. 94 (1H, brs), 8. 33 (1H, s), 8. 
27 (1H, d, J=8. 7Hz) , 8. 04 (1H, d, 
J=8. 7Hz) , 7. 74 (2H, d, J=8. 4Hz) 
, 7. 56-7. 29 (6H, m) , 7. 23 (2H, d. 
J=8. 7Hz), 7. 13 (1H, d, J=8. 7Hz) 
, 5. 08 (2H, s) , 4. 51 (2H, brs) , 4. 
36 (1H, m) , 3. 94 (1H, brs) , 3. 75- 
3. 00 (6H, m) , 3. 20-1. 20 (14H, m) 
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mmwm* 371 


1H NMR(S) ppm 


A 

HCI >=\ 

Q p / \ 


300MHz, DMS0-d6 
8. 31<1H, d. J-l. 5Hz), 8. 17 (1H, 
d, J=9. 0Hz) , 7. 99 (1H, dd, J=8. 7 
Hz, 1. 4Hz) , 7. 70-7. 55 (2H, m) , 7 
. 50-7. 30 (6H, m) , 7. 19 (1H, dd, J 
=12. 0Hz, 2. 2Hz; , 7. 06 (1H, dd, J 
=8. 6Hz, 2. 2Hz) , 5. 08 (2H, 4. 10 ( 
iu J Q aq (ou hrt 1=5 2) 2 

50 (2H, brt,*J=l. 8Hz) , 2. 30-2. 1 
0 (2H, m) , 2. 00-1. 75 (8H, m) , 1. 7 
0-1. 55 (1H, in) , 1. 50-1. 20 (3H, m 
) 


> 9 0% (NMR) 


MS 652 (M+l) 







372 


1H NMR ( 8 ) ppm 


HoX 0 


pi 

HCI F fj 


300Mz, DMS0-d6 

8. 29 (1H, d, J=l. 5Hz) , 8. 11 (1H, 
d, J=8. 6Hz) , 7. 96 (1H, dd, J=8. 6 
, 1. 5Hz), 7. 89 (1H, s). 7. 78and7 
. 56 (4H, ABq, J=8. 4Hz) , 7. 69 (1H 
, s) , 7. 66 (1H, t, J=8. 8Hz) , 7. 31 
(1H, dd, J=12. 1, 2. 2Hz) , 7. 18 (l 
H, dd, J=8. 8, 2. 2Hz) , 5. 37 (2H, s 
) , 4. 08 (1H, brt, J-ll. 0Hz) , 3. 0 
2 (3H, s), 2. 96 (3H, s), 2. 31-2. 1 
4 (2H, brm) , 1. 95-1. 77 (4H, brm, 
) 1. 69-1. 59(31H, brm) , 1. 46-1. 
18 (3H, brm) 


>9 0% (NMR) 


MS 


626 (M+l) 








373 


1H NMR ( 6 ) ppm 


2HCI CI 

() >-NH 2 

OH 


300MHz, DMS0-d6 
1 1. 40 (1H, brs) , 9. 25 (2H, brs) , 
8. 29 (1H, d, J=l. 3Hz), 8. 12-8. 0 
9 (2H, m) , 7. 96 (1H, d, J=8. 7Hz) , 

7. 88 (1H, dd, J=l. 8Hz, 8. 1Hz) , 7 
. 67-7. 63 (2H, m) , 7. 56 (2H, d, J= 

8. 7Hz) , 7. 51 (2H, d, J=8. 7Hz) , 7 
. 17 (1H, d, J=12. 0Hz), 7. 05 (1H, 
d, J=8. 6Hz) , 5. 16 (2H, s) , 4. 05 ( 
1H, m) , 2. 40-2. 10 (2H, m) , 2. 00- 
1. 75 (4H, m), 1. 70-1. 55 (1H, m) , 
1. 50-1.20 (3H, m) 


> 9 0% (NMR) 


MS 


613 (M+l) 
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236 



mmrnrn-^ 


374 


1H NMR( 6 ) ppm 


CI 

0 HCI >=x 


300MHz, DMS0-d6 
13. 21 (1H, brs), 8. 31 (1H, d, J=l 
. 4Hz) , 8. 18-8. 15 (2H, m) , 7. 99 ( 
1H, d, J=8. 7Hz) , 7. 94 (1H, dd, J= 
1. 8Hz, 8. OHz) , 7. 70-7. 53 (6H, m 
) , 7. 17 (1H, d, J=12. OHz) , 7. 05 ( 
1H, d, J=8. 6Hz) , 5. 20 (2H. s) , 4. 
uy vin f nu , i. %\j <6. luv^n, nu , 
00-1. 75(4H, m) , 1. 70-1. 55(1H, 
m), 1.50-1. 20 (3H,m) 


♦fiffi > 9 0% (NMR> 




MS 639 (M+l) 





mmmm^ 375 


1H NMR(6) ppm 

300MHz, DMS0-d6 
8. 32 (1H, d. J=l. 5Hz) , 8. 23 (1H, 
d, J=l. 5Hz) , 8. 19 (1H, d, J=9. OH 
z) , 8. 03-7. 98 (2H, m) , 7. 68 (1H, 
t, J=8. 4Hz) , 7. 60 (1H, d, J=8. 1H 
z) , 7. 56 (2H, d, J=9. 3Hz) , 7. 53 ( 
2H, d, J=9. OHz) , 7. 22 (1H, dd, J= 
2. 1Hz, 12. OHz), 7. 09 (lH, dd, J= 
2. 1Hz, 8. 4Hz) , 5. 21 (2H, s) , 4. 1 
2 (1H, m) , 2. 40-2. 10 (2H, m) , 2. 0 
0-1. 75 (4H, m) , 1. 70-1. 55 (1H, m 
), 1.50-1. 20 (3H,m) 


CI. 

HCI >=\ 

"V S *o 


> 9 0% (NMR) 


MS 658 (M+l) 




H^J#-^ 376 


1H NMR( 5 ) ppm 

300MHz, DMS0-d6 
13. 61 (1H, brs) , 8. 34-8. 30 (2H, 
m) , 8. 21 (1H, d, J=8. 7Hz) , 8. 07 ( 
1H, dd, J=l. 8Hz, 8. 1Hz) , 8. 02 (1 

H, dd, J=l. 5Hz, 8. 7Hz), 7. 69 (1H 
, t, J=8. 4Hz) , 7. 57-7. 49 (5H, m) 
, 7. 22 (1H, dd, J=2. 7Hz, 12. OHz) 

, 7. 09 (1H, dd, J=2. 4Hz, 9. OHz) , 
5. 19 (2H, s) , 4. 12 (1H, m) , 2. 40- 
2. 10 (2H, m) , 2. 00-1. 75 (4H, m) , 

I. 70-1. 55 (1H, m) , 1. 50-1. 20 (3 
H,m) 


HCI C, W 


> 9 0% (NMR) 


MS 655 (M+l) 
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377 




MS 



> 9 0% (NMR) 



638 (M+l) 



IH NMR(S) ppm 
300Mz, DMS0-d6 

8. 60 (IH, d, J=4. 5Hz) , 8. 29 (IH, 
d, J=l. 5Hz) , 8. 14(1H, d, J=8. 9H 
z),8. 13(lH,d, J=1.5Hz),7.98( 
IH, dd, J=8. 9, 1. 5Hz), 7. 94 (IH, 
dd, J=8. 1. 1. 5Hz), 7. 64 (IH, t, J 
=8. 7Hz), 7. 52and7. 49 (4H, ABq. 
J=9. OHz) , 7. 46(1H, d, J=8. 1Hz) 
,7. 18 (IH, dd, J=12. 1,2. 3Hz),7 
. 05 (IH, dd, J=8. 7, 2. 3Hz) , 5. 13 
(2H, s) , 4. 08 (IH, brt, J=12. IH) 
, 2. 95-2. 84 (IH, m), 2. 31-2. 14 ( 
2H, brm) , 1. 97-1. 78 (4H, brm) , 1 
. 72-1. 59 (IH, brm), 1.47-1. 21 ( 
3H,brm),0. 76-0. 58 (4H, m) 



%wm% 378 


IH NMR(S) ppm 
300Mz, DMS0-d6 

8. 77 (IH, d. J=l. 4Hz), 8. 30 (IH, 
d, J=l. 4Hz), 8. 16 (IH, d, J=l. 8H 
z),8. 13(lH,d, J=8.4Hz),7.98( 
2H, dd, J=8. 4, 1. 8Hz), 7. 65 (IH, 
t, J=8. 4Hz) . 7. 53and7. 49 (4H, A 
Bq, J=8. 8Hz), 7. 47 (IH, d, J=7. 7 
Hz) , 7. 18 (IH, dd, J=12. 1, 2. 2Hz 
) , 7. 05 (IH, dd, J=8. 4, 2. 2Hz) , 5 
. 13 (2H, s) , 4. 53-4. 40 (IH, m) , 4 
. 09 (IH, brt, J=12. 8Hz) , 2. 31-2 
. 02 (6H, brm, ) , 1. 96-1. 80 (4H, b 
rm) , 1. 78-1. 60 (3H, brm) , 1. 47- 
1. 21 (3H, brm) 


CI 

HCI >=\ 

■ o £ 


> 9 0% (NMR) 


MS 652 (M+l) 




rnm^rn^- 379 


IH NMR( 8 ) ppm 
300Mz, DMS0-d6 

8. 29 (IH, d,J=l. lHz),8. 11 (IH, 
d, J=l. 5Hz), 8. 11 (IH, d, J=8. 8H 
z) , 7. 98-7. 91 (2H, m)., 7. 89 (IH, 
s) , 7. 63 (IH, t, J=8. 8Hz) , 7. 52a 
nd7. 48 (4H, ABq. J=8. 6Hz) , 7. 44 
(IH, d,J=8. lHz),7. 17(lH,dd,J 
=12. 1, 2. 2Hz) , 7. 04 (IH, dd, J=8 
. 8, 2. 2Hz) , 5. 12 (2H, s) , 4. 07 (1 
H, brt, J=12. 4Hz) , 2. 33-2. 14 (2 
H, brm) , 1. 96-1. 79 (4H, brm) , 1. 
70-1. 60 (IH, brm) , 1. 48-1. 21 (3 
H,brm), 1.4K9H, s) 


HCI 


> 9 0% (NMR) 


MS 654 (M+l) 
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mmm^ 380 


IH NMR( 5 ) ppm 
300Mz, DMS0-d6 

8. 62 (IH, t, J=5. 5Hz) , 8. 30 (IH, 
d, J=l. 5Hz) , 8. 17 (IH, d. J=l. 8H 
z) , 8. 14 (IH, d, J=8. 8Hz) , 7. 98 ( 
IH, dd, J=8. 1, 1.8Hz),7. 64 (IH, 
t, J=8. 8Hz) , 7. 52and7. 50 (4H, A 
Bq. J=8. 8Hz) . 7. 48 (IH, d, J=8. 1 
Hz) 7 18(1H. dd, J=12. 1, 2. 2Hz 
),7. 05(lH,dd, J=8. 8, 2. 2Hz),5 
. 14(2H,s),4. 08(lH,bft, J=12. 
1Hz) , 3. 13 (IH, t, J=6. 2Hz) , 2. 3 
1-2. 14(2H, brm) , 1. 97-1. 78 (5H 
, brm) , 1. 70-1. 60 (IH, brm) , 1. 4 
7-1. 21 (3H, brm) , 0. 92 (3H, s) , 0 
.90(3H, s) 


CI 

HCI >=\ 

ho-VyV-O-o O-v 

) — v — ( M 

o >^ 


> 9 0% (NMR) 


MS 654 (M+l) 




38 i 


IH NMR ( S ) ppm 
300Mz, DMS0-d6 

8. 29 (IH, d, J=l. 5Hz) , 8. 27 (IH, 
d. J=8. 3Hz) , 8. 18 (IH, d, J-l. 9H 
z) , 8. 13 (IH, d, J=8. 7Hz) , 8. 01- 
7. 96 (2H, m) , 7. 64 (IH, t, J=8. 7H 
z) . 7. 52and7. 49 (IH, ABq, J=8. 8 
Hz) , 7. 49 (IH, d, J=7. 9Hz) , 7. 18 
(IH, dd, J=12. 1, 2. 3Hz) , 7. 05(1 
H, dd, J=8. 7, 2. 3Hz) , 5. 13 (2H, s 
) , 4. 12-4. 00 (2H, m) . 3. 52-3. 34 
(2H, m) ,2. 31-2. 14 (2H, brm) , 1. 
97-1. 79 (4H, brm), 1. 71-1. 60(1 
H, brm) , 1. 48-1. 21 (3H, m) , 1. 17 
and 1. 15 (total 3H, each s) 


CI 

HCI >=\ 

7 OH 


ffi.SE > 9 0% (NMR) 


MS 656 (M+l) 




mmmm-^ 382 


IH NMR( 6 ) ppm 
300Mz, DMS0-d6 

8. 30 (IH, d, J=l. 5Hz) , 8. 13 (IH, 
d, J=8. 8Hz) , 8. 09 (IH, d, J=l. 5H 
z),7; 98 (lH,dd,J=8. 8, 1.5Hz), 
7. 86 (IH, dd, J=8. 1, 1. 5Hz), 7. 6 
4 (IH, J=8. 8Hz) , 7. 55-7. 47 (5H. 
m) , 7. 17 (IH, dd, J=12. 1, 2. 2Hz) 
, 7. 05 (IH, dd, J=8. 8, 2. 2Hz) , 5. 
14(2H,s),4. 08(lH,brt,J=12.8 
Hz), 3. 75 (3H, s), 2. 32-2. 14 (2H 
, brm) , 1. 96-1. 78 (4H, brm) , 1. 7 
0-1. 59 (IH, brm) , 1. 47-1. 21 (3H 
,brm) 


CI 

HCI /^X 


fcfi^ > 9 0% (NMR) 


MS 628 (M+l) 
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mmm^ 383 


1H NMR ( 6 ) ppm. 
300Mz, DMS0-d6 

8. 57 (1H, t, J=5. 5Hz), 8. 29 (1H, 
d, J=l. 4Hz) , 8. 19 (1H, d. J=l. 5H 
z) , 8. 12 (1H, d, J=9. 2Hz) , 8. 01- 
7. 95 (2H, m) , 7. 64 (1H, t, J=8. 8H 
z) , 7. 53and7> 50 (4H, ABq. J=8. 8 
Hz) , 7. 48 (1H, d, J=7. 7Hz) , 7. 17 
(1H, dd, J=12. 1, 2. 2Hz), 7. 04(1 

H, dd, J=8. 8, 2. 2Hz) , 5. 14 (2H, s 
) , 4. 08 (1H, brt, J=13. 9Hz) , 3. 7 
0-3. 66 (1H, m) , 3. 48-3. 36 (3H, m 
),3. 28-3. 20 (1H, m), 2. 32-2. 13 
(2H, brm) , 1. 96-1. 79 <4H, brm) , 

I. 71-1. 60 (1H, brm) , 1. 47-1. 19 
(3H, brm) 


CI 

HCl /=\ 

/"~\ ~V-B OH 


> 9 0% (NMR) 


MS 672 (M+l) 




mm&m-& 384 


1H NMR( 5 ) ppm 
300Mz, DMS0-d6 

8. 30 (1H, d, J=l. 5Hz), 8. 14 (1H, 
d, J=8. 4Hz) , 7. 98 (1H, dd, J=8. 4 
, 1. 5Hz), 7. 68(1H V brs), 7. 63(1 

H, t, J=8. 4Hz) , 7. 51 (5H, s) , 7. 4 
3(1H, d, J=8. 1Hz), 7. 17 (1H, dd, 
J=12. 5, 1. 8Hz) , 7. 03 (1H, dd, J= 
8. 4, 1. 8Hz), 4. 08 (1H, brt, J=ll 
. 4Hz), 3. 50and3. 30(total2H, e 
ach 

brs) , 2. 97 (3H, brs) , 2. 33-2. 13 
(2H, brm) , 1. 96-1. 79 (4H, brm) , 

I. 70-1. 59 (1H, brm), 1. 47-1. 03 
(6H,brm), 


.; hci >=\ 


#6^ > 9 0% (NMR) 


MS 640 (M+l) 



385 



o HCI F 



> 9 0% (NMR) 



MS 



654 (M+l) 



1H NMR(5) ppm 
300Mz, DMS0-d6 

8. 29 (1H, d, J=l. 5Hz), 8. 12 (1H, 
d, J=8. 8Hz) , 7. 97 (1H, dd, J=8. 8 
, 1. 5Hz), 7. 72-7. 60 (2H, m), 7. 5 
5-7. 42 (6H, m) , 7. 16 (1H, d, J=ll 
. 7Hz) , 7. 03 (1H, d, J=8. 4Hz) , 5. 
15 (2H, s) , 4. 07 (1H, brt, J=12. 5 
Hz) , 3. 44and3. 22 (total2H, eac 
h 

s) , 2. 97 (3H, brs) , 2. 32-2. 13 (2 
H, brm) , 1. 72-1. 50 (3H, brm) , 1. 
47-1. 23 (3H, brm), 0. 93and0. 72 
(total3H, each brs) 
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mm^m^r 386 


1H NMR( 5 ) ppm 
300Mz, DMS0-d6 

8. 29 (1H, d. J=l. 5Hz) , 8. 12 (1H, 
d, J=8. 7Hz) , 7. 97 (1H, dd, J=8. 7 
, 1. 5Hz) 7. 74-7. 60 (2H, m) , 7. 54 
-7. 42 (6H, m) , 7. 17 (1H, dd, J=12 
. 1, 2. 2Hz) , 7. 02 (1H, dd, J=8. 3, 
2. 2Hz) , 5. 15 (2H, s) , 4. 06 (1H, b 
rt, J=12. 8Hz) . 3. 92 (1H, brs) , 2 
. 85 (3H, brs) , 2. 32-2. 14 (2H, br 
ra) , 1. 96-1. 79 (4H, brm) , 1. 70-1 
. 59 (1H, brm) , 1. 46-1. 07 (3H, br 
nO,L15(6H,brs) 


CI 

HCI /^x 


> 9 0% (NMR) 


MS 654 (M+l) 




387 


1H . NMR (6) ppm 
300Mz, DMS0-d6 

8. 29 (1H, s) , 8. 14and7. 97 (2H, A 
Bq, J=8. 7Hz) , 7. 63 (1H, s) , 7. 63 
(1H, t, J=8. 7Hz) , 7. 51-7. 41 (6H 
, m) , 7. 16 (1H, dd, J=12. 1, 1. 9Hz 
) , 7. 02<1H, dd, J=8. 7, 1. 9Hz) , 5 
. 16 (2H, s) , 4. 26 (2H, brs) , 4. 07 
(1H, brt, J=12. 1Hz) , 2. 32-2. 14 
(2H, brm). 1. 97-1. 78 (5H, brm) 1 
. 70-1. 15 (9H, brm), 1. 24 (3H, s) 
, 1. 21 (3H, s) 


CI 

hci r=\ 


#6^ > 9 0% (NMR) 


MS 694 (M+l) 




HJfeW-S- 388 


1H NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 58 (1H, m) , 8. 29 (1H, s) , 8. 20- 
8. 10 (2H, m) , 8. 05-7. 90 (2H, m) , 
7. 64 (lH<t, J=8. 4Hz) , 7. 60-7. 4 
0 (5H, m) , 7. 15 (1H, d, J=12. 3Hz) 
, 7. 04 (1H, d, J=8. 4Hz), 5. 13 (2H 
, s) , 4. 08 (1H, m) , 3. 40-3. 20 (2H 
, m), 2. 35-2. 10 (2H, m), 2. 00-1. 
20U2H, m) , 0. 91 (3H, t, J=6. 9Hz 


CI. 

rt . HCI >=\ 

1 " oA Q: y&*h 

N — ' o — v_ 


#tt > 9 0% (NMR) 


MS 654 (M+l) 
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* 241 



PCT/JP02/06405 



HJfeWS-g- 389 lHNMR(6)ppm 



300MHz, DMS0-d6 

CI 8. 60 ( 1H, m) , 8. 29 (1H, s) , 8. 20- 

HCI >=\ 7. 90 (4H, m) , 7. 64 (1H, t, J=9. OH 

O R i } z),7.60-7.40(5H,m).7.17(lH, 

,A^v_m W d,J=12.0Hz),7.04(lH,d, J=8. 7 

1 T T H V-O >=\ Hz). 5. 13(2H.s).4.80(lH.m),3 

^^~N ^\ ) .35-3. 15 (2H, in), 2. 30-2. 05 (2H 

>— v M H ,m),2.00-l. 10(lOH,ra),0.9l(3 

\ / H,t,J=7.5Hz) 



> 9 0% (NMR) 
MS 640 (M+l) 



nwm* 390 


1H NMR( 5 ) ppm 

300MHz, DMS0-d6 
8. 62 (1H, m) , 8, 30 (1H, s) , 8. 20- 
8.10 (2H, m) , 8. 05-7. 90 (2H, m) , 
7. 65 (1H, t, J=8. 4Hz) , 7. 60-7. 4 
0 (5H, m) , 7. 18 (1H, d, J=12. 0Hz) 
, 7. 05 (1H, d, J=8. 4Hz) , 5. 14 (2H 
, s) , 4. 09 (1H, m) , 3. 40-3. 20 (2H 
, m) , 2. 35-2. 10 (2H, m) , 2. 00-1. 
80 (4H, m), 1. 75-1. 60 (1H, m), 1. 
45-1. 20 (3H, m) , 1. 15 (3H, t, J=7 
.2Hz) 


HCI >=\ 

\__/ o s — 


ffiM > 9 0% (NMR) 


MS 626 (M+l) 




mmmtt 391 


1H NMR( 5 ) ppm 

400NHz, DMS0-d6 
8. 54 (1H, s) , 8. 31 (1H, s) , 8. 19 ( 
1H, d, J=8. 6Hz) , 8. 01 (1H, d, J=8 
.6Hz), 7. 81 (1H, d. J=2. lHz),7. 
64 (1H, t, J=8. 4Hz) , 7. 61 (1H, dd 
, J=2. 3Hz, 8. 4Hz) , 7. 47 (2H, d, J 
=8. 6Hz) , 7. 43 (2H, d, J=8. 8Hz) , 
7. 25 (1H, d, J=8. 4Hz) , 7. 17 (1H, 
dd, J=2. 3Hz, 12. 1Hz), 7. 05 (1H, 
dd, J=2. 3Hz, 8. 6Hz) , 5. 05 (2H, s 
) , 4. 12 (1H, m) , 2. 96 (6H, s) , 2. 4 
0-2. 10 (2H, m) , 2. 00-1. 75 (4H, m 
) , 1. 70-1. 55 (1H, m) , 1. 50-1. 20 
(3H, m) 


CI 

HCI >=\ 

0 H-c 


*G£ > 9 0% (NMR) 


MS 641 (M+l) 
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392 


1H NMR( 6 ) ppm 


Cl. 

HCI >=\ 

Q 


300Mz, DMS0-d6 

8. 79 (1H, s), 8. 29 (1H, d. J=l. 5H 
z) , 8. 13 (1H, d, J=8. 8Hz) , 7. 98 ( 
1H, dd, J=8. 8, 1. 5Hz) , 7. 80 (1H, 
d, J=2. 2Hz) , 7. 63 (1H, t, J=8. 4H 
z) , 7. 61 (1H. dd, J=8. 2, 2. 2Hz) , 
7. 47and7. 43 (4H, ABq. J=8. 8Hz) 
, 7. 26 (1H, d, J=8. 2Hz), 7. 14 (1H 
, dd, J=12. 1, 2. 2Hz) , 7. 02 UH, d 
d, J=8. 4, 2. 2Hz) , 5. 05 (2H, s) . 4 
. 08 (1H, brt, J=12. 1Hz) , 3. 64-3 
. 61 (2H, m) , 3. 48-3. 45 (2H, m) , 2 
. 32-2. 13 (2H, brra), 1. 96-1. 78 ( 
4H, brm) , 1. 70-1. 66 (1H, brm) , 1 
.44-1. 19(3H,brm) j 


#fi^ > 9 0% (NMR) 


MS 


683 (M+l) 






393 


1H NMR( 5 ) ppm 


HCI >=\ 

N — 7 H NH 2 


400MHz, DMS0-d6 
8. 94 (1H, s) , 8. 31 (1H, d. J=l. OH 
z) , 8. 18 (1H, d, J=8. 6Hz) , 8. 00 ( 
1H, dd, J=l. 4Hz, 8. 8Hz) , 7. 71 (1 
H, d, J=2. 2Hz) , 7. 66 (1H, t, J=8. 
6Hz) , 7. 52 (1H, dd, J=2. 4Hz, 8. 6 
Hz) , 7. 46 (2H, d, J=8. 6Hz) , 7. 42 
(2H, d, J=8. 2Hz) , 7. 24 (lH, d, J= 
8. 4Hz), 7. 16 (1H, d, J=12. 1Hz), 
7. 04 (1H, dd, J=2. 4Hz, 8. 8Hz) , 5 
. 05 (2H, s) , 4. 13 (1H, m) , 2. 40-2 
. 10 (2H, m) , 2. 00-1. 75 (4H, m) , 1 
.70-l,55(lH,m), 1.50-1.20(3H 
,m) 


mm 


> 9 0% (NMR) 


MS 


613 (M+l) 






394 


1H NMR ( 8 ) ppm 


CI. 

HCI >=\ 

9 \ \J 

W H ^nh 


300MHz, DMS0-d6 
8. 93 (1H, s) , 8. 31 (1H, d, J=l. 4H 
z),8. 19(lH,d,J=8.8Hz),8.0l( 
1H, d, J=8. 7Hz), 7. 71 (1H, d. J=2 
. 2Hz) , 7. 66 (1H, t, J=8. 5Hz) , 7. 
51 (1H, dd, J=2. 2Hz, 8. 4Hz) , 7. 4 
6 (2H, d, J=8. 6Hz) , 7. 41 (2H, d, J 
=8. 7Hz) , 7. 23 (1H, d, J=8. 4Hz) , 
7. 16 (1H, d, J=12. 2Hz), 7. 05 (1H 
, d, J=8. 7Hz) , 5. 05 (2H, s) , 4. 13 
(1H, m) , 3. 12 (2H, q, J=7. 2Hz) , 2 
. 40-2. 10 (2H. m) , 2. 00-1, 75 (4H 
, m), 1. 70-1. 60 (1H, m), 1. 55-1. 
20 (3H, m) , 1. 06 (3H, t, J=7. 2Hz) 


> 9 0% (NMR) 


MS 


641 (M+l) 



475 



WO 03/000254 



* 243 



PCT/JP02/06405 



mmmm^ 395 


1H NMR(6) ppm 


0 


HCI >=\ 

IT U A 

p \ \_/ 


300MHz, DMS0-d6 
8. 83 (1H, s) , 8. 32 (1H, d. J=l. 4H 
z),8.21(lH, d, J=8.8Hz),8.02( 
1H, dd, J=l. 4Hz, 8. 7Hz) , 7. 71 (1 

H, d. J=2. 1Hz) , 7. 68 (1H, t, J=8. 
6Hz) , 7. 49 (1H, dd, J=2. 2Hz, 8. 4 
Hz) , 7. 46 (2H, d, J=8. 4Hz) , 7. 41 
(2H, d. J=8. 6Hz) , 7. 23 (1H, d, J= 
8.4Hz),7. 17(lH,d,J=12.2Hz), 
7. 06 (1H, d, J=8. 7Hz), 6. 30 (1H, 
brs),5. 05 (2H, s),4. 14(lH,m), 
3. 77 (1H, sept, J-6. 5Hz) , 2. 40- 
2. 10 (2H, m) , 2. 00-1. 75 (4H, m) , 

I. 70-1. 55 (1H, m) , 1. 50-1. 20 (3 
H,m), 1. 11 (6H, d, J=6. 5Hz) 


mm 


> 9 0% (NMR) 


MS 


655 (M+l) 






396 


1H NMR( 6 ) ppm 


0 

i HoA 0 


RF 

r N >=\ ^\ 

V-/ 0 H 


300MHz, DMS0-d6 
8. 37 (1H, d, J=7. 3Hz) , 8. 25 (1H, 
s) , 8. 15 (1H, s) , 7. 97 (2H, d, J=8 
. 8Hz) , 7. 88 (1H, d, J=8. 8Hz) , 7. 
58-7. 47 (4H, m) , 7. 31 (1H, m) , 7. 
1 1 (1H, dd, J=8. 4, 2. 2Hz) , 6. 98 ( 
1H, dd, J=8. 4, 2. 2) , 5. 13 (2H, s) 
, 4. 13 ( 1H, q, J=6. 6Hz) , 3. 98 (1H 
, m) , 2. 19 (2H, m) ; 1. 86 (4H, m) 1. 
62 (1H, m) 1. 31 (3H, m) , 1. 20 (6H, 
d, J=6. 6Hz) 


mm 


> 9 0% (NMR) 




MS 


642 (M+l) 








397 


1H NMR (8) ppm 




HCI . >=\_ 


300MHz, DMS0-d6 
8. 40 (1H, d, J=7. 9Hz) , 8. 28 (1H, 
d, >1. 9Hz), 8. 15 (1H, d, J=l. 9H 
z),8. 11 (1H. d,J=8. 7Hz),7. 96 ( 
2H, m) , 7. 56 (1H, t, J=8. 7Hz) , 7. 
45 (3H, m) , 7. 18 (1H. m) , 7. 08 (1H 
, dd, J=12. 1, 1. 9Hz) , 6. 96 (1H, d 
d, J=8. 3, 2. 3Hz) , 5. 09 (2H, s) , 4 
. 14 (1H, m) , 4. 04 (1H, m) , 2. 23 (2 

H, m) , 1. 86 (3H, in) , 1. 62 (1H, ra) , 

I. 33 (3H, m), 1. 20 (6H, d, J=6. 4H 
z) 


> 9 0% (NMR) 


MS 


642 (M+l) 
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398 




MS 



> 9 0% (NMR) 



674 (M+l) 



1H NMR( 5 ) ppm 

8. 41 (1H, d, J=8. 1Hz), 8. 29(lH, 
d. J=l. 5Hz) , 8. 17 (1H, d, J-l. 8H 
z), 8. 12 (1H, d, J=8. 4Hz), 8. 01- 
7. 95 (2H. m) , 7. 67-7. 62 (2H, m) , 
7. 55-7. 51 (3H, m), 7. 19 (1H, dd, 
J=12. 1, 2. 2Hz) , 7. 05 (1H, dd, J= 
8. 8, 2. 2Hz), 5. 13 (2H, s), 4. 10- 
4. 00 (2H, m) , 2. 32-2. 13 (4H, m) , 
1. 71-1. 60 (1H, m), 1. 49-1. 14(3 
H,m), 1.2K3H, s),l. 19(3H,s) 



nnm&* 399 


1H NMR(6) ppm 
300Mz, DMS0-d6 

8. 39 (1H, d, J=7. 7Hz) , 8. 29 (1H, 
d, J=l. 5Hz), 8. 16(1H, d. J=l. 8H 
z) , 8. 11 (1H, d, J=8. 8Hz), 8. 00- 
7. 95 (2H, m) , 7. 69-7. 61 (2H, m) , 
7. 54-7. 46 (3H, m) , 7. 18 (1H, dd. 
J=12. 1, 2. 2Hz) , 7. 04 (1H, dd, J= 
8. 8, 2. 2Hz) , 5. 13 (2H, s) , 4. 20- 
4. 02 (2H, m) , 2. 33-2. 13 (2H, brm 
), 1. 97-1. 80(4H, m), 1. 72-1. 61 
(1H, m) , 1. 44-1. 13 (3H, m) , 1. 21 
(3H, s),l. 19 (3H, s) 


i F Y_/ CI 
1 HCI >==( 

0 >v 


#"8$t > 9 0% (NMR) 


MS 658 (M+l) 




rnrnmrn^- 400 


1H NMR (6) ppm 

300MHz, DMS0-d6 

8. 39 (1H, d, J=7. 7Hz), 8. 29 (1H, 

s), 

8. 17 (1H, d. J=l. 5Hz) , 8. 11 (1H, 
d, J=8. 8Hz) , 7. 98 (2H, m) , 7. 73 ( 
2H, m) , 7. 64 (1H, t, J=8. 4Hz) , 
7. 52 (1H, d, J=8. OHz) , 7. 46 (1H, 
dd, J=8. 4, 1. 8Hz) , 7. 18 (1H, dd, 
J=ll. 9, 2. OHz), 7. 05 (1H, dd, J= 
8. 6, 2. 4Hz) , 5. 14 (2H, s) , 4. 13 ( 
2H, m) , 2. 22 (2H, m) . 1. 88 (4H, m) 
1.64(lH,m), 1.34(3H,m), 1.20( 
6H, d, J=6. 6Hz) 


CI CI 
HCI >=< 


>6ft > 9 0% (NMR) 


MS 642 (M+l) 
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MS 



401 




> 9 0% (NMR) 



658 (M+l) 



1H NMR ( 8 ) ppm 

300MHz, DMS0-d6 
8. 38 (1H, d, J=7. 8Hz) , 8. 28 (1H, 
s) , 8. 20-8. 05 (2H, m) , 8. 00-7. 9 
0 (2H, m) , 7. 65-7. 30 (5H, m) , 7. 0 
9 (1H, d, J=12. 3Hz) , 6. 97 (1H, d, 
J=10. 2Hz) , 5. 09 (2H. s) , 4. 20-4 
. 00 (2H, m) , 2. 30-2. 10 (2H, m) , 2 
. 00-1. 80(4H, m), 1. 70-1. 60(1H 
,m), 1.40-1. 10(3H,m),l. 19(6H 
, d, J=6. 6Hz) 



mmwrn^- 402 


1H NMR( 5 ) ppm 

300MHz, DMS0-d6 
8. 25 (1H, s) , 8. 03 (1H, d, J=8. 7H 
z) . 7. 91 (1H. d, J=8. 7Hz) , 7. 83 ( 
1H, s) , 7. 70-7. 35X6H, m) , 7. 04 ( 
1H. d, J=12. 0Hz) , 6. 93 (1H, d, J= 
8. 4Hz) , 5. 09 (2H, s) , 4. 00 (1H, m 
) , 3. 60-3. 40 (4H, m) , 2. 30-2. 10 
(2H, m), 1.45-1. 15 (3H, m) 


HCI Cl \ 


y&fe ' > 9 0% (NMR) 


MS 670 (M+l) 




mmmm^ 403 


1H NMR(6) ppm 

400MHz, DMS0-d6 
8. 25 (1H, s) , 8. 08 (1H, d. J=8. 4H 
z) , 7. 92 (1H, d, J=9. 2Hz) , 7. 79 ( 
1H, s) , 7. 66-7. 49 (4H, m) , 7. 42 ( 
1H, d, J=7. 6Hz) , 7. 31-7. 28 (1H, 
m),7. 14 (1H, d, J=11.3Hz),6. 99 
(1H, d, J=8. 8Hz) , 5. 13 (2H, s) , 4 
. 02 (1H, m) , 3. 54-3. 33 (4H, m) , 2 
. 29-2. 08 (2H, m) , 1. 93-1. 73 (8H 
, m) , 1. 67-1. 52 (1H, m) , 1. 48-1. 
ll(3H,m) 


HCI CI F 


>9 0% (NMR) 


MS 670 (M+l) 
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404 



MS 



HCI 



CI. F 




> 9 0% (NMR) 



658 (M+l) 



IH NMR( 8 ) ppm 

400MHz, DMS0-d6 
8. 41 (IH, d, J=7. 6Hz) , 8. 32(1H, 
d, J=l. 5Hz) , 8. 20 (IH, d. J=8. 6H 
z),8. 17(lH,d, J=1.7Hz),8. 00 ( 
IH, dt, J=8. 8Hz, 1. 5Hz) , 7. 71-7 
. 64 (2H, m) , 7. 54 (IH, dd, J=10. 3 
Hz, 1. 9Hz) , 7. 32 (IH, dd, J=8. 2H 
z, 1.9Hz),7. 22(lH,dd, >12. IH 
z, 2. 3Hz) , 7. 08 (IH, dd, J=8. 6Hz 
). 2.3Hz). 5. 17(2H,s),4. 15 (IH 
,m),2.31-2. 14(2H,m), 1.99-1. 
70 (4H, m) , 1. 70-1 . 60 (IH, m) ; 1. 
46-1. 20 (3H, m) , 1. 19(6H, d, J=6 
.6Hz) 



mm&m-g- 405 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 32 (IH, s) , 8. 19 (IH, d, J=9. OH 
z) , 8. 03-7. 98 (2H, m) , 7. 75 (IH, 
dd, J=2. 1Hz, 8. 4fta) , 7. 67 (IH, t 
, J=8. 6Hz), 7. 40-7. 36 (3H, m), 7 
. 32 (2H, d, J=8. 4Hz) , 7. 19 (IH, d 
d, J=2. 1Hz, 12. 3Hz) , 7. 07 (IH, d 
d, J=2. 1Hz, 8. 7Hz), 5. 11 (2H, s) 
,4. 12(lH.m),4. 12(lH.m),3.90 
(2H. t, J=6. 9Hz) , 2. 54 (2H, t. J= 
8. 1Hz) , 2. 50 (3H, s) , 2. 40-2. 05 
<4H, m) , 2. 00-L 75 (4H, m) , 1. 70 
-1.55(lH,m), 1.50-1. 20 (3H, id) 


HCI s y 

b V 


WiM > 9 0% (NMR) 


MS 650 (M+l) 




%Wm% 406 

/ 

HCI >=\ 


IH NMR ( 5 ) ppm 

300MHz, DMS0-d6 
8.34(lH,d, J=7. 7Hz), 
8.29(lH,s),8. 15(lH,s),8. 11 ( 
IH, d. J=8. 8Hz) , 7. 97 (2H, d. J=9 
. 2Hz) . 7. 63 (IH, t, J=8. 8Hz) , 7. 
47-7. 31 (5H, m) , 7. 18 (IH, dd, J= 
12. 4, 2. 2Hz). 7. 06 (IH. dd, J=12 
.4, 2.2Hz),5. 13(2H |S ),4. 13(2 

H, m), 1.96(2H,m), 1.87(4H,m), 

I. 62 (IH, m) , 1. 34 (3H, m) , 1. 20 ( 
6H, d, J=6. 2Hz) 


> 9 0% (NMR) 


MS 652 (M+l) 
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mm&m-w 407 


IH NMR(S) ppm 


HCI C, \ 

9 fi vj> 


400MHz, DMS0-d6 
8. 32 (IH, d, J=l. 4Hz) , 8. 20 (IH, 
d, J=8. 8Hz) , 8. 01 (IH, dd, J=L 6 
Hz, 8. 8Hz), 7. 90 (IH, s), 7. 67(1 
H, t, J=8. 4Hz) , 7. 61 (IH, s) , 7. 5 
5-7. 50 (4H, m) , 7. 21 (IH, dd, J=2 
. 3Hz, 12. OHz) , 7. 06 (IH, dd, J=2 
. 2Hz, 8. 7Hz), 5. 10 (2H, s), 4. 11 
(IH, m) , 3. 78 (2H, t. J=6. 7Hz) , 3 
. 47 (2H, t, J=7. 4Hz) , 2. 54-2. 48 
(2H, m) , 2. 40-2. 10 (2H, m) , 2. 00 
-1.80(4H, m). 1.75-1. 55(lH,m) 
, 1. 50-1.20(3H, m) 


$6^ > 9 0% (NMR) 


MS 708 (M+l) 






2U£0iJ#^ 408 


IH NMR(6) ppm 


HCI C1 v_ 


400MHz, DMS0-d6 
8. 32 (IH, d, J=l. 6Hz), 8. 21 (IH, 
d, J=8. 8Hz) , 8. 02 (IH, dd, J=l. 6 
Hz, 8. 8Hz) , 7. 76 ClH, s) , 7. 68 (1 
H, t, J=8. 5Hz), 7. 59 (IH, s), 7. 5 
4-7. 51 (4H, m), 7. 21 (IH, dd, J=2 
. 4Hz, 12. 1Hz), 7. 07 (IH, dd, J=2 
. 4Hz, 8. 8Hz) , 5. 08 (2H, s) , 4. 1 1 
(IH, m) . 3. 77 (2H, t. J=6. 9Hz) , 2 
. 47 (2H, t, J=8. OHz) , 2. 40-2. 10 
(4H, m) , 2. 00-1. 80 (4H, m) , 1. 70 
-1.60(lH,m), 1.45-1. 20 (3H,m) 


> 9 0% (NMR) 


MS 672 (M+l) 






Hife#J#-!§- 409 


IH NMR( 8 ) ppm 


HCI . CI 

0 / 


300MHz, DMSO-d68. 28 (IH, d, J=l 
. 5Hz) , 8. 20-8. 85 (4H, m) , 7. 75 ( 
IH, d, J=6. 9Hz) , 7. 70r7. 45 (6H, 
m), 7. 13 (IH, dd, J=12. OHz, 2. IH 
z) , 7. 00 (IH, dd, J=8. 7Hz) , 2. IH 
z) , 5. 22 (2H, s) , 4. 05 (IH, m) , 3. 
40-3. 20 (IH, m), 2. 30-2. 10 (2H, 
m) , 2. 00-1. 55 (5H, m), 1. 45-1. 1 
0(3H, m) , 1. 00(6H, d, J=6. 6Hz) 


> 9 0% (NMR) 




MS 676 (M+l) 
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410 




MS 



> 9 0% (NMR) 



612 (M+l) 



1H NMR( 5 ) ppm 

300MHz, DMSO-d6 
8. 31 (1H, s) , 8. 00 (1H, d, J=8. 7H 
z) , 7. 88 (1H, d, J=8. 7Hz) , 7. 70 ( 
1H, s) , 7. 65 (1H, t, J=8. 4Hz) , 7. 
53 (2H, d, J=8. 4Hz) , 7. 49 (2H, d, 
J=8. 7Hz) , 7. 45-7. 41 (2H, m) , 7. 
16 (1H, d, J=12. 0Hz), 7. 04 (1H, d 
, J=8. 7Hz), 5. 14 (2H, s), 4. 68(1 

H, quint, J=8. 4Hz) , 3. 02, 2. 98 ( 
6H, s) , 2. 30-1. 85 (6H, m) , 1. 80- 

I. 50(2H,oi) 



nm@m* 4ii 


1H NMR( 8 ) ppm 

300MHz, DMS0-d6 
8. 30 (1H, s) , 7. 99 (1H, d, J=9. OH 
z) , 7. 87 (1H, d, J=8. 7Hz) , 7. 67 ( 
1H, s) , 7. 64 (1H, t, J=8. 7Hz) , 7. 
53 (2H, d. J=8. 7Hz) , 7. 49 (2H, d, 
J=7. 5Hz) , 7. 45-7. 41 (2H, m) , 7. 
15 (1H, d, J=12. 3Hz), 7. 02 (1H, d 
, J=8. 4Hz), 5. 15 (2H, s). 4. 67(1 
H, quint. J=8. 7Hz) , 4. 02 (1H, m) 
,3. 76 (1H, m),3. 55 (1H, m).3. 22 
(2H, m),2. 40-1.20(12H,m) 


HCI Cl v_ 


#6^ > 9 0% (NMR) 


MS 668 (M+l) 




nrnvm* 412 


1H NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 38 (1H, d, J=7. 5Hz) , 8. 33 (1H, 
s),8. 16 (1H, s),8. 02 (1H, d,J=8 
. 7Hz) , 7. 98 (1H, d. J=9. 0Hz) , 7. 
91 (1H, d, J=8. 4Hz) , 7. 67 (1H, t, 
J=8. 4Hz) , 7. 53 (2H, d. J=8. 7Hz) 
, 7. 48 (2H, d, J=8. 7Hz) , 7. 46 (1H 
, d, J=8. 1Hz) , 7. 18 (1H, d, J=ll. 
7Hz) , 7. 06 (1H, d, J=8. 7Hz) , 5. 1 
3(2H, s), 4. 70 (1H, quint, J=8. 4 
Hz) , 4. 13 (1H, sept, J=6. 6Hz) , 2 
. 30-1. 85 (6H, m) , 1. 80-1. 50 (2H 
,m), 1. 16 (6H, d, J=6.3Hz) 


HCI Cl y_ 


US* > 9 0% (NMR) 


MS 626 (M+l) 



481 
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mm^m^- 413 


1H NMR( 6 ) ppm 
300Mz, DMS0-d6 

8. 39 (1H, d, J=7. 5Hz), 8. 31 (1H, 
d. J=l. 5Hz) , 8. 16 UH, d, J=l. 9H 
z) , 8. 06 (1H, dd, J=8. 8, 1. 5Hz) , 
7. 99-7. 95 (2H, m) . 7. 76and7. 24 
(4H, ABq, J=8. 9Hz) , 7. 53and7. 5 
0 (4H, A' B' q, J=9. 1Hz) , 7. 46 (1H 
, d, J=8. 3Hz), 5. 14 (2H, s), 4. 94 
(1H, quint, J=9. 0Hz), 4. 19-4. 0 
8 (1H, m) , 2. 32-2. 1 1 (4H, brra) , 2 
. 10-1. 95 (2H, brm), 1. 78-1. 62 ( 
2H, brm) , 1. 26 (3H, s), 1. 18 (3H, 
s) 


HCI CI 

0 f~\ 

Ho'^r^v-N /==\ — ( 

0 

0 ?~ 


> 9 0% (NMR) 


MS 608 (M+l) 




Hi£M#-5§- 414 


1H NMR( 6 ) ppm 
300Mz, DMS0-d6 

8. 31 (1H, d, J=l. 5Hz), 8. 06 (1H, 
dd, J=8. 7, 1. 5Hz), 7. 97 (1H, d, J 
=8. 7Hz) . 7. 75and.7. 22 (4H, ABq. 
J=8. 9Hz), 7. 70 (1H, d, J=l. 9Hz) 
, 7. 53 (1H, dd, J=7. 9, 1. 9Hz), 7. 
52 (4H, s) , 7. 43 (1H, d, J=7. 9Hz) 
, 5. 15 (2H, s), 4. 93 (1H, quint, J 
=8. 9Hz) , 3. 01 (3H, s), 2. 97 (3H, 
s) . 2. 32-2. 11 (4H, brm) , 2. 09-1 
. 94 (2H, brm) , 1. 77-1. 62 (2H, br 
m) 


HCI CI 


MS > 9 0% (NMR) 


MS 594 (M+l) 



mn&m-z 415 


1H NMR( 6 ) ppm 


HCI CI 

O ^VO-OH 


300Mz, DMS0-d6 

8.3K1H, d, J=1.5Hz),8. 06 (1H, 
dd, J=8. 7, 1. 5Hz), 7. 98 (1H, d, J 
=8. 7Hz) . 7. 75and7. 22 (4H, ABq, 
J=8. 9Hz), 7. 67 (1H, d, J=l. 5Hz) 
, 7. 52 (4H, s) , 7. 49 (1H, dd, J=7. 
9, 1. 5Hz) , 7. 43 (1H, d, J=8. 9Hz) 
, 5. 16 (2H, s) , 4. 93 (1H. quint, J 
=8. 9Hz) , 3. 76 (1H, brs) , 3. 55 (2 
H, brs) , 3. 22 (2H, brs) , 2. 31-2. 
11 (4H, brm) , 2. 16-1. 95 (2H, brm 
), 1.88-1. 62 (4H, brm), 1.48-1. 
28 (2H, brm) 


®tM > 9 0% (NMR) 


MS 650 (M+l) 
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mm&m& 4i6 


1H NMR(6) ppm 

300MHz, DMS0-d6 
8. 38 (1H, d, J=7. 7Hz) , 8. 30 (1H, 
s) , 8. 20-7. 90 (4H, m) , 7. 72 (2H, 
d, J=8. 7Hz) , 7. 60-7. 40 (5H, m) , 
7. 22 (2H, d, J=8. 7Hz) , 5. 13 (2H, 
s),4. 47(lH,m),4. 15(lH.m),2. 
90-2. 70 (4H, m) , 2. 60-2. 30 (4H, 
■),1. 19(6H,d, J=6. 5Hz) 


HCI CI 

f\ / \ 

v s o 


#6^ > 9 0% (NMR) 


MS 640 (M+l) 




mm&m* 417 


1H NMR( 8 ) ppm 

400MHz, DMS0-d6 
8. 33 (1H, s) , 8. 17 (1H, d, J=8. 6H 
z) , 8. 10 (1H, d, J=8. 6Hz) , 7. 82 ( 
1H. d. J=l . 4Hz) , 7- 74 (2H, d, J=8 
. 7Hz) , 7. 64 (1H, dd, J=8. 0Hz, 1. 
7Hz) , 7. 55-7. 50 (4H, m) , 7. 43 (1 
H, d, J=7. 8Hz) , 7. 24 (1H, d, J=8. 
7Hz) , 5. 16 (2H, s) , 4. 49 (1H, m)'. 
3. 60-3. 40 (4H, m) , 2. 90-2. 70 (4 
H, m) , 2. 60-2. 30 (4H, m) , 2. 20-1 
.80(4H,m) 


HCI CI 

0 >o 


> 9 0% (NMR) 


MS 652 (M+l) 




418 


1H NMR( 5 ) ppm 

400MHz, DMS0-d6 
8. 34 (1H, d, J=7. 6Hz) , 8. 25 (1H, 
s), 8. 11 (1H, d, J=l. 3Hz), 7. 90- 
8. 00 (3H, m) , 7. 59 (1H, t, J=8. 6H 
z) , 7. 40-7. 55 (5H, m) , 7. 12 (1H, 
d, J=ll. 9Hz) , 7. 00 (1H, d, J=8. 6 
Hz) , 5. 08 (2H, s) , 4. 30-4. 10 (2H 
, m) , 2. 80-2. 65 (4H, m) , 2. 45-2. 
30 (2H, m) , 1. 15 (6H, d, J=4. 8Hz) 


HCI CI 


ttft >9 0% (NMR) 


MS 658 (M+l) 
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nmm&* 419 


1H NMR( 5 ) ppm 


HCI Cl \ 

) — v — ( n 

0 & 


400MHz, DMS0-d6 
8. 30 (1H, s) , 8. 05-7. 95 (3H, m) , 
7. 80-7. 75 (1H, m) , 7. 63 (1H, t, J 
=8 fiHz) 7 55-7 35 (5H m) 7 1 
5 (1H, dd, J=12. 1Hz, 2. 1Hz) , 7. 0 
3 (1H, dd, J=8. 7Hz, 2. 3Hz) , 5. 10 
(2H, s) , 4. 23 (1H, m) , 3. 90 (2H, t 
, J=7. OHz) , 2. 95-2. 70 (4H, m) , 2 
. 60-2. 35 (4H, m) , 2. 30-2. 00 (4H 
,m) 


> 9 0% (NMR) 




MS 656 (M+l) 





mmmm-^r 



420 




> 9 0% (NMR) 



MS 



641 (M+l) 



1H NMR( 5 ) ppm 
300Mz, DMSO-d6 

8. 37 (1H, d, J=7. 5Hz) , 8. 28 (1H, 
d, J=1.5Hz),8. 17 (1H, d,J=1.5H 
z) , 8. 13 (1H, d, J=,8. 7Hz) , 7. 97 ( 
1H, dd, J=8. 1, 1. 5Hz) , 7. 94 (1H, 
dd, J=8. 7, 1. 5Hz) , 7. 61 (1H, t, J 
=8. 7Hz) . 7. 5land7. 49 (4H, ABq, 
J=8. 9Hz), 7. 46 (1H, d, J=8. 1Hz) 
, 7. 08 (1H, dd, J=12. 4, 2. 3Hz) , 6 
. 97 (1H, dd, J=8. 7, 2. 3Hz), 5. 10 
(2H, s) , 4. 20-4. 08 (1H, m) , 3. 62 
-3. 56 (2H, brm) , 3. 13-3. 10 (2H, 
brm) , 1. 79-1. 60 (3H, brm) , 1. 54 
-1. 34 (3H, brm) , 1. 21 (3H, s) , 1. 
18 (3H, s) 



H»!l## 421 




CI 




o 










-o 


> 9 0% (NMR) 


MS 


653 (M+l) 





1H NMR( 6 ) ppm 
300Mz, DMS0-d6 

8. 24 (1H, d, J=l. 5Hz) . 8. 02 (1H, 
d, J=8. 7Hz) , 7. 88 (1H, dd, J=8. 7 
, 1. 5Hz) , 7. 82 (1H, d, J=l. 9Hz) , 
7. 63 (1H, dd, J=7. 9, 1. 9Hz) , 7. 5 
4 (1H, t, J=8. 7Hz) , 7. 50 (4H, s) , 
7. 42 (1H, d, J=7. 9Hz) , 7. 01 (1H, 
dd, J=12. 0, 2. 3Hz) , 6. 91 (1H, dd 
, J=8. 7, 2. 3Hz), 5. 11 (2H, s), 3. 
63-3. 41 (6H, m) , 3. 07-3. 04 (2H, 
brm) , 1. 95-1. 79 (4H, brm) , 1. 77 
-I. 57 (3H, brm) , 1. 50-1. 32 (3H, 
brm) 
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m-m&m^ 422 


1H NMR(fi) ppm 


2HCI CI 


300MHz, DMSO-d6 
10. 99 (2H, s), 8. 44 (1H, s), 8. 30 
(1H, s) , 8. 18 (1H, d. J=8. 7Hz) , 8 
. 14(IH, d. J=8. 7Hz) , 7. 98(1H, d 
, J=9. 0Hz) , 7. 70-7. 66 (2H, m) , 7 
. 57 (2H, d, J=8. 7Hz) , 7. 54 (2H, d 
, J=8. 7Hz) , 7. 21 (1H, d, J=12. OH 
z) , 7. 09 (1H, d, J=8. 4Hz) , 5. 19 ( 
2H, s) , 4. 05 (4H. s) , 2. 40-2. 18 ( 
2H, m) , 2. 15-1. 80 (4H, m) , 1. 75- 
1. 55 (1H, m), 1. 50-1. 20 (3H, m) 


> 9 0% (NMR) 


MS 623 (M+l) 




£*08#-l§- 423 


1H NMR( 8 ) ppm 

300MHz, DMS0-d6 
8. 27 (1H, s) , 8. 05 (1H, d. J=8. 7H 
z) , 7. 93 (1H, d, J=8. 7Hz) , 7. 90 ( 
1H, s) , 7. 70 (1H, d. J=8. 4Hz) , 7. 
59 (1H, t, J=8. 4Hz) , 7. 50 (2H, d, 
J=9. 0Hz) , 7. 45 (2H, d, J=8. 7Hz) 
, 7. 41 (1H, d, J=8. 4Hz) , 7. 12 (1H 
, d, J=12. 0Hz) , 7. 00 (1H, d, J=8. 
7Hz) , 5. 10 (2H, s) , 4. 49 (2H, t, J 
=7. 8Hz), 4. 14 (2H, t, J=8. 0Hz), 
4. 04 (1H, m) , 2. 40-2. 10 (2H, m) , 
2. 00-1. 50 (5H, m), 1. 45-1. 20(3 
H,m) 


HCI CI. 


> 9 0% (NMR) 


MS 640 (M+l) 



424 



mm 



MS 




> 9 0% (NMR) 



639 (M+l) 



1H NMR ( 6 ) ppm 

300MHz, DMS0-d6 
8. 30 (1H, s), 8. 14 (1H, d, J=8. 4H 
z) , 7. 98 (1H, d, J=9. 3Hz) , 7. 89 ( 
1H, s),7.68(lH, d. J=8.4Hz),7. 
62 (1H, d, J=9. 0Hz) , 7. 48 (2H, d, 
J=8. 4Hz) , 7. 43 (2H, d, J=8. 4Hz) 
, 7. 33 (1H, d, J=8. 4Hz) , 7. 16 (1H 
, d, J=12. 0Hz), 7. 04 (1H, d, J=9. 
0Hz) , 5. 07 (2H, s) , 4. 10 (1H, m) , 
3. 92 (2H, t, J=8. 0Hz) , 3. 45 (2H, 
t, J=8. 0Hz) , 2. 40-2. 10 (2H, m) , 
2. 00-1. 50(5H, m), 1. 45-1. 20(3 
H,m) 
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mmm^ 425 


IH NMR( 6 ) ppra 


CI . 

2HCI /=\ 

9 \_ \J 

b h-0 


300MHz, DMS0-d6 
9.05(1H, a), 8. 30 (IH, s),8. 16 ( 
IH, d, J=8. 8Hz) , 7. 99 (IH, d, J=8 
.6Hz),7. 72 (IH, s),7. 64 (IH, t, 
J=8. 6Hz), 7. 52 (IH, d, J=8. 4Hz) 
, 7. 47 (2H, d, J=8. 7Hz) , 7. 42 (2H 
, d. J=8. 6Hz) , 7. 25 (IH, d, J=8. 4 
Hz) , 7. 15 (IH, d, J=12. 2Hz) , 7. 0 
4 (IH, d, J=8. 6Hz) , 6. 60 (IH, brs 
) , 5. 05 (2H, s) , 4. 10 (IH, m) , 3. 6 
8 (2H, t. J=6. 1Hz) , 3. 45 (2H, t, J 
=6. 1Hz) , 2. 40-2. 10 (2H, m) , 2. 0 
0-1. 55 (5H, m) , 1. 50-1. 20 (3H, m 


#6^ > 9 0% (NMR) 


MS 639 (M+l) 




mmm&^ 426 


IH NMR( 6 ) ppm 


fr 

HCI >W 


300MHz, DMS0-d6 
8. 32 (IH, s) , 8. 24 (IH, d, J=8. 7H 
z) , 8. 03 (IH, d, J=8. 7Hz) , 7. 78- 
7. 73 (4H, m) , 7. 38-7. 32 (4H, ra) , 
5. 52 (2H, s) , 4. 88 (2H, s) , 4. 40 ( 
2H, s) , 4. 37 (IH, m) , 2. 92, 2. 84 ( 
6H, s) , 2. 40-2. 18 (2H, m) , 2. 15- 
1. 95 (2H, m) , 1 . 90-1. 80 (2H, m) , 
1. 75-1. 55 (IH, m) , 1. 50-1. 20 (3 
H, m) 


> 9 0% (NMR) 




MS 643 (M+l) 






427 


IH NMR(S) ppm 


fr 

2HCI >=*x 


300MHz, DMS0-d6 
11. 26 (IH, brs), 8. 35 (IH, s) , 8. 
27 (IH, d, J=9. 0Hz) . 8. 05 (IH, d, 
J=8. 4Hz) , 7. 83-7. 78 (4H, in) , 7. 
42-7. 35 (4H, m) , 5. 57 (2H, s) , 4. 
77,4. 73 (2H, s),4. 37(lH,m),3. 
95 (IH, s) , 3. 70-3. 00 (4H, m) , 2. 
40-1.00(14H,m) 


> 9 0% (NMR) 




MS 641 (M+l) 
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mn&m-& 428 


IH NMR(6) ppm 

300MHz, DMS0-d6 
8. 31 (IH, s),8. 26(lH,d J=9. OH 
z) , 8. 04 (IH, d, J=8- 7Hz) , 7. 79- 
7. 73 (4H, m) , 7. 38-7. 31 (6H, m) . 
5. 53 (2H. s),4.90(2H, s),4. 37 ( 
IH, m) , 4. 05 (2H, s) , 2. 40-2. 18 ( 
2H, m) . 2. 15-1. 95 (2H, m) , 1. 90- 

i on /oil 1 7R— 1 ^^IH m\ 
1. oU (,2H, m) , 1. lo l. oovm, m/, 

1.50-1. 20 (3H, m) 


Q HCI \^ 

hoVvh /==\ 


> 9 0% (NMR) 


MS 615 (M+l) 




mm@m-% 429 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 88 (IH. q, J=4. 5Hz),8. 33 (IH, 
d, J=l. 5Hz) , 8. 18 (IH, d, J=8. 7H 
z) . 8. 01 (IH, dd. J=l. 5Hz, 8. 7Hz 
) , 7. 89-7. 83 (2H, m) , 7. 50-7. 34 
(3H, m) , 7. 20 (IH, dd, J=2. 1Hz, 8 
.4Hz),5.6l(2H,s),4. 13 (IH, m) 
, 2. 84 (3H, d, J=4. 8Hz) , 2. 40-2. 
10 (2H, m) , 2. 00-1. 75 (4H, m) , 1. 
70-1. 55 (IH, m) , 1. 50-1. 20 (3H, 
m) 


x — 7 0 


> 9 0% (NMR) 


MS 603 (M+l) 




nm&m^ 430 


IH NMR( 8 ) ppm 

400MHz, DMS0-d6 
8. 79 (IH, t, J=5. 9Hz) , 8. 31 (IH, 
s),8. 15 (IH, d,J=8. 7Hz),7.99( 
IH, d, J=8. 8Hz) , 7. 87 (IH, d. J=8 
.lHz),7.85(lH, d, J=8. 7Hz),7. 
70 (IH, t, J=8. 4Hz) , 7. 42-7. 33 ( 
3H, m), 7. 18 (IH, d, J=8. 8Hz), 5. 
60(2H,s),4. ll(lH,m),3.62-3. 
54 (4H, m) , 2. 40-2. 10 (2H, in) , 2. 
00-1. 75 (4H, m) , 1. 70-1. 55 (IH, 
m), 1.50-1.20(3H,m) 


F 

HCI 


I** > 9 0% (NMR) 


MS 633 (M+l) 
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Hi£0iJ## 431 


IH NMR( 6 ) ppm 


F 

HCI 


300MHz, DMS0-d6 
8.3l(lH, s),8. 16 (IH, d, J=8.8H 
z) , 7. 99 (IH, d, J=8. 7Hz) , 7. 74- 
7. 60 (4H, m) , 7. 37 (2H, t, J=8. 8H 
z) , 7. 28 (IH, dd, J=2. 2Hz, 12. 2H 
z) , 7. 14 (IH, dd, J=2. 2Hz, 8. 6Hz 
),5. 17(2H,s),4. 10 (IH, m),3. 1 
5 (6H, brs) , 2. 40-2. 10 (2H, m) , 2 
.00-1. 75 (4H, in). 1.70-1. 55 (IH 
,m), 1.50-1. 15 (3H,m) 


*fi^ > 9 0% (NMR) 




MS 616 (M+l) 






mffi&mfk 432 


IH NMR( 5 ) ppm 


F 

HCI >W 


300MHz, DMS0-d6 
8. 45 ( IH, d, J=7. 7Hz) , 8. 32 (IH, 
s) , 8. 19 (IH, d, J=8. 8Hz) , 8. 02- 
7. 99 (2H, m), 7. 70 (IH, t, J=8. 6H 
z) , 7. 60 (2H, dd, J=5. 4Hz, 8. 7Hz 
) , 7. 37 (2H, t, J=8. 8Hz) , 7. 27 (1 
H, dd, J=2. 3Hz, 12. 2Hz) , 7. 14(1 
H, dd, J=2. 2Hz, 8. 7Hz) , 5. 16 (2H 
, s)., 4. 20-4. 00 (2H, m) , 2. 40-2. 
10 (2H, m),2. 00-1.75(4H,m), 1. 
70-1. 55 (IH, m)', 1. 50-1. 20 (3H, 
m), 1. 18(6H,d, J-6. 6Hz) 


> 9 0% (NMR) 


MS 630 (M+l) 






•mmm^ 433 


IH NMR(6) ppm 


F 

HCI 

b ^z" J 


300MHz, DMS0-d6 
8.3K1H, d. J=1.4Hz),8. 15 (IH, 
d, J=8. 8Hz) , 7. 98 (IH, dd, J=l. 4 
Hz, 8. 7Hz) , 7. 68-7. 60 (4H, m) , 7 
. 36 (2H, t, J=8. 8Hz) , 7. 28 (IH, d 
d, J=2. 2Hz, 12. 2Hz) , 7. 15 (IH, d 
d, J=2. 2Hz, 8. 6Hz) , 5. 17 (2H, s) 
, 4. 10 (IH, m) , 4. 05-3. 90 (2H, m) 
, 3. 85-3. 70 (IH, m) , 3. 55-3. 25 ( 
2H, m) , 2. 40-2. 10 (2H, m) , 2. 00- 
1. 75 (6H, m) , 1.70-1. 55 (lH,m), 
1.50-1. 20 (5H.m) 


> 9 0% (NMR) 


MS 672 (M+l) 





488 



WO 03/000254 



PCT/JP02/06405 



m 256 





434 


1H NMR( 5 ) ppm 


H ll^J 


CI 

R O 

"V-0 >_c, w == \ 


300Mz, DMS0-d6 

8. 45 ( 1H, d, J=l . 5Hz) , 8. 26 (1H 
, d. J=8. 8Hz) , 8. 10 (1H, dd, J=8 
.8, 1.5Hz),7.72(lH,d, J=1.5H 
z),7.64(lH.t,J=8.6Hz),7.56 
-7. 48 (5H, m),7.44(lH, d, J=J= 
7. 7Hz), 7. 18 (1H, dd,J=12. 3,2 
.4Hz),7. 04(lH.dd, J=8.6, 2.4 
Hz) , 5. 15 (2H, s) , 4. 08 (1H, brt 
, J=11.7Hz),3. 02 (3H, s),2.'99 
(3H, s), 2. 34-2. 17 (2H, brm), 1 
. 97-1. 81 (4H. brm) , 1. 70-1. 60 
(lH,brm), 1. 49-1. 21 (3H, brm) 


> 9 0% (NMR) 


MS 


650 (M+l) 






435 


1H NMR( 6 ) ppm 
300Mz, DMS0-d6 

8. 42 (1H, d, J=l. 5Hz), 8. 24 (1H, 
d, J=8. 8Hz) , 8. 08 (1H, dd, J=8. 8 
, 1. 5Hz) , 8. 00 (2H, d, J=8. 8Hz) , 
7. 79 (1H, d, J=7. 8Hz) , 7. 62 (1H, 
t, J=8. 4Hz) , 7. 61-7. 55 (3H, m) , 
7. 44 (1H, d, J=8. 1Hz) , 7. 16 (1H, 
dd, J=12. 1, 2. 6Hz), 7. 02 (1H, dd 
, J=8. 4, 2. 6Hz) , 5. 12 (2H, s) , 4. 
07 (1H, brt, J=12. 5Hz), 2. 33 (2H 
, brm) , 1. 96-1. 79 (4H, brm) , 1. 7 
1-1. 61 (1H, brm) , 1. 49-1. 21 (3H 
, brm) 


OH 

HCI 0= C 

O Cl 


> 9 0% (NMR) 


MS 


623 (M+l) 






436 


1H NMR( 8 ) ppm 

300MHz, DMS0-d6 
8. 41 (1H, d, J=7. 7Hz) , 8. '30-8. 2 
6(2H,m),8. 18(lH,d, J=1.4Hz), 
7. 99 (1H, dd, J=l. 7Hz, 8. 0Hz), 7 
. 89 (1H, d, J=10. 1Hz) , 7. 67 (1H, 
t, J=8. 8Hz) , 7. 55-7. 45 (5H, m) , 
7. 20 (1H, d, J=12. 2Hz) , 7. 07 (1H 
, dd, J=2. 1Hz, 8. 7Hz), 5. 14 (2H, 
s) , 4. 18-4. 1 1 (2H, m) , 2. 40-2. 1 
0(2H, m) , 2. 00-1. 75 (4H, m) , 1. 7 
0-1.55(lH,m), 1.50-1. 20 (3H,m 
), 1.20(6H,d, J=6.6Hz) 


o HCI >=\ 

H LX )=\ 




>9 0% (NMR) 


MS 


680 (M+l) 
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5fc*fcl#* 437 


IH NMR( 6 ) ppm 


CI 

N F\ \v _ff 




MS > 9 0% (NMR) 




MS 580 01+D 





MM** 438 


IH NMR( 8 ) ppm 


CI 


> 9 0% (NMR) 


MS 607 01+D 




nmmtt 439 


IH NMR ( 6 ) ppm 
300MHz, CDC13 

8. 60 (IH, d, J=l. 5Hz) , 8. 05 (IH, 
dd, J=l. 6Hz, 8. 7Hz) , 7. 70 (IH, d 
, J=8. 7Hz) , 7. 62 (2H, d. J=8. 2Hz 
),7.49(2H, d, J=8.2Hz),7. 31(2 
H, d, J=8. 8Hz) , 7. 27-7. 23 (2H, m 
) , 7. 06 (2H, t. J=8. 6Hz) , 6. 80 (2 
H, d, J=8. 8Hz) , 5. 05 (2H, s) , 4. 3 
8 (IH, m) , 3. 06 (6H, s) , 2. 45-2. 2 
0 (2H, m) , 2. 10-1. 70 (5H, m) . 1. 5 
0-1. 20(3H,m) 


O 0 ' 

F 


> 9 0% (NMR) 


MS 59101+1) 
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mt&mtt 440 


IH NMR(8) ppm 

300MHz, DMS0-d6 
8. 20 ( IH, s) , 7. 86 (2H, m) , 7. 39 ( 
IH, d. J=7. 9Hz) , 7. 34 (IH, d, J=7 
. 9Hz) , 7. 07 (2H, dt, J=2. 3Hz, 8. 
6Hz) , 6. 98-6. 88 (5H, m) , 6. 83 (1 
H, d, J=8. 3Hz) , 5. 91 (IH, s) , 3. 9 
6(lH,m),2. 30-1.95(2H,m), 1.9 
0-1. 50 (4H, a;,l. 40-1. 10 (3H, m 


UL N ^-\>OH F 
F 


> 9 0% (NMR) 


MS 557 (M+l) 




Ht£0»J## 441 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 24 (IH, d, J=l. 4Hz) , 8. 01 (IH, 
d, J=8. 8Hz) , 7. 91 (IH, dd, J=l. 4 
Hz, 8. 7Hz) , 7. 47 (IH, t, J=8. 4Hz 
), 7. 43-7. 35 (2H, m) , 7. 15-7. 01 
(5H, m), 6. 92 (2H, d, J=10. 4Hz) , 
6. 11 (IH, s) , 3. 90 (IH, m) , 2. 30- 
1. 95 (2H, m) , 1. 90-1. 50 (4H, m) , 
1. 40-1. 10(3H,m) 


F ~0 f 

O F 


JPfift > 9 0% (NMR) 


MS 557 (M+l) 



nm@m-% 442 


IH NMR( 8 ) ppm 


HCI 

F 


300Mz, DMS0-d6 

8.26(lH,d. J=l. 5Hz),8. 11 (IH, , 
d, J=8. 9Hz) , 7. 96 (IH, dd, J=8. 9 ' 
,1.5Hz),7.65-7. 57 (5H, ro),7.4 
7(1H, t. J=7.7Hz),7. 35 (IH, d, J 
=7. 6Hz) , 7. 30-7. 22 (3H, m) , 7. 1 
6 (IH, dd, J=8. 7, 2. 3Hz) , 6. 88 (1 
H, s) , 4. 04 (IH, brt, J=ll. 3Hz) , 
2. 98 (3H, s) 2. 84 (3H, s) , 2. 30-2 
. 10 (2H, brm), 1. 94-1. 75 (4H, br 
m) , 1. 68-1. 57 (IH, brm) , 1. 45-1 
. 14(3H,brm) 


£6^ > 9 0% (NMR) 


MS 610 (M+l) 
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SUMS** 443 


IH NMR( 8 ) ppm 


\) \ # ~Vn~Voh 

F 


300Mz, DMS0-d6 

8. 23 (IH, s) , 7. 98and7. 89 (2H, A 
Bq, J=8. 8Hz) , 7. 62-7. 06 (1 IH, m 
) , 6. 86 (IH, s) , 4. 12-3. 77 (2H, b 
rm) , 3. 72 (IH, brs) , 3. 69 (IH, br 
s) , 3. 18 (IH, brs) , 3. 05 (IH, brs 
) , 2. 31-2. 08 (2H, tam) , 1. 90-1. 
54 (7H, brm) , 1. 48-1. 13 (5H, bnn 
) 


ffiM. > 9 0% (NMR) 




MS 666 (M+l) 






nmrn'Hr 444 


IH NMR( 8 ) ppm 


HO 0 

ho, r o F W 


300MHz, DMS0-d6 
8. 36 ( IH, s) , 8. 00 (IH, d, J=8. 7H 
z) , 7. 90 (IH, d, J=9. 3Hz) , 7. 80- 
7. 70 (2H, m) , 7. 63-(2H, d. J=8. 4H 
z) , 7. 32 (2H, t, J=8. 7Hz) , 7. 22 ( 
2H, d. J=8. 4Hz) , 5. 62 (IH, d, J=7 
. 5Hz) . 5. 57 (IH, brd, J=4. 8Hz) , 
5. 41 (2H. s), 5. 31 (IH, m), 4. 29 ( 
IH, m) , 3. 84 (IH, d, J=9. OHz) , 3. 
50-3. 20 (3H, m) , 2. 71 (3H, s) , 2. 
40-2. 20 (2H, m) . 1. 75-1. 60 (IH, 
m), 1. 50-1.20(3H,m) 


#6^ > 9 0% (NMR) 


MS 718 (M+l) 






%wm^ 445 


IH NMR ( 6 ) ppm 


H V^o o 

F 


300MHz, DMS0-d6 
8. 36 (IH, s) , 8. 00 (IH, d. J=8. 7H 
z) , 7. 92 (IH, d, J=9. 3Hz) , 7. 57 ( 
IH, t, J=8. 4Hz) , 7. 50-7. 35 (6H, 
m) , 7. 25-7. 05 (4H, m), 6. 82 (IH, 
s) , 5. 62 (IH, d, J=7. 2Hz) , 5. 56 ( 
IH, m) , 5. 28 (IH, brs) , 3. 95 (IH, 
m) , 3. 82 (IH, d, J=8. 7Hz) , 3. 50- 
3. 20 (3H, m) , 2. 30-2. 05 (2H, m) , 
1. 90-1. 55 (5H, m) , 1. 40-1. 10 (3 
H,m) 


> 9 0% (NMR) 




MS 733 (M+l) 
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nm&m^ 446 


1H NMR( 8 ) ppm 


1 CI 

0 HCI p ^ \ 

O o*° 


300MHz, DMS0-d6 
8. 29 (1H, s) , 8. 13 (1H, d. J=9. OH 
z) , 7. 97 (1H, d, J=9. 0Hz) , 7. 63 ( 
1H. t, J=8. 6Hz) , 7. 51-7. 32 (7H, 
m) , 7. 15 (1H, d, J=12. 0Hz) , 7. 03 
Un, d, J-y, OHzJ, 5. 10 KZh, s) , 4 
. 09 (1H, m) , 3. 82 (2H, t, J=6. 3Hz 
) 3 56 (2H t T=7 4H7) 2 45 (2 
H, m) , 2. 40-2. 10 (2H, m) , 2. 00-1 
. 55 (5H, m) , 1. 50-1. 20 (3H, m) 


> 9 0% (NMR) 




MS 674 (M+l) 







447 


1H NMR( 5 ) ppm 
300MHz, DMS0-d6 


0 

iiTl 
o 


CI 

W 0. )— 


8. 36 (1H, d, J=7, 7Hz) , 8. 14 (2H, d, 
J=12. 1Hz) , 8. 08 (1H, d, J=8. 5Hz) , 
7. 97 (1H, dd, J=l. 7Hz, 8. 3Hz) , 7. 7 
4(1H, dd, J=l. 8Hz, 8. 4Hz) , 7. 58-7 
. 45 (6H, m) , 7. 31 (2H, s) , 7. 12 (1H, 
dd, J=2. 2Hz, 12. 1Hz) , 7. 00 (1H, dd 
, J=2. 4Hz, 8. 6Hz) , 5. 11 (2H, s) , 4. 
16 (1H, m) , 4. 02 (1H, m) , 2. 20 (2H, ra 
),L86(4H, m),l. 62 (1H, ra),1.2l( 
9H,m) 


> 9 0% (NMR) 


MS 


675 (M+l) 






mn®m*§r 448 


1H NMR( 5 ) ppm \ 
300MHz, DMS0-d6 

8. 29 (2H, m) , 8. 04 (1H, d, J=8. 5Hz) 
, 7. 93 (1H, dd, J=l. 5Hz, 8. 8Hz), 7. 
60-7. 42 (8H, m) , 7. 05 (1H, dd, J=2. 
2Hz, 12. 1Hz), 6. 95 (1H, dd, J=2. 4H 
z, 8. 6Hz) , 5. 11 (2H, s) , 4. 07-3. 90 
(2H, m) , 2. 28-2. 19 (2H, m) , 1. 88-1 
. 84 (4H, m) , 1. 67-1. 62 (1H, m) , 1. 4 
0-1. 26 (3H, m) , 1. 04 (6H, d, J=6. 6H 
z) 


ho"y 


HC, °'w 

XK>°:x 

H x 


MS > 9 0% (NMR) 


MS 


640 (M+l) 
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449 




MS 



> 9 0% (NMR) 



692 (M+ 1) 



1H NMR(S) ppm 
300MHz, DMS0-d6 

8. 31 (1H, s),8. 17 (1H, d, J=8. 7Hz), 
8. 00 (1H, d, J=8. 7Hz) , 7. 78 (1H, d, J 
=8. 1Hz), 7. 66(1H, t, J=8. 7Hz) , 7. 5 
5-7. 45 (4H, m) , 7. 40 (1H, d, J=l 1. 7H 
z) , 7. 19 (1H, d, J=12. 3Hz) , 7. 05 (1H 
, d, J=8. 7Hz) , 5. 07 (2H, s) , 4. 10 (1H 
, m) , 3. 85 (2H, t, J=6. 6Hz) , 3. 47 (2H 
, t, J=7. 5z) 2. 60-2. 50 (2H, m) , 2. 40 
-2. 10 (2H, m) , 2. 00-1. 80 (4H, m) , 1. 
75-1. 55 (1H, m) , 1. 50-1. 20 (3H, m) 



450 




mm 



MS 



> 9 0% (NMR) 



670 (M+l) 



1H NMR(S) ppm 
300MHz, DMS0-d6 

8. 37 (1H, d, J=7. 8Hz) , 8. 15 (1H, s) , 
7. 97 (1H, d, J=9. 8Hz) , 7. 64-7. 45 (8 
H, m) , 7. 12 (1H, d, J=12. 1Hz) , 7. 00 ( 
1H, d, J=8. 6Hz) , 5. 1 1 (2H, s) , 4.' 21 ( 
3H, s) , 4. 18-4. 05 (1H, m) , 4. 04-3. 8 
9 (1H, m) , 2. 29-2. 08 (2H, m) , 1. 90-1 
. 74 (4H, m) , 1. 68-1. 58 (1H, m) ,1. 40 
-1. 17 (3H, m) , 1. 20 (6H, d, J=6. 6Hz) 



mmm^ 



451 



MS 



HCI 



CI. 



U p 




> 9 0% (NMR) 



654 (M+l) 



1H NMR( 8 ) ppm 
300MHz, DMS0-d6 

8. 29 (1H, s) , 8. 12 (1H, d, J=8. 8Hz) , 

7. 97 (1H, d, J=10. 2Hz) , 7. 65-7. 59 ( 
2H, m) , 7. 51 (4H, s) , 7. 46 (2H, s) , 7. 
15 (1H, d, J=12. 2Hz) , 7. 01 (1H, d, J= 

8. 6Hz), 5. 15 (2H, s), 4. 13-3. 98 (1H 
, m) , 3. 21 (3H, s) , 2. 56-2. 42 (1H, m) 
, 2. 30-2. 15 (2H, m) , 1. 95-1. 77 (4H, 
m) , 1. 69-1. 59 (1H, m) , 1. 45-1. 17 (3 
H.m), 0. 96 (6H, d, J=6. 5Hz) 



494 



WO 03/000254 



PCT/JP02/06405 



^262 





452 


1H NMR ( 8 ) ppm 
300MHz, DMS0-d6 

10. 1 (1H, s) , 8. 28 (1H, s) , 8. 11 (1H, 
d, J=8. 7Hz) , 7. 96 (1H, d, J=ll. 4Hz) 
, 7. 95 (1H, s) , 7. 72 (1H, d, J=8. 7Hz) 
, 7. 62 (1H, t, J=9. 0Hz) , 7. 48 and 7 
. 43 (4H, ABq, J=8. 4Hz), 7. 31 (1H, d, 
J=8. 4Hz) . 7. 13 (1H, d, J=12: 0Hz) , 7 
. 02 (1H, d, J=9. 0Hz) , 5. 07 (2H, s) , 4 
. 14-4. 00 (1H, m) , 2. 69-2. 59 (1H, m) 
,2. 30-2. 12(2H,ra), 1.95-1. 77(4H, 
m) , 1. 71-1. 57 (1H, m) , 1. 45-1. 20 (3 
H, m), 1. 12 (6H, d, J=6. 9Hz) 


hci y=\ 

A F v_ O 


MS > 9 0% (NMR) 


MS 


640 (M+l) 




HlfeM#-5§- 453 


1H NMR ( 8 ) ppm 

300MHz, DMS0-d6 j 
11. 1 (1H, brs) , 8. 31 (1H, d, J=9. 4Hz 
) , 8. 29 (1H, s) , 8. 07 (lH, d, J=10. 2H 
z) , 7. 70-7. 62 (3H, m) , 7. 31-7. 23 (3 
H, m) , 4. 40-4. 23 (1H, m) , 4. 24 (2H, s 
) , 2. 61 (3H, s) , 2. 34-2. 14 (2H, m) , 1 
. 99-1. 72 (4H, m) , 1. 66-1. 54 (1H, m) 
, 1. 46-1. 30(1H, m) , 1. 27-1. 08 (2H, 
m) 


0 


F 


MS 


• > 9 0% (NMR) 


MS 


542 (M+l) 






454 


1H NMR( 5 ) ppm 
300MHz, DMS0-d6 

8. 27 (1H, d, J=l. 4Hz) , 8. 05 (1H, d, J 
=8. 7Hz) , 7. 92 (1H, d, J=8. 7Hz) , 7. 7 
9 (1H, d, J=7. 8Hz) , 7. 59 (1H, t, J=8. 
6Hz) , 7. 55-7. 45 (4H, m) , 7. 37 (1H, d 
, J=ll. 4Hz), 7. 14 (1H, d, J=12. 1Hz) 
, 7. 01 (1H, d, J=8. 6Hz) , 5. 04 (2H, s) 
, 4. 10 (1H, m) , 3. 84 (2H, t, J=6. 9Hz) 
, 2. 55-2. 45 (2H, m) , 2. 40-2. 10 (4H, 
m), 2. 00-1. 80 (4H,m), 1.75-1.55 ( 
1H, m), 1.50-1. 20 (3H,m) 


Cl 




> 9 0% (NMR) 


MS 


656 (M+l) 
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MS 



455 




> 9 0% (NMR) 



648 (M+l) 



1H NMR( 5 ) ppm 
300MHz, DMS0-d6 

10. 05 (1H, brs) , 8. 32 (1H, d, J=l. 3H 
z),8. 19(1H, d, J=8. 8Hz),8. 01 (1H, 
d, J=8. 7Hz), 7. 67 (1H, t, J=8. 6Hz), 
7. 50-7. 41 (5H, m) , 7. 38-7. 33 (2H, m 
) , 7. 17 (1H, dd, J=2. 2Hz, 12. 2Hz) , 7 
. 05 (1H, dd, J=2. 2Hz, 8. 7Hz) , 5. 10 ( 
2H, s), 4. 12(lH.m), 3. 07. (3H, s),2. 
40-2. 10(2H, m),2. 00-1. 80 (4H, m) , 
1. 75-1. 55 (lH.m), 1.50-1.20 (3H, 
m) 



456 




MS 



> 9 0% (NMR) 



662 (M+l) 



1H NMR( 5 ) ppm 
300MHz, DMS0-d6 

8. 31 (1H, d, J-l. 4Hz) , 8. 17 (1H, d, J 
=8. 8Hz) , 8. 00 (1H, dd, J-l. 5Hz, 8. 7 
Hz) , 7. 73 (1H, d, J=2. 3Hz) , 7. 66 (1H 
, t, J=8. 6Hz), 7. 56 (1H, dd, J=2. 3Hz 
, 8. 3Hz) , 7. 50-7. 47 (4H, m) , 7. 42 (1 
H, d, J=8. 3Hz) , 7. 19 (1H, d, J=12. 2H 
z) , 7. 06 (1H, dd, J=2. 2Hz, 8. 6Hz) , 5 
.11(2H, s),4. 10 (1H, m), 3. 31 (3H, s 
) , 3. 03 (3H, s) , 2. 40-2. 10 (2H, m) , 2 
.00-1. 80 (4H, m), 1. 75-1. 55 (1H, m) 
,1. 50-1.20(3H.m) 



MS 



457 




> 9 0% (NMR) 



639 (M+l) 



1H NMR( 8 ) ppm 
300MHz, DMS0-d6 

8. 41 (1H, d, J=8. 8Hz) , 8. 28 (1H, s) , 
8. 10 (1H, d, J=9. 2Hz) , 7. 96 (1H, d, J 
=8. 8Hz) , 7. 87 (1H, d, J=8. 8Hz) , 7. 6 
1 (1H, dd, J=8. 5Hz, 8. 5Hz) , 7. 56-7. 
49 (4H, m) , 7. 19 (1H, dd, J=2. 4Hz, 12 
. 2Hz) , 7. 05 (1H, dd, J=2. 4Hz, 8. 7Hz 
) , 5. 18 (2H, s) , 4. 06-3. 97 (4H, m) , 2 
. 62 (2H, t, J=8. 1Hz) , 2. 28-2. 15 (2H 
,m),2. 11-2. 01 (4H,m), 1.91-1. 87 ( 
4H,m), 1. 64(lH,m), 1. 43-1. 23 (3H, 
m) 



496 



WO 03/000254 



PCT/JP02/06405 



^264 





458 


1H NMR(<5) ppm 
300MHz, DMS0-d6 


hci ci y-s 

I u F v_ O 


10. 19 (1H, s),8. 29(1H, s),8. 14(1 
H, d, J=8. 8Hz) , 7. 98 (1H, dd, J=l. 7H 
z, 8. 7Hz) , 7. 90 (1H, d, J=2. 2Hz) , 7. 
69 (1H, dd, J=2. 2Hz, 8. 4Hz), 7. 64(1 
H, dd, J=8. 5Hz, 8. 5Hz), 7. 50-7. 42 ( 
4H, m) , 7. 32 (1H, d, J=8. 4 Hz) , 7. 14 
(1H, dd, J=2. 5Hz, 12. 1Hz) , 7. 02 (1H 
, dd, J=2. 4Hz, 8. 6Hz) , 5. 08 (2H, s) , 
4. 17-4. 02 (1H, m) , 2. 30-2. 18 (2H, m 
) , 2. 08 (3H, s) , 1. 87-1. 79 (4H, m) , 1 
. 68-1. 59 (1H, m), 1. 35-1. 23 (3H, m) 


> 9 0% (NMR) 


MS 


612 (M+l) 






459- 


1H NMR( 8) ppm 
300MHz, DMS0-d6 

8. 29 (1H. s) , 8. 1 1 (1H, d, J=8. 8Hz) , 
7. 96 (1H, d, J=8. 6Hz) , 7. 64-7. 58 (2 
H, m) , 7. 51 (4H, s) , 7. 44 (2H, s) , 7. 1 
5 (1H, d, J=12. 2Hz) , 7. 02 (1H, d, J=8 
. 5H) , 5. 14 (2H, s) , 4. 12-3. 95 (1H, 
m) , 3. 70 (2H, q, J=7. 1Hz) , 2. 50 (3H, 
s) , 2. 31-2. 12 (2H, m) , 1. 92-1. 82 (4 
H, m) , 1. 69-1. 57 (1H, m) , 1. 43-1. 16 
(3H,m),1.05(3H, t, J=7. 1Hz) 


Y 

roX cc; 

< 


ici c, w 


U& > 9 0% (NMR) 


MS 


640 (M+l) 



460 



HCI )=\ 





mm 



> 9 0 % (NMR) 



MS 



654 (M+l) 



1H NMR( 5 ) ppm 
300MHz, DMS0-d6 

8. 28 (1H, s) , 8. 09 (1H, d, J=8. 8Hz) , 
7. 95 (1H, d, J=10. 1Hz) , 7. 64-7. 56 ( 
2H, m) , 7. 51 (4H, ws) , 7. 44 (2H, s) , 7 
. 14 (1H, d, J=12. 2Hz) , 7. 01 (1H, d, J 
=8. 6Hz) , 6. 14 (2H, s) , 4. 12-3. 95 (l 
H, m) , 3. 64 (2H, t, J=7. 2Hz) , 2. 50 (3 
H, s) , 2. 31-2. 12 (2H, m) , 1. 93-1. 84 
(4H, m), 1. 69-1. 59(lH,m), 1. 52-1. 
17 (5H, m), 0. 84 (3H, t, J-7. 3Hz) 
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461 




> 9 0% (NMR) 



MS 



676 (M+l) 



1H NMR( 8 ) ppra 
400MHz, DMS0-d6 

8. 30 (1H, s) , 8. 13 (1H, d, J=8. 8Hz) , 
7. 99 (1H, d, J=8. 8Hz) , 7. 69 (1H, s) , 
7. 62 (1H, t, J=8. 4Hz) , 7. 96-7. 50 (4 
H, m), 7. 45 (1H, d, J=8. 7Hz) , 7. 17 (1 

H, dd, J=2. 3Hz, 12. OHz) , 7. 05 (1H, d 
d, J=2. 2Hz, 8. 7Hz) , 5. 14 (2H, s) , 4. 
07 (1H, m) , 3. 73 (2H, q, J=7. 2Hz) , 3. 
05 (3H, s) , 2. 40-2. 10 (2H, m) , 2. 00- 

I. 80(4H, n), 1. 75-1. 55 (1H, m), 1. 5 
0-1. 20 (3H, m) , 1. 06 (3H, t, J=7. 2Hz 
) 



462 




m 



> 9 0% (NMR) 



MS 



690 (M+l) 



1H NMR( 8 ) ppm 
300MHz, DMS0-d6 

8. 30 (1H, s) , 8. 13 (1H, d, J=8. 7Hz) , 
7. 98 (1H, d, J=8. 7Hz) , 7. 70 (1H, d, J 
=1. 8Hz) , 7. 63 (1H, t, J=8. 4Hz) , 7. 5 
5-7. 50 (5H, m) , 7. 43 {W, d, J=8. 1Hz 
) , 7. 15 (1H, d, J=12. OHz) , 7. 02 (lH, 
d, J=8. 7Hz) , 5. 13 (2H, s) , 4. 07 (lH, 
m) , 3. 65 (2H, t, J=6. 6Hz) , 3. 03 (3H, 
s) , 2. 40-2. 10 (2H, m) , 2. 00-1. 75 (4 
H, m) , 1. 70-1. 60 (1H, m) , 1. 50-1. 20 
(5H,m),0.87(3H, t,J=7. 5Hz) 



463 



0 HCI 





> 9 0% (NMR) 



MS 



626 (M+l) 



1H NMR( 8 ) ppm 
300MHz, DMS0-d6 

8. 29 (1H, s) , 8. 11 (1H, d, J=8. 5Hz) , 
7. 97 (1H, d, J=9. 9Hz) , 7. 65 (1H, br) 
, 7. 61 (1H, d, J=8. 4Hz) , 7. 53-7. 42 ( 
6H, m), 7. 16 (1H, dd, J=2. 2Hz, 12. 1H 
z) , 7. 03. (1H, dd, J=2. OHz, 9. OHz) , 5 
. 12 (2H, s) , 4. 04-4. 00 (lH, m) , 3. 24 
(3H, s) , 2. 20 (2H, m) , 1. 87 (7H, m) , 1 
. 64(lH,m), 1. 41-1. 28 (3H, m) 
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464 




> 9 0% (NMR) 



MS 



676 (M+l) 



1H NMR( 8 ) ppm 
300MHz, DMS0-d6 

8. 28 (1H, s) , 8. 09 (1H, d, J=8. 8Hz) , 
7. 95 (1H, d, J=8. 8Hz) , 7. 73 (1H, d, J 
=2. 2Hz) , 7. 63-7. 39 (7H, m) , 7. 15 (l 
H, dd, J=2. 2Hz, 12. 1Hz), 7. 01 (lH, d 
d, J=2. 0Hz. 8. 6Hz) , 5. 10 (2H, s) , 4. 
05-3. 99 (1H, m) , 3. 34 (3H, s) , 3. 23 ( 
2H, q, J=7. 2Hz) , 2. 20 (2H, m) , 1. 87 ( 
4H, m) , 1. 62 (1H, m) , 1. 33 (3H, m) , 1. 
24 (3H, t, J=7. 3Hz) 



465 




> 9 0% (NMR) 



MS 



690 (M+l) 



1H NMR ( 5 ) ppm 
300MHz, DMS0-d6 

8. 29 (1H, d, J=l. 5Hz) , 8. 1 1 (1H, d, 
J=8. 8Hz) , 7. 98 (1H, dd, J=l. 4Hz, 8 
. 4Hz) , 7. 69 (1H, d, J=2. 2Hz) , 7. 62 
(1H, dd, J=8. 6Hz, 8. 6Hz) , 7. 56-7. 
47 (5H, m) , 7. 43 (1H, d, J=8. 1Hz) , 7 
. 16 (1H, dd, J=2. 2Hz, 12. 1Hz), 7. 0 
2(1H, dd, J=2. 4Hz, 8. 7Hz) , 5. 13 (2 
H, s) , 4. 09-4. 02 (1H, m) , 3. 77 (2H, 
q, J=6. 8Hz), 3. 19 (2H, q, J=7. 4Hz) 
, 2. 25-2. 21 (2H, m) , 1. 90-1. 87 (4H 
,m), 1. 63(lH,m), 1. 39-1. 33 (3H, ra 
) , 1. 27 (3H, t, J=7. 4Hz) . 1. 06 (3H, 
t, J=6. 9Hz) 



466 




> 9 0% (NMR) 



MS 



640 (M+l) 



1H NMR( 8 ) ppm 
300MHz, DMS0-d6 

8. 28 (1H, s), 8. 10 (1H, d, J=8. 4Hz) 
, 7. 96 (1H, d, J=8. 4Hz) , 7. 64 (1H, s 
) , 7. 61 (1H, d, J=8. 4Hz) , 7. 50 (4H, 
s) , 7. 44 (2H, s) , 7. 14 (1H, d, J=12. 
0Hz) , 7. 02 (1H, d, J=8. 4Hz) , 5. 12 ( 
2H, s) , 4. 12-3. 95 (1H, m) , 3. 23 (3H 
, s), 2. 32-2. 06 (4H, m), 1. 94-1. 77 
(4H, m) , 1. 70-1. 59 (1H, m) , 1. 42-1 
. 18 (3H, m) , 0. 96 (3H, t, J=7. 2Hz) 
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1H NMR( 5 ) ppm 
300MHz, DMS0-d6 


0 

H0 if 


CI 

HC! >=\ 

^ F y~, M 


8. 28 (1H, s),8. 08 (1H, d, J=8. 7H 
z),7. 95 (1H, d, J=8. 4Hz), 7. 60 ( 
1H, t, J=8.4Hz),7. 59 (1H, s),7. 
51 (4H, s) , 7. 45and7. 42 (2H, ABq 
, J=8. 1Hz) , 7. 14 (1H, d, J=12. OH 
z) , 7. 00 \\W, a, J-o. 4nzj , D. 14 ^ 
2H, s) , 4. 12-3. 95 (1H, m) , 3. 70 ( 
2H, q, J=6. 9Hz), 2. 30-1. 98 (4H, 
m) , 1. 94-1. 79 (4H, m),l. 69-1. 5 


m& > 9 0% (NMR) 


9(1H, m), 1.45-1. 17 (3H, m), 1.0 
5 (3H, t, J=6. 9Hz) , 0. 94 (3H, t, J 
=7. 5Hz) 


MS 


654 (M+l) 






468 


1H NMR( 5 ) ppm 
400WHz, DMS0-d6 
8. 25 (1H, s) , 7. 96 (1H, d, J=8. 8H 
z) , 7. 90 (1H, d, J=8. 8Hz) , 7. 55 ( 
1H, t, J=8. 4Hz) , 7. 46 (2H, d, J=8 
. 7Hz) , 7. 41 (2H, d, J=8. 7Hz) , 7. 
10-7. 00 (2H, m) , 6. 98 (1H, dd, J« 
2. 2Hz, 8. 7Hz) , 5. 05 (2H, s) , 3. 9 
8 (1H, m), 3. 84 (3H> s) , 2. 30-2. 1 
0(2H, m), 1. 90-1. 75 (4H, ra), 1. 7 
0-1. 60 (1H, in), 1. 50-1. 20(3H,m 


HO^ 


CI 

^ „ f Q 


*&& > 9 0% (NMR) 


) 


MS 


585 (M+l) 
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MS 



> 9 0% (NMR) 



654 (M+l) 



1H NMR(<5) ppm 
400MHz, DMS0-d6 
8. 26 (1H, s) , 8. 02 (1H, d, J=8. 8H 
z) , 7. 93 (1H, d, J=8. 8Hz), 7. 60- 
7. 50 (6H, m) , 7. 45 (1H, d, J=8. 7H 
z) , 7. 08 (1H, dd, J=2. 3Hz, 12. OH 
z) , 6. 97 (1H, dd, J=2. 2Hz, 8. 7Hz 
) , 5. 18 (2H, s) , 4. 85 (1H, sept, J 
=6. 6Hz), 3. 98 (1H, m), 2. 40-2. 1 
0 (2H, m) , 2. 00-1. 80 (4H, m) , 1. 7 
5-1. 55 (4H, m), 1. 50-1. 20 (3H, m 
),1.02(6H, d, J=6.6Hz) 
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MS 



> 9 0% (NMR) 



814 (M+l) 



1H NMR( 6 ) ppm 
300MHz, DMS0-d6 

8. 39 (1H, d, J=l. 4Hz). 8. 04 (1H, d, 
J=8. 8Hz) , 7. 98 (1H, d, J=2. 2Hz) , 7 
. 95 (1H, d, J=8. 8Hz) , 7. 78 (1H, dd, 
J=2. 3Hz, 8. 5Hz) , 7. 57 (lH, t, J=8. 
6Hz) , 7. 50 (2H, d, J=8. 8Hz) , 7. 45 ( 
2H, d, J=8. 8Hz), 7. 39 (1H, d, J=8. 4 
Hz) ,7.10 (1H, d, J=12. 1Hz) , 6. 98 ( 
1H, d, J=8. 6Hz) . 5. 65-5. 60 (2H, m) 
, 5. 35 (1H, d, J=4. 2Hz) , 5. 08 (2H, s 
) , 4. 00 (1H, m) , 3. 93-3. 84 (3H, m) , 
3. 50-3. 30 (4H, m)2. 54 (2H, t, J=7. 
8Hz) , 2. 40-2. 00 (4H, m) , 1. 95-1. 7 
5(4H,m), 1.70-1. 55 (lH.m), 1.45- 
1. 15(3H,m) 



mmrnrn^ 
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> 9 0% (NMR) 



MS 



311 (M+l) 



1H NMR( 8 ) ppm 
300MHz, DMS0~d6 

12. 78 (1H, brs) , 8. 30 (lH, dd, J=0. 
9Hz, 1. 5Hz) , 8. 22 (lH, d, J=l. 5Hz) 
, 7. 95 (1H, d, J=l. 8Hz) , 7. 94 (lH, d 
, J=8. 4Hz) , 7. 85 (1H, dd, J=l. 2Hz, 
8. 4Hz) , 6. 96 (1H, dd, J=0. 9Hz, 1. 8 
Hz) , 4. 46 (1H, m) , 2. 40-2. 10 (2H, m 
),2. 00-1. 20 (8H,m) 
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nm&m* 702 


1H NMR(6) ppm 

300MHz, DMS0-d6 
8. 97 (1H, d, J=l. 8Hz), 8. 52 (1H, 
d, J=2. 4Hz) , 8. 36 (1H. d, J=7. 8H 
z) , 8. 16 (1H, s) , 7, 96 ( ! H, d, J=8 
. 1Hz) , 7. 55-7. 40 (5H, m) , 7. 14 ( 
1H, d. J=12. 6Hz) , 7. 01 (1H, dd, J 
=R 4H^ 1 8H7) 5 11C2H s) 4 
20-3. 95 (2H, m) , 2. 65-2. 45 (2H, 1 
m), 1.95-1. 80 (5H, m), 1. 20-1. 1 
0(3H.m) 


HCI CI 


> 9 0% (NMR) 


MS 641 (M+l) 




a£6fe#J## 703 


1H NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 97 (1H, d, J=l. 8Hz) , 8. 52 (1H, 
d, J=l. 8Hz), 7. 82 (1H, s), 7. 70- 
7. 35 (7H, m) , 7. 13 (1H, d, J=12. 3 
Hz) , 7. 00 (1H, d, J=l 1. 1Hz) , 5. 1 
4 (2H, s) , 3. 60-3. 35 (4H, m) , 2. 6 
5-2. 40 (2H, m) , 2. 00-2. 55 (9H, m 
), 1. 40-1. 10(3H,m) 


HCI Cl \ 

b >o 


> 9 0% (NMR) 


MS 653 (M+l) 



4 
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iot, ztibfc&mn, Hcv#y * ?— •?#fcHcvftM3& 

^Hilli, B^WKSfrLfciKM^ 001-19378 0 0 1- 

3 5 1 5 3 7&£ig<h UfeD, ^^©^lifflitm^tl^tO-Cife 

So 
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g 1 ^ C(-ROXtt&*JBR- : y-T?ife»K 

G 3 {^ C(-R 3 )XCi^*IE^--Cfcl9 , . 

G 4 fi, C(-R 4 )Xf4^^m^T*fe>9, 

G\ G\ G 8 RUG\ tis tfl^tim^l.X, 

G 7 tt, C(-R 7 K BfcmJDf^ ffiS^M^s XttR 8 T»«m£;ftTk,J;V^§ffm^-e 
R\ R\ R 3 &T/R 4 (4, ^n^^Stb-C. 

(2) Cl-6 r/^y-r/wS> 

(6) TIB^Vv— ^Aj^feSffft* 1 75^ 3ra©fiHfeST?B&£*vTfc J:vnci-6 

^/A;^a^yj|^ tK^*, T^ySs C1-6 7VU 

•=»'¥2/'2£n Cl-GT/Vn^^CH T^^^i/I, Cl-6 T^^^^/^-Zl'S 
MC 1-6 T)V*r)VT § / So 

(7) -COOR a \ 
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7^^S> ci-6 7;^y^;^ -(ch 2 ) r -cooR b \ -(c 

H 2 ) t -CONR bl R b \ — (C H 2 ) r — N R bl R b2 s - (C H 2 ) r -N R bl - C O R b \ 
-(CH 2 ) r -NHS0 2 R b \ -(CH 2 ) r -OR b \ -(CH 2 ) r -SR b \ ~(CH 2 ) 
t -S0 2 R"M-(CH 2 ) [ -S0 2 NR"R b! 0 
Z.Z.X°R bl RZJtR b2 te, ^H^fol&yLVX, TklffJ^XteC 1-6 T^^c^^M 

(8) -CONR a2 R a \ 

(9) -C (=NR a4 )NH 2 , 

(10) - NHR' S > 

rr-CR a5 fi, tK^JE^ C 1-6 7^* 7 /HXtt C 1-6 7^^f^^/V*=/V 

(11) - OR 86 , 

rr-cR a6 fi. TK^m^xfism^n-cij iv^ci-e T>v*iv& mm%m<o 

(12) -S 0 2 R a \ 

^^-eR a M*> tK^^. 7^;S, ci-6 7;v*;vSXttCl-6 7;v^;v7 ? ; 

(13) -P (=0) (OR a31 ) 2 

r^fR^'lt TfcKfM^ ft^^Hrt «fcl^Cl-6 Tju3c/l<m (HUlB^a^ii 
9 jzmjtm^—^B^biitfttS l^MS^IC'BmS-tf'g^tL-Cfc.fcl^C 
6-14 T V ^Cl-6 T^^r/^&^M^-f'^o 
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R 7 RWR 8 te, frmm^xtem&z frx *>z^c 1-6 r^^m mt^m^ 

ii«9 0 ) XZ>Y). 
mc y f*. 

(DTIB^— •?CfabM&tiZ> l Tbm 5m<Dm&&XWt&&frXi> £V>C3-8 

7)V~ -fC ;7fc®^^ny^f^K Cl-6 T^^/^SS.T>*Cl-6 T/l^ v-^ 0 
(2)H&fa^^--7 P C^bilfitt6 l75S5fi^SmST*gm^rtT^ £V^C3-8 

(3) 




(1) C6-14 r y -^i, 

(2) C3-8 n TVl^/HK 

(3) C3-8 iX^ P7;^=/l'S, 

(2) ^P<>*>J!g^ 

(3) g*fe£*lTt> £V>Cl-6 7}V*t>V& (milB^ftOji?)o)s Xteu 

(4) — OR 88 

-rtR' 6 ll fcmW^. C 1-6 T /HX ft C 6-14 7!)^C 1-6 T/V^ 

506 



WO 03/000254 



PCT/JP02/06405 



(2) Apyyffs 

(4) =hn S> 

(5) 7 5;I, Cl-6 7^/>f^7 5/ £, 

(6) Cl-6 T^=3r/^^^*=^S> 

(7) £ flX >b <fc V> C 1-6 TVl"*/^ (HlflB^a^ il t> „ ) „ 

(s) ttfiE^/v-^A^ h aritt* 1 7??s 3 flaoKms-egm $ t> J: c 2-6 

(9) - C O O R a! \ 

(10) -CONH-(CH S ) ,-R al \ 

rrtR"" te^ Sife$tbTt><tV>Cl-6 T/^^* (iiufB;£^tf>J§ 9 „ K Cl-6 

l 733* 6 coS#:***i-2»o 

(11) -OR" 11 , 

rrfR" 1 !!, fcmm^xnm&ztix-b x ci-6 r^^^s (Stria^^© 

(12) 



(l')C6-14 7y WH, 
(2')C3-8v'^ar^S 1 X»> 

(3')^fDis (buib^<^j1«9o) 



— Y 




(Z)w 
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6-i4 r y -/^s> 

6-14 r y — /l^C 1-6 TVV^VI-'^ 

(6*)TlBi//W— ^D*»&»fi*L« 1 5 ft *Ct>«fcV 

a^Cl-6 T/l-^/vSs 

ItftlS 1 7irS 5 & <£ n ^Sj -C«& ^tlfcC 1-6 

tTjV— -?T> : 

(c) V-T y £ % 

(d) = hng. 

(f)-(CH 2 ) t -COR al \ 

SAT, tf±. ^^ftitiUT, OXf* 1 75M6 WSfC^^^-T^c 
(l")g^$^ti) J^Cl-6 T/W^^S (flMRJ&tt<0il!>oK 
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(g) -(CH 2 ) t -COOR 0l9 s 

r. rX'R 819 li, ^K^^s W&^tbTk .fcV^C 1-6 7Vl"¥ /^3E (pflB^^ii 

6-14 T y -;HCl-6 T/W=3r/^SSrS*"t-5o 

(h) -(CH 2 ) t -CONR a2T R a2 \ 

d' 

(2")«jft*tt-c i b <fc^ci-6 r/^/uai (li&lBj&ftoii&.h 

C6-14 T y 

(4")buIS^Vw— ^B^feSfifftS 1 ^15i©f^lT"ti$tiT'bJ:^ 
C6-14 T y -^C 1-6 T/V^r/V^ 

C3-8 nT/^;vI> 

C3-8 B7/V^-^Cl-6 T/>"*-/VS % 
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(10' ')Cl-6 7;Vn =*r v^T' & 9 ^ 
(i)-(CH ! ) t -C(=NR aJ3 )NH !l 

(j)-(CH,) t -OR a20 > 

(2' ' ) K& $ tL-C t> J: V> C 1-6 T/Wdr/l^S (WflB^^Dii «3 . ) . 
(3' ' ) B*& $ tb"C t> «t V> C 2-6 TAstT— (WlBJ&ftG>i§ 9 . ) n 

C2-6 

C6-14 r y — /vs, 

C6-14 T y — A* C 1-6 TfV^jV^ 

^T 1 niCl-6 7^*A*> 

(9' ' ) aWB^— tf» biitfn 5 1 75 ag 5 i©itl-Ctil$iit t> J: v> 

C3-8 7/^ :3 E-/VStfc?)> 
(k) — ( C H 2 ) t — O— (CH 2 ) p — COR a2l > 

i-T"R SJI tt, 7^;/I> Cl-6 T^^/WT 5 J ^X«^IB^— ^°B^b51 
ffftS 1 75^51® <£>Si&S-eW&£ ft iV^-r tf^g-Cfc p JSOXfil 

(1)-(CH 2 ) t -NR a22 R a2 \ 
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(1* 

C6-14 t y — A-^, 

C6-14 T y — 1-6 

(m)-(CH 2 ) t -NR a29 CO-R a2 \ 

rr-CR a29 f±, 7kpgl^> Cl-6 T)V$>; J/lsm&Mtii 

U 

R a24 «, 

(2")C1-6 7;W^T5 ys^ 

c6-i4ry— 

(n)-(CH 2 ) t -NR a29 S0 2 -R a2 \ 

s&as-osmsn-cfc ^06-14 r y -^sx^Btria^-^B^b^^tts 

17?/S5ffi<aBm^®m£;frTt>cfcv^:rp^&#*i-5 0 
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(o)-(CH 2 ) t -S(0) q -R a2S , 
(p)-(CH 2 ) t - S0 2 -NHR a26 N 

6-14 T P ~/uSX^HulB^-^B^b51^S 1 75S5^(Dg&g-eSm£ 

(1' ) 

(2') Cl-6 TyV^rV^ 

(3' ) C2-6 T;V^r^ V>\ 

(4')-(CH ! ) B -0-(CH ! )„-, 

£;T> m&t^nfcfc, ^tt^tb^ilLX. 0 Xte 1 75^ 6 ©SESfeSr&Ufci-S., 

(5') -CO-. 

(6')-C0 2 -(CH ! )„- 

(7')-CONH-(CH,) n -NH-, 

(8')-NHC0 2 -n 

(9')-NHCONH- N 

(10' )-0-(CH 2 ) n -CO-, 

(ll')-0-(CH 2 ) n -0-, 

(12' ) - S 0 2 -s 

(13' ) - (C H 2 ) m -N R' 12 - (C H 2 ) a - N 

(2 ,, )«&£;ft,rt>«fci^ci-6 7Vi' ! */i'S (ifriB;£ii<£>ii •?<,)> 
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C6-14 T V — /VCl-6 T^^^Ss 

C6-14 T V — 

(5")-COR bi \ 

6-i4 r v —jumju*MB&f'i'~-7'BfrbM&tiz> i Jbm 5 ^<z>«m^-e«i&£ 

frT^ £V^C6-14 T y -^Cl-6 T/l' d rA'^ : £itBfc-t"<5 0 

(6")-cooR b5 (R b5 tei!fr!2;£a^i§t) 0 h x«> 

<7")-S0 2 R b5 (R b6 fiHuia^Oil>9 0 ), 

(i4' ) - n r 812 c o - ( r al2 n mm(D £: m c c ) s 

(15' ) - C O NR" 11 - (CH^- 

r;-CR 8l3 (4, TK^l^^s WM ^tLTfectV^C 1-6 T^^r/^ (jtufE^Oil 

^ 0 )xf«ia^/^-7 p B^b5i«tLS i75^5^o«m£-e*m$n-ct .tv^c 

6-14 T U WWC1-6 T/^=¥/^S^r#*i"5o 
(16')-CONH-CHR' u -, 

t> J:VNC6-14 TU — /i"S2r^*i-5o 

(17' ) - O - (C H 2 ) m - C R^ R au_ (c h 2 ) n _ % 

(i")tK^T-> 

(2")#/V#>^A<-^ 
(3") Cl-6 T/l^A-^ 
(4")-OR b6 , 

ntR b6 C 1-6 T^^^SXttC6-14 T D — 1-6 T)V^jV^^Wk 
(5")-NHR b7 
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H^R al6 te, 
(6") 

— (CH 2 ) n -r— fvy-a-w 



fcf), W^tbn, ^B> ZRttwtm— 3gb< tt^#o-Ct>cfcV\ 

(18')-(CH 2 ) n -NR al2 -CHR aU - (R Bl2 ^R al6 «, ^3x€tLHUl2^»^ 

(19')-NR al7 S 0 2 - 

(20')- S (0) e -(CH z ) m -CR al5 R al6 -(CH 2 ) n - ( e 0 N lXtt2tfe 
(2l')-(CH 2 ) m -CR als R al6 -(CH 2 ) n - (R alB S:0R al6 f*, ^frl^HittliS/t 

2. G\ G\ G\ G\ G\ G\ G\ G 8 &T>*G 9 <D 5 t> 1 7hm 4 ^^^J^ 
^ -C fe 5 g»*« 1 IB4feO C MffNfc ^»Jo 

3. G 2 ^c(-R 2 )T*fc^ G 6 ^j^^J^^-T?feS|f^3S2lB«(DCMBf^?^ 



4 . g 5 t>mmm*x«& s 2 x«ts*^ 3 mm<D c mf &m»BWo 

5 . — c i ] <d 
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6 . -Jttsfc [I] O 



9 V >6 

' 1 '9 . 6 

\ 
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R 1 - 




K • R' ' RTf R 

7. Tffi-«A [i-i] ^mznzffi&mfc&®x.\*mm±ft®zfrz> : t<» 




[1-1] 



)— tO-x [1-2] 




9. TIB— ^[1-3] •C^^^S^S'fb^XttiailiW^^nS-?:© 
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R 




[1-3] 



i o . tib-^ [ i - 4 ] xm & ti z> m&mt&my* nmm±w?m £ ax s 



(5t*. #HE-^-fiiS^:^ llB^ii 1 ? Xh% 0 ) 

11. R\ R\ R 3 S.O ? R 4 COs> t h lo^ ^/l^^vvl^ -C 

OOR a \ -CONR a2 R"\ -S0 2 R a7 (R°\ R a \ R a3 S.t>*R aT 1 IB« 



12. R\ R\ R 3 &.0*R 4 P 5 *3^^< £ % 10))5, -C 
OOR", -CONR' 2 R ,$ Xt±-S0 2 R" 7 (R a \ R a2 > R a3 RUR* 7 tiff 1 

13. R\ R\ R 3 &t>*R 4 tf>5 1b4>&< its lo^-COOR al T'fc!), R al 
~h\>f)V2 v ^W^^ 1 75^ 1 0 H^lJifB«<DCMflT^f&M 0 

14. R\ R\ RW»5VM<H1^ ^UfJ^f-S. 



R 




[1-4] 
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15. |Cy^ i/^P^yf^i, v-;?P^;H, 

16. »Cy^ 



1 7 . #a^ n C6-H r v —/vae-e 1 i 6 <^-rHa»fc:flB*&© 

OT)^ Cl-6 T/W=i^r^S-eKm$tT,fc«^S-T?fcSft^l 75 

mi i (o\^fifr\^i&<DcmMm&wnu 

19. Y#s -(CH 2 ) m -CR 8l5 R al6 -(CH 2 ) n - (#SB*tt> St 1 SB* 
2 0. Z<D'J>t£< kh— otfS, ^/U-^D^b»Wrtb« l7JrS5fi©BlfeSr 
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^94 5: PV—tV- 5 -UfrUfc^fk^ 

u^-^J-zv- 2- [4- (3, 5-^nn7i^/H^7^ 

2 - {4 - P7i-/V) jj/UiR~fl,T $ / ] 1 - P 

2 _ {4 - [(4-ter t -^f/U7 ^ ^A") *;l/^=;V7$y] 

2 - {4- [(4 -^O'^/t-^-^r^^ 7 ^^^) */l-#^7;y] 37;n^/W - 

i p^^^/w^y^ $ w—jys— 5 

trans-4- [2- (4 Zfi?A'*-*is'7 - 5 - # /M? 

§ tf^—JV— \ - << ^ P — ^ri^^- 1 — ^ /K 
trans-1- [2- ( 4 -^y^** ^ -5-*/^^ 
^-y-f 5 yy-/V- 1 — f AO - 4 - y b^v'v'^ n^df-jM^ 

2 _ (4 — ^.^^jv^-^r-yy - 5 -^/V^^rv'^ f-/V— 1 — p^ 

2 _ [(4 -v^ p^df-v-vl^ai^u) ^/l/t^/V7 5/] — 1 -v^ P^iX^ 

/v<^y^ 5: ^y— ;v- 5 

L n^l/tf-jV— 2 — [4— (3, 5-^00^^/^^) !7:t~ 

X u ^<^^-;ls— 2 — [4— (3, 4-^^PD'<y>'/l'^v') — 

/H ^o-y-r $ ^y— ;v- 5 

1 u-0"7'A'— 2 — [4— (7s=/i'*/w^*/f;i/T$-/) 7x^;V] 

1 - p^^/V- 2 - [4- (i?7s5^ h**/) ^^/^ 
5; ^y— /u— 5 -^/i^:/^ 

1 — n^:/^/!'— 2 — (4 — 7'cc^^-/^= 3 F-v'> , 3i— "<^V^%^^/ 

—/is- 5 

trans-1- [2- ( 4 — <^i?/W*'3p-^7 — 5 -*/l/#*V^< 

^y-Y 5 yy—zis- 1 — -</i<o - 4— t e r t —rff-ns^t p^^f-^ 
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2- (4 — ^^VVl^^V^rn—AO - 5 -jJ/ViRSci/* h 1 - */9 o 

/y- 5 -#/y^y^, 

2- [4- (N — <yfy7/v*=;u-N-^W^) 7^=/v] -1- 
2- [4- (N-^y^-N-^f;>r^y) ^^^/v] - 1 - vy- p-<y 

f-;vs<^i/<i % ?y— /\>- 5 —jfryvaKi'ft^ 

1 - x*^*ci/jV- 2 - (4-7i^f^7i=^) -<>y # -l' 5; #y—?\ — 

5 -jJ/Utf^m. 

1 — l/fr oa^v'/V- 2 — [4— (3, 5 — i?? p P"< y^yVt^y) 
/y] /<y^^'/^-5-*/^^ 

1 p^3rvvy- 2 - [4- (^aics/Up* h^v") ^^y'-f 
5 fry—As- 5 -tf/Ujtfl'ifes 

1 - p^=^>yyy- 2 - [4- (3, 5-v* — ter t-7fM>^;^ 
^^l/J K ?y— /V- 5 —XA'tfl'Wts 

2 - {^—^lyVjv^r^-i/y ^=^;v) -l- (4 — * <f-Ari/9 u^^-y/u) -< 
>yj %?y—>v- 5 - JjAstFi/M, 

l-y^n^y^-2- {4- [2- (2—^-7^-^) ^hdrv-] :7ac:=/y} 

s<i/y-( % ^y*— /y- 5 

1 - i^ p^^v^y- 2 - [4- (l-^-^^/v) b^ix^ai^/v] ^y-y 

1 — <y^ p^^v'/y- 2 - C4- (^y^/i/7^y) -<yy*^r 5: 
try—tv- 5 -#/ytf=y-^ 

2- [4- (2 — fcf7^=y/y^ h^v') 7x=;k] - 1 - p ^df-iy/y^ 

yy^5 ^y*— /y- 5 -^7/y#y^> 

2 — (4 — ^y^/y^^i^ai^vy) - i - y^ n^^y;v<y^ ^y/- 
yy- 5 -*/y#y^ > 

i n^^^/y- 2 - [4- (^y^/M b^f) r^^/y] ^yy-f 
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5 #y—)V- 5 -U;vi$lsm, 
—iv- 5 -%/vv$z/m, 

1 - V^^r^JV- 2 - [4- (3, 3 -^7*=/l/yn t^M^f) 7* 
2- [4- (3-^oa-6 - 7 x^^^i?^^^ V) 7 x — 1— V 

1 -v^ n^dp-^/W- 2 - {4- [2- (7x:/3r'» ^ hdrix] .7^^/^} 

-<^y^ 5 5 -jfr/waff^S^ 

1 — ^ p^dp-S^— 2 — [4- (3 -7a=^P t^/V;*- 37:*=/l/] 
x -v-^ p^^r^^- 2 — [4- ( 5 — ^x-^yf/Vt*^) 7x^/1/] 
2 - (2 -^O-^/V^-^V- 5 - fy -l-^P^'^V/'f^ 

1- t^p^df-V/V— 2— {4- [2- (3, 4, 5 - h D ^ h 3 s - ^- /U-) 

^b^f] :7*5=-/v) ^<y y^ 5 5 - 

2- (4 -s<zsi?;v3r3cis"7 *.~;i<-) -1- (4, 4 — i? * =?-;vi/? a^^-> 

1 -l/p u~.3ci//U- 2 - {4- [2- (1-7^^^^) ^h^iX] :7;c^/W 

2- [4- (2-^yi?;v^y7i/^v) 7 -i-^^p^^v- 
^y//)" ^ yy—;v- s - * ;vi$i/W., 

2- [4- ( 3 —^-y%?/v^^y^/ :7x^/v] - 1 

1 — v-^ p^^vvi— 2 — [4— (2-t Kp^v'7j./^v') y^^/Ul ^< 
1 c^ap-vyv— 2 - [4- (3-tKn^7i;^>) 7x=;l^] ^ 
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1 u^*cl/jV- 2- [4- (2-^ V^r-yy^J ^V) 7 ct^/l"] 

1 - i/^ p^^rv-/U- 2 — [4- (3-^ f^rv'73:y^v') 

5: a- 5 Atf?y^ N 

1 n-^drv'^- 2 - [4- ( 2 -7P zK=¥^:7rc 7 7i^] ^ 

1 n^3f--xA- 2 - [4- (3 -^nzK^^^^/ ^vO 

1 - i/f u^^y/U- 2 - {4- [2- (3 -^f-JV— 2 -^-/WT^iX) 
y^ydfix] y^~/W ^yy^f 5 ^y— )V- 5 -tf/MSi'BIs 

1 -V^ n^^l/As- 2 — {4 - [3- ( 3 7- A*— 2 -zf=r ~/^^T^r^) 

1 - a-^-drv'/V- 2 — [4- (2->f ^<yfyl'i^7iy#v') 7^ 
=A] -<yy-f $ ^y— )v- 5 -^a-j^B^ 

1 -i/^ n^df^/l— 2 - [4- ( 3 — -f ^riX) 
^>-y-r 5 ^y — /V- 5 -jfc/lotfi/'B^ 

1 n-^^vvW- 2— {4— [2- (10, 11 -v>fc Kb - SH-v 5 ^ 
^y Cb, f] TM\fls- 5 — >f/l/) ^h=¥iX] T^^W ^^y^f 5 ^y— A 
- 5 -yfr/urfffik 

1 ->>^ D^drv-zk- 2 - {4- [2- (4-H)7^tP^f^7i=;H 

2 - { 4 - Ct'X (4 -y o n ^^c^yV) y. Y^W] 7x=;H - 1 - n 

^v'/u^y/^ 5: ^y— a- 5 -#A^y^ 

1 - is? n^dfWV'- 2 — {4- [2- ( 4 - y h dp- i/y * =A) xhdf^] 
1 -^y n^df 2 - {4- [2- (2~y bdf-iX^^^/k) ^hdfv"] 

1 — V* n'^S'/l'— 2 — {4- [2- (3 V a^—JV) aib^i/] 

543 



WO 03/000254 



PCT/JP02/06405 



;v- 5 -tf/ntf^SK 

u^3c*y/U- 2- [4- (2-7^^^-/1^^-^^^^/^-^) 

1 -i/^ ta^dr-JX/V- 2 - [4- ( 3 — 7 * ^ *f-%s) ^ ^t — 

/V] ^<^y-f 5 5 — jfr/Utf^SU 

1- i/^p^i//t — 2— [4— (2, 2 — v^ji— /l^ h^vO 7i^^]- 

^>-y^ 5 ?y—A — 5 -xsutf^m^ 

c i s-1- [2- (4 — <fi?/U3t-*is'7 -5-*;^^f^y^ 
1 a^^f v-vV- 2 - [4- {2-7^S ^fV) :7^^K) ^< 

1 - v'^ a-^^v^/W- 2 — [4— (3— 7 31^ #v-) 7 =c.z=-)V~)> 

2 - {4 - C(2R) - 2 -^<^v 5 /l'^-dr->^/U7}?^/^T 5 / - 2-7^^/^ 

1 — %/# u^3c*/jl>— 2 — { 2 — — 4 — [2— ( 4 — h ]) 7 U * 

*f->V7 ^=-rV) s<lsi?/V$-*Z/~\ 7^^/U} *<^/V4 )V— 5 — 

2- [4— (4 — ^^^^^71/ drv-) 7s=/U] - 1 — la^^v' 

2- {4— [If* (4-^^"/V7rc=/V) p< }> 7 - 1 -is? U 

2- {4— [tf* (4-7;>tn7x=;l/) b^ri^] 7x-/l/} — 1— S'* 
u^^vvi^^y-i' 5 yy—ju- 5 -^A-tf?;/^ 

1 — v-^ n^^riy/U— 6 — ^ 2 — [4— ( 3 — T^^/i^n 7}f3f v") 

^^^/u] ^y/^ 5: yy— 5 

1 - %/# n^3r*/;V— 6 - t Hb*V-2- [4- ( 3 - 7 a. = ;V:7° n 
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1 - n^^v'A'- 6 2 - [4- (3 -7 aL~j\s7°utf%-f) Z? 

2- {4- [2- (a-^y^t^rV^x^^) rch^^y] ~7 ^~;V) -1 

n^^/wo-y^ 3: yy— /v- 5 
2- {4- [2- (3 -^O-^/^^^^ain^) xf^i/] 7 ^~J>V) -1 

— a^^v'/voy^ 5. yy— /v- 5 -*/v# % ^^ x 

2- [4- :7;xc^] 

vVWO'y^ 5 /V— 5 — ^7^^?>'^ > 

2- [4- (3-*;V#^f/V^V7i/^V) :7j.~/l/J 

2— {4 - [3— ^no- 6- (4 *$~)V7 ^Vv'/l't^-y] 7x 

- 1 — c^df^/^yy>< 5 yy— /l^ — 5 — tf/Htf^SU 
2- {4- [3-^00-6- (4-* h^rv'^^^/l') ^O-v 5 /^^^] 7 
j^/H - i - v-i? B^*i/A^y % />f 5 ffy—;v- 5 -^M^B^ 

1 — v-^ a^.^v'/k- 2 - 4- [2- (4 - hl)7/^P^f 

/i/7x=/i')^yv f /^^v / ] 7^^}'<y>''{ s:yy— /u- 5-#^tf^^ 

2- {4— [2— (4— tert — ~f ^ JV7 ^ ;U) — 5 — o/<y^t 

7x^/i'} — i — v-i* p^^y/v^y/^ 5: yy— /i'— 5 — ^A-tf?:/^ 

2— {4- (3-^PP-6-7x=My^W^) - 2-7^tP7s 

=>w - 1 - v^^-is/u^^y^ 5 ^y-^- 5 — ^/m^sk 

2 - {4 - — 6- (3, 5-^^ao7x=/V) ^^vVl^dr^] 
2- {4- [tf* (4-7;^0 7x = ;U) ^h^^] - 2 — :7*~ 

/W - 1 -v* n^dr^/^^y^r $ yy— ^- 5 

2 — {4- ( 4 --^y ^t#'>7 * / # V) -2-^PP7x~;H - 1 — 

n^df-S^W^y-f 5 & y— /V— 5— tf/l'JiKi'^ 
2- {4- (4 -^y^/Vt^^x/ ^r-» 7^tn^f/V7x 
-/V} - 1 tf^^^/W^y-f 5 ^V^-fr — 5 -*/V7j?>'g? > 

2 - {4- [ 3 _^pa_6- (2 - hi) ^/l^n ^f;l/7x = /U) *<yi?sU 
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2- {4- [( 2 R) - 2-7?;-2-7i ^/Vx. Y *c vO :7;c=/l-} - 1 — 
2- [4- ( 2 - tf^3i— p /U-^-^rv-) 7 3:-^] — 1 — P^#*>7W<>' 

y-r 5 yy— a-- 5 -a/vtf xau 

2- [4- ( 3 - tf 7 ^— y /VjT^v') 7^—^] - 1 n^df-Jx/^^ 

2_{4_[ 2 -{(l-tert b 4 - t°^< U P< 

h=¥i/} ~7^;*ci/~\ 7 x.—A') — 1 — *s9 n ^ 3r V/W< i-" y % yy— fls— 5 

2_{ 4 _[3_{(i-tert -:/ b^v^/WJ^/V- 4 - tT^U * 
2 _ {4- [ 3 _^aa-6- (3, 4, Y^iyy ^^;v) ^^i? 

Six 

2 - {4- [2- (2— tr^i^U/U) aihdr^/] :?:e.~/W -l-->-^u^ 

^/i^o-y-r 5 yy— />- 5 

2- [4- (2-^7x^5^ h*S/) - 1 — D^^r v'/l^ 

1 u^^-^JU- 2- {4- [2- (4-^?^M b^rvO 

1 - i/f n^dfv'/W— 2 - {4- [3- (4-fc°^Uv J /^^ b^vO 37cc/3r 

$/] :7^=/W ^^y^f 5 >v- 5 -^7^4?^ i&gfcifiL 

2 - { 4 - [( 2 R) - 2-7tf^7^ / - 2-7s^/l/x b^v-] y 
- 1 - u^3r>vv<:xy-f =i ^/-/v- 5 

1 — i/f u^*ci/;V— 2- {4 — [3 - (4 —tf-JV— 3 -^yf^/Vt^V) 

T'^y^i/] y ^o-y^r 5: yy— /v- 5 ;VT$i/m., 

l-i/^p^y^-2- {4- [3- (3 -^y^/i— 3 -y^^^^-^r^) 
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2- {4- [{(2S) - 1 -^y-JjV- 2-fcTo V * b^yl 7x-~ 

M - l — 9 s9 a^^r^w*:/;/^ 5 ^V— jv— 5 -Zu^-tfi/m. 

2- {4- [3-^nn — 6 — (4-^f/^t7i=^) ^^v?/^^v^] 
- 1 — P^df-^yw^y-f 5 /u— 5 -%/U7$ 

2— {4— [3-^oo-6- (4 — ^ ^ ^^v 5 /^ 
dfv*] :7^=/W - 1 -v^ n^^-ly/V^-^y-i ^<?y— As— 5 — ^/nfll'SU 

2- {4- — (2 —"f-^^/U) ^l/ltjvjrst*/] 7*.~;u] 

2- {4- [3-^oo-6- (3-^BP7x^V) "Ov^V^drV] 7^ 
2- {4- [3-^na-6- (3-f y v>/V) ^^v 5 ^^-^ ^^^/v} 

- 1 P^^r^/W^y^ ^ yy?su- 5 -^7^#V^ N 

2- {4- [3-^pp-6— ( 4 - !7AofP 7 31 c^/W) ^^v^/V^-^^] 7 

2 — [4— (4 — ^y^t^'^xy dr-» — 3 — ^/l^u y-^ — yU] — 1 

-v* pv^f /wo'y^f 5: yy— )V- 5 — ^/Htfi'*, 

2- [4- ( 2 -^H*- 5 — ^ P n-O'v'/U^-drv') Z7jc~/1'] -1— 5/^ 
2— {4— [3— ^nn — 6— (4— ^an^^^ ;V) *<ls —2 

- 1 — s^ p^*r^,w<^:/^ 5 5 -^/i^v 

2- {4- [2- {( 1 -T-fef'A'- 4 — fcV<JJ i^/V) ^ h :3 rv / } ^V] 
37 ^^/W - 1 — ^ n^drvvw<^y-f ^ 5 -^/l^^gl, 

2- {4 - [3- ((l-7t^-4-f'<y^) ^ h=3rV} 7 a / *r^] 

= - 1 — S/^ P^a^/WO W ^ /^y— 5 — tf/WTff^gL 
1 —is? p^dr^/i— 2 - {4 - [3 - 

1 a ^df^,i,- 2 - {4 - [3- (3 - try v^P< h^V) :7 ^ / 
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2 _ (4 -s<is*j> ;V 3-3r*,— 2 -/ Y^i/?^ — />) - 1 — n^=>rvvw< 

i^y^f 5 6 -^/M^SK 

2- [4- ( 2 -^n^- 5 h^-f^^S? !7cn=/l/] - 1 - 

^ n^a^Ovw^y^ 5 ^ "S—JV — 5 -^/M?^, 

2- [4- b^rvO ^31-^] 

/P^^y-t' 5 & y ' — As — 5 — ^/M^g^ 

2 — {4— [2— (4-^071^) — 5 — ~ h n^< is 7 
_ x _ u^^c-yjU^O-y^ 5 y/-/l — 5 — #/l^^B&> 

2 — {4- [ 3 -Tir^/^T 5 / - 6 — ( 4 - ^ n n 7 ^ — *<ls\?J\sjr^ 

ix] ^^—/W - 1 - p^* v/u^^y-f ^ 5 - A^yft, 

2 _ {4- [2- (4 — X ;VT$*c*s"7 zc=^/V) -5-^PD^y^t^v'] 
:7:t=s>v} - 1 — n^drvvw^y^ A*— 5 -^yH^BK 

2 _ {4- [{(2S) - 1 — '<>'i?A'X-*t-i/jJA'&—A'~- 2 —\fn ]} v^/W 
7< b^r^] ^^^/V} - 1 — i/^ d^drv^^-<>'y r -Y 5; ;?*y— /V- 5 — ft ;V?$ls 

2 — {2—? a a- 4- [2- (4-HJ7/Vto^f/V7x=/l') 'O'^/V 

1 D^dr^/U- 2 - {4 - [3 - ( 2 - fc° P vVl^ h^f-v") 3^] 

2— {4 - [2- (4-^nn7i^) — 5 — ^/V^-n^i^^V^-^v] 7 

rc=/W - 1 -*s# n^ar^/v^vy-r 5 ^y— ;v- 6— a/ntfi'iu 

2- {4- [3-*/^^-6- (4-^DP7x^) -O-v 5 ^^"^^] 
7x?;W - 1 — i/^ n^df S^WO-y^f 5 #^S—jV- 5 -#/i'2i?>'Bfe % 

2 _ {4_ [ 3 -^./l^^^A-- 6 - (4-7cP73:-;W -<Vi^/W^-*^] 
7 X= :;1/} - 1 - v-^ a^dr^/W^y-l' $ tfV—JV— 5 - # 

1 -*s# a^dF-V/V— 2 - {4— [2- (v'^f/^/W^-i'^^ b^ri/) 7 

^/*ri/] 7x-;n -<^y^ ^^y-/v- 5-*/m?V« % 

1 n^^^x/v- 2 - {4- [2- (t'^yv'y*;^^ f^r^) 7 
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at/=¥i/] !7*=vW ^SV4 %^V—JV~ 

2- {4- [{(2S) - 1 -^<yf^^#^- 2 - tfO P ^1 * h*c 
v-] 7x^;W — 1 — v-^ tz-^S'/WO'y*^ 5 fls— 5 — 13 }Vf$.l/^ 

2 _ {4 - [{(2S) -1 -^^;V-2-^D y y b^rV] 7^ 

_ x _v/^ xx^*ri/)V^ls-J 4 % PS—Si'- 5 

2 _ (4_ [2- (4 -f /I/ ^ at -5-^on^y^;i/^dfv'] 

- 1 — ft n^^vvw^yv 5 — # /VJi? ^SU 

! p^^f/w- 2 - {4- [3- (v^ ^tV* fr'^J )V * h ^v") 7 

at/^s/J 7^=^} ^-yVj % ifV—fr- 5 -tf/wtf^BK 

2 n^^^/P- 2 - {4- [3- (fcV<y v 5 / ftjivm^. h drvO 7 

t ydfv/] 7^~;u) ^yy^f 5 ^y^/v- 5 

! _ Vi 5r d^^v/V- 2- {4 - [3- {(l-^^V^/U* = ^-4-bT^<y 

u^drvVV- 2- {4- 5- (4-* nt n7=t^/V) 

2— {4— [3- O-^aa^V^t^rv') :7 si 7 df ->] — 1 

2 _ {4- [3- (4-^PP^;m^) ^ac/dpS'] 7ac^yP} -1 
x -*yf; ^^.df-^v— 2 - {4- [3- ( 4 - 7/U^"0 ^V^t^f- V at 

1- V^a^^v'/V- 2- {4- [{(2S) -1- (4-=hP7i=/V) - 

2 _ tr n y v^/W y 7 ac^/i^} $ yy—jv- 5 -#/t^>^ N 

1 pr^drvVl— 2- {4- [{(2S) - 1 -^at-^/U- 2 - y 

2- {4 - [{(2S) -1- (4-7tW5;7i=/W) -2 -troys* 
— 7 h^-v] y - 1 — a-^.^^yyi^<yy r ^ 5: 5 — * 
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2- {4 - [{5— (4-^OP7i=;l') -2-^f/V-4-f7yjJM * 
2- {4- [tf^ (3-7^to7i=;U) * h^f-v-] 7x=/>} - 1 

p^#vvw<yyv ^ yy—tv— 5 -^a^v^ 

1 - n^-drv'^- 2 - {4- [2- (4 — ^ n p 7ix;U) -3-^bP 
1 — P^-^vVU- 2 - {4- [3- (4-ff7t Knt°7=^t^^) 

7x7^i/] 7^=^} ^yyv 5: yy*— )V— 5 -^7^#^^, 

l — */# a— ^wv- 2 - {4- [3— (4 - MJ 7^0 ^ f 
df^y) 7x/^->] ^ai^/u} ^O-yV 5 ?y—;v- 5 -^7/v-#^^, 

1 - %,# n ^*ci/jV- 2 - {4 - [3 - {(1-^ 'f-fV- 4 - IJ b 
drv-} 7*/dr^] 7 X>-yV $ JV— 5 -7J/W4?^^ 

2- {4- [ 3 — (4-tert-7"f;^y^^^) 7^ 
=-;V\ - 1 -v"^ P^^-WWO-yV 5: ¥V~-J\<— 5 — tf/mffi'ft^ 

2- {4- [3- (2 P ns<l/ i?;^ jr*cis) -7^;*?*/^ V a^=-)V\ -1 
— %/# vt-^^f/woyj 5 /i'— 5 — 

1 - i/^ n^dp-WI^- 2 - {4- [3- O-t"!)^) 7 
/V) ^1/^4 % ?y—)V- 5 -fc/UtfSl^ 

2- {4- [3- (4-^PP7xx/I/) !7^y ^rV] /V} — 1 — is? 
xz^ZcZz/V^l/y^ % PV — zV— 5 — Tj/l^Vi^ 

1 -ix^ p^dp^yp- 2 - {4- [3- (4—^ f-3f v":7ce. — A-) :7^y^v-] 

1 - i/^ n^dr-.>/U- 2 - {4 - [{4- (4- * ?ls*.;lsTfr~;\s7 cc=./V) - 
2-^^vu-5 - f7yy;M ^ b=¥iy] :7^~/W ^<yyV 5: ^y*— >v- 5 - 

2- {4- [{4- (4-^ ci n^zc— - 2 — 5 -f7/ U /V} 

2- {4- [1- (4-? cz P^y-^/k) - 3 -fcT^JJ vVl^drix] 

- 1 — ^ yy—/u- 5 -^/i^;/^ 
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1 --y$ p^dfvvu- 2 - {4- [3- {(2-^f^-4-f7 , /!l^) * Y 
1 P^3ri/VV- 2-{4— [3-{(2, 4 -i?* ^/P- 5 -f7/U^) 

1 —Z/jr n^*t-$s/u— 2 - {4- [3— (3, 5-^nn7*=;u) :7^y 
2- {4- [1- (4 — * n n^i^/t^) - 4 - f ^ JJ v^i^^r $✓] y 
2- {4- [3- (4-^ d P^^vVM-^vO t'^Uv 5 /] 7^^/^} -1 
2- {4- [4— AA"**er'{A'— 2 - (4-^hp7^^^) ^O'^/U*^-^] 
2- {4- [4- (4-;? P n^i/^/v^S') h°^< y vV ] -1 

-v^ p^^vvw^yv 5: 5 -^/u^^^^ 

2- {4- [3- {( 2 P a- 4 - b°y *J/V) * h=3r^} 37 ;n 

- 1 - P^3rV/WOyV 5: 5 -^/U-tf^ggU 

2- {4— [{(2S) -1- (4 -v 5 ^ f-JV-ft JV/^J )V°y a^^lV) — 2 — fc° 
p !) v^^/H ^ b^v-] ^o^/W - 1 — P^df-^/W^<W-< y>- 
5 -TJ/i^^, 

2- {4— [2- (4-^on7*=;V) - 5 — 1> i/^/l/^^/V^y^U 

^-=af *.^>v\— i - P-'-^v/woyv ^ yy—tv— 5 -^/t^ixs^ 

1 -^^ u^^Jy/U- 2 - [4- (3-h!)7/V*n^f;V73:y^i/) y^ 

1 -i/^ p^drv^/i/- 2 - { 4 - [{ 4 — (4 -v 5 ^ f/W*;M^^;l/7 ^ — /U) 
-2-^f^-5-f7/!)/H ^ h^7] ^cn^/v} ^y^?^;v-5 

2- {4- [2- (4-^pn7x=/V) - 5 - $M ^/l^ /W<*-< /W<^i? 
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2- {4- [{4- (4-^on7x^) - 2 - * 5 - fc° V % 

* h^-iSl 7 x.—jV) - 1 - xi^^-^sfV^sVJ 5: )V- 5 -t/A-7^1^ 

2- {4 - [{2- (4 - ^ p n^^-/P) -3-t°y^/V} h^rix] 7x^ 
/V} - 1 ^vvW^y-T $ A*— 5 — 

2- {4 - [{3- (4-^pp^^^^) -2-fc°y^/W ^ h^r-=y] = 

2- {4- [2- ( 3 - ^ p o7xx;l/) - 4 - * $ 7 - 1 , 3, 5- 

7zc^)V\ - l -v^ p — **/)V<^/<i * #V 

2- {4- [2— (4-^PD7x-;V) -4— (5-7f7/!J/V) ^Vi/ 

2- [4- (4 -^i'vVl^drv'- 6 - fc° y 5 7 ;n=/U] -1 

-v-^ P^^i^/U^ixy^ $ /W- 5 — jj/UtflsBt^ 

I 2— {4- [4- (4-fc°JJ vVt^ h^rv") — 6 — fcT y 

2- {4- [4- (3-^OP7xx/U) :7^~ 
/W — 1 — P^^r^WO-y^ $ As— 5 — ^/Waffi-'g^ 

2- {4- [2- (4 — ^ P p 7 -5—^ h^^^O-v^/V^-^i^] 7 

2- {4- [2- (4-^007xX/V) -5-^ b^rv^iXv^I'^^rv'] 7 

2- {4- [3- (4-^PP7x=;l/) fc?y^>-2 — f/V;* h^f] 
— /W — 1 P-^ww^y^ 5 5 — jfc/MSvS^fvVoc.;*^ 

2 - [4 - (2-^P^E-- 5 - t e r t - -f h jV&^j\"<-y*? JV 

7x=;l^] - 1 —i/? P^driX/U^^y^ 5 ^y— /V- 5 ^Vloc 
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2— {4 — [5-tert —~f h df-v^/l^— >V- 2 - (4-^nn7x^;V) 
^^vvl^dri/] 7x^;H - 1 — v"^ P^=3f^;l"<yy^ 5 >V— 5 — # 

2- {4- [ 5 — $>)Vi$.*r%/— 2 - 071=^) ^^^/P^-^V] 

y — 1 — u-^*r%fA"<>'Z/<< 3 yu— 5 — 2> /V7$>-%fcJ. fvl^ 

2— {4— [2— (4-^Pn7i=;l') — 5 — * "f-JVjj ;Vs^4 )V<l/*J>V 

2- {4- [2— (4-^nP7s=/l/) - 5 — ^ ^/t^/W^^/W^vvV' 

2- {4- [3- (ter t -7f /M^T^-f /I') -6 - {4-? UV7 
- 5 -tf/VJiffS'g^ 

2— {4— [2— (4-^PP7i^) - 5 — JV^l/is/ViT^r 

u\ ^ i^/v} — 1 — u^^-is/v^i/y^ 5 ^y— ?V— 5 -ifr/H^VB^ h 

2- [2- (2-fc^^^U/V^-dr^^^-/^) - 5 -=f-?-=-jV~] -l-i/?U 

2- [2- (2-t^^^y/^^-^r->'^^^) -5-7D/V] -x-cy^p^ 

1 -iX^ n^dri//k- 2 - {4- [{4- (4-7;^a7x^) -2-fc K 
adfiX^/U- 5 -f-T 9 V M ^h^vO y z^^-jV) ^<l/-/y{ % ? V— )V- 5 

1 u^3ris/u- 2 - {4 - [{4- (4 - $> JlsiS^riyy ~JV) -2-* 
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1- i/f u^^^su- 2- 4- [4-7/^a-2- (3- 

2- {4- [2- (4-^PP7x-/l') -5-* h*ri/'<l/i?A'**r*s'} 7 
ol=^;V} — 1 — is? a— ^>vw<;xi/xf 5; /i — 5 — j*,^ 

2- {4- [2- (4-^ np^^-zu) -5-p< h^i'^^vVU^v'] 7 
cr.^^} - 3 - v-^ ^ri/;i^<yy^ 5; fty—ju— JViSi/^ 

1 -jy? u^^-iyjU- 2 - {4- [3 -v^^/^/W^-f /X- 5 - (4-t° 

u^^<y/U-2- {4- [3 5 - (4-K°yi?JV* h 

^r>» dp-v] 7x^;W ^<^vV 5 5 -^/M^ife -*gISM£x 

2- {4— [2- (4 a a ^^^/k) -5-^ h ^ v^i/v^P;^^] 7 
zc=-)V\ — l — t3^^rt/;l/^y)/-i' ^ tf-J—jV — 4 — ^/l^^S^ 

2 — {4— [ 3 — #/W^-f 6 — (4-^QP7i=;l/) •'O^/U^dr 

2- {4- [{2- U-tf/Wl^^ai^/VO - 3- fc°y^/W * h^rv-] 7 
c^~/W - 1 — n^^r-yjV^^V^ % 5 -tf/mffi'SK 

2- {4- [2- (4-^D07a:=;V) - 5 b v-^O^/U^^V] 37 

*~;W -1- (4-r h7tKnf-tl^7^) ^V^^y*^-5-* 

2- {4— [2- (4 - ^ n d -/U) - 5 —if* J-jVU }Vs*.*bs( ;V<1/*/ 

1 - u^*ci/;U- 2 - {4- [3 - I? JVjJ /V 6 - (4-f> ^ 
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1 p^^vvu- 2 - {4- [3 —^^f-jViJtVJ^^jV- 6 - (4-p< 

2- {4- [2- (4-^ n u-y^—jV) - 5 - ^ f 

2- {4- [2- (4-^P07i=^) - 5 — i?*<f-A'ilA'** s *<t As**>f*J 

2- {4 — [ 3 — HAs/* 1 * 4 JV— 6 - (4-^nn7i^/l') -<^i?/U^-^S/] 

— 2 — yjvJrti ;u) — l — i/f u^^ix/w^y^ $ ^y— ;v— 5—jj/i' 

2— {4— [ 3 — ^JVUjV/^^ )V— 6 — (4-^y^*=/V7x = 

2- {4- [ 3 - v 5 ^ ^v/lotf/l"**^ /U— 6 - ( 3 - fc° U ^^iSsUX-* 
->-] 7 - l B^^i/;^yy-f 5 5 - ~ 

2- {4- [ 3 *f-)VD }V/<=£s( }V— 6 - (4--v f ^^/V^/W^^E-^/P-7 

- 5 -xsutf^m* 

2— {4— [2- (4-^nn7x^;P) - 5 - ^ I- l"<l/VA'*-3c v"] - 
2 -7/^t3 7^— JU} -1- (4-Tf7tFPfttf7^) ^ZsyHS.? 

2— {4— [2— (4-^nn7i=;i/) -S-^^f^^r^-fM^ 
^W^-dr->-] :7 m - 1 —I/? n-^dr^/V-vO-y-f 5 W—JV— 5 — ^/I'tff 

2- {4- [2- (4-^nn7x=^) - 5 — * Z ^ *?ViSci^A"<yj )VHr 
drv-] 7m~/W - 1 — P^^i/;My>//f 5: ^V— /V- 5 -^/Vaffi^g^ 
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2- {4— [2- (4 a n 7 -5-^^/V77^/KVi? 

2- {4- [2- (4-^0B7i^) 
;y] -7 - 1 P^^vvy^O-yW 5 — /y- 5 -#/yzJ?^ N 

2— {4— [2— (4 — 2 t2 n ^7ji=/U) - 5 - ^ ^ y^;U*=/I/7 5 / 
^M^drV] :7 ;y} - 1 v^*ci/;v^<l/v*s( % ?V~—)V— 5 -7J/y7t? 

2- {4— [2- (4-^oa7x=;i/) - 5 -^^^/U^/W^-O^Vv* 
A-^^rv-] — 2 - ^/^n ~7 =^=.;v) - l - y^ a^^y;^y/^ ^ ^/-^ 

- 5 -X/UTSym, 

2- {4- [2- (4-^oo7x^;V) -5— f77 P ot>*;V^;l/'< 
yyVl/t^i/] -2-7/^07x-^) - 1 v^^cis/U^^y^ $ ^y* 

2- {4— [2- (4 a P !7^~/y) - 5 - fc°^y vV ^/ytf^/y'O v> 
— 2 ^^—/y} - i - y^ P^^v-^yy*^ ^ 

- 5 -TJ/y^^^, 

2- {4— [2- (4-^PP7i=;l') -5- (l-fpy^^) #/yzi? 
^/y^^^/y^-drv-] -2-7;^n7s-;W — 1 — P^^^y/y^y 
5 /y- 5 -^7/v^^ N 

2- {4- [2- (4-7no7i=;l') -5- (2-k Kn^yx^) # 
/y^-^^yy^^i^/y^-^i/] — 2 — 7/y^-n 7 — i — ^ a^dr-y/y^i 

^y-f 5 ^y-/y- 5 -^7/y#v^ N 

2- {4- [2- (4-^ p uy^-ju) -5- (4-fc Ka^y tf ^ V ^ J) 
% ;vi$~>\"<>' : i?/v$r^%/~\ — 2 — ^7/y^-n >^cc=./y} — l — P^^rvvy^ 
Vyvf 5 yy— /y- 5 -^7/y^v^ 

2— {4— [2— (4-^PP7i = ;V) -5-^Uy*;^-/^y7 

/y^^f-y] — 2 - 7/y^-n ^in^/y} - 1 u^^i/ji^o-yj s: iPV— /y 

- 5 -#/U7$i/m, 
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2- {4- [2- (4 — ^ P P 7 a^— )V) - 5 -^^^y^/fc ]) J #yVtf^V<. 

2- {4- [3- (3)>Vi$*r*/ * ^-jV-fr jvs^-i j\>) —6- (4-^ao7i 
c^yl/) *<ls*Jl\sjt*t%S\ - 2-7^tn7i^l — 1 — P^dr^yW^y 

2- {4- [2- {4- ( 2 — */l/7j?df-^a:^-/W) 7 a^=-}V) -S-^PP^- 
i/^yi^df v-] !7;c~yW - 1 u^2r%/}V<l/-J J % /V— 5 — XAs 

2- {4- [3-^P0-6- (4-kKo^i/>f;V7x=;l/) *<l/i?A'Hr 
7^~A-} — l — X2^3r*yjv^i/^s( % ;V- 5 -#yi^:/^ N 

2- {4 - [3-^PP-6- (4-^ yV) ^ViM^^r 

i/] 7 - i -v-^ a^^^yv-o-y^r 5 df-S^-As— 5 -^yv/tf:/^ 

2- {4- [2- (3 -;fr/Vjj?<Sf-^:7»;=/V) -5-^an-<y-i;;V^i/] 
;7^~7U} - 1 - i/^ u^driy/w^oy^ 5 5 — # yvjj? 

2— {4- [2— (4 — ^ a P 17 a — ;U) - 5 TAsJ-a-^-^ZtAsjrlci/] 
7 =c=^;v) — i — a^.df-v'/^^y^' * 5 _ $/ut$^^ 

2- {4- [2— (4-^P07i=/l/) -5-^W;W7^-;My^ 

^3^]^^— yuj- 1 -is? u^^isAs^i/y-j 5: #v—)v- 5 -XA^^^m, 

2- {4- [2— (4-^ao^^^/W) - 5 -->T/^>'v f /W-^-df-v'] :7 a: 
— yu} — 1 — i/? P-^vvi^^y-f 5 5 -^yi^i/g^ 

2- {4- [fc^ (2-flI^/V) y< hdrv'] 7:x=yM - 1 p^^ 
yw<^vW 5 #V~jv— 5 -#/t^>-^ 

2- {4- [If* (4 - v>y< ^yl^yW^-fyl^^—yU) h^v^] 7^^/^} 
- 1 — P^d^ywo-y^ 5: y^- 5 — ^/uatfi'g^ 

2- {4- [t*X (2-^^~/W) y< h^r-v-] 7^^/U] -l-v'^P^^v' 

y^^y-r ^ 5-xAstf^m, 

2- {4- [2— (4-^Pn^^^yl^) — 5 — ^ h dri^^^yMh^*/'] 7 
ct=yv} - 1 P^drVyw- 1 H--f ^ K— /V- 5 ~ X /u^i/m* J-A-^^ 
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7VK 

2- {4- [2- (4-^po7i-;^ -5-7 h^V'^vvM-^v'] V 

- 1 — v^^ a^.df v-/U- l H-^T ^ K— /»"- 5 -^7/V#^^, 
2- {4- [2- (4 P a - 5- (-^7 /W) 

y^i/t*^] - 2 — 7/^^-p -7zu=^M —i—%/?u^3c*y;vs<i/i/J%#y 
5 - %JU7$ >i£7 "f-jv^^^rjv^ 
2— {4- [2- (4-^op7x=^) - 5— (S^7 f;W*;W^^ /V) -« 
— 2 -yjv^rxi 7 zc^-rv) - 1 — n^^v^/W^:/^ % 

2- {4- [ 5 - jJJUtf^is- 2 - (4 P ^i^/l^drS/] 
- 2-7^tB7x=;H - 1 — 1/9 u^3c*/)V -O-y^ 5; ^i/— /l^- 5 — tf/l' 

2- {4 - [2- (4 -^/^^v-r^r^U) -5-7 b ^✓"O'^/l'^dr S'] 
7s=;v) - 1 — is? n^^-iyjv^tiyy^ S; ;v- 5 — jfr/i'jflj/'ift,, 

2— {4- [2- (4 — *^*>f^7*=;l') -5— (S^^Ttotr/W**^ 

2- {4- [5-7^7-2- (4 - ^ n p 7 ^^/U) v^/k^-^f ->] !7^. 
2- {4- [5- — —2 b^->^<^-J/^^^y 4^ 

mm., 

2- {4 - [5- (4-^PP7x=;V) -2-7 h ^^^^A^/U/ft^/K] 
7x-M-l -v-^ u^dr^^^y*^ 5 ;\>- 5 -^7/l^z}?>-®e JftfttfU 

2- {4- [2- (4 — ^ n p ~7^~;V) -5-7 h ^-f^S?*^;*-] 7^ 

- i -v-^ v^k-i/ju^i/yj 5 /v— 5 — 2i?vi£^fBt MWk^ 
2- {4- [tf.* (4 -^/V/J^v-^^n/^) 7 h^ri/] -2-7/U^07x 

— /W - i - P^^wv^yy^ 5; 5 — a/M^it, 

2- {4- 17^~JV- 3 - t°y *?)V* h^rvO -2-7;^p7i^) - 
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2- {4 — [2- (4-^Pn7i^) —5- (J f-jVjjjrV/^ff jV) 

2- {4 - [5-^nn— 2- (4— tfp^vv) -"O^/VoT^y] :7;n^/W 
- 1 PAdfi/;k<y/^ $ ^y— A— 5 -tf/MSi'ift 

2— {4— [2- (4 — ^ n P ^^^/U) —5— (^O-^/V^^W^-f/l^) 
>t?^^-dr^] :7:c~/W - 1 — iff a^dfV/^^y-C /V- 5-*/!^ 

2- {4— [2- (4 — ? P n y^^/U) —5- (i/^ P^-^iz/W^ 

^^-r^) -ov ? /k^-^rv'] y*^ ;v) - i --^^ P^dri//^>y-f $ 

2- {4- [2- (4 P P y^~/V) —5- (4-f!J^^^^*/W^ 
2— {4— [2— (4 — 9 p p y zc=.)V) — 5 — (N — ^^v 5 /^— N — P< ^-/l- 

y— ^-s-tj^^ 

2- {4- [5-^f;vT5;*;^'^-2- (4-t°Dv 5 ^) ^^v^W 
:7cc~/W - 1 -iX^ P^^r^/W^y-f § JV- 5 -tf/Uaff^Bfe 

2- {4- [2- (4 P P y*.~/U) -5 - (4-^f/V^7^-l 
2- {4- [2- (4 - ^ P P y ^—JU) - 5- { N — ( 3 - t° y v^/l^^ ^/V) 

y— ^- ~mm.M., 

2- {4- [2- (4-^pp^^^/V) -5 - {N - (2-tfpi?;Mf/l/) 
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y— a— 5 -AA'tfi'm ~m.mm. y 

2- {4- [2- (4-^na7i=;v) -5- p^drv'Ajfc/W^-i' 

2- {4- [2- (4 -y P P 7j -5- ( 2 - fcf y S^- 4 — >f ?Vx. 

2- {4- [(4-7^tP7i^) {4- (^f/VT^y*^^) 7 
i^/U} y. b^rv-] -2-7/l'tn7i^;W — 1 — S^y p^3f S/VWOV^f $ 

2- {4- [(4-7;VtP7i^^) (4 -^7/U^dr^^3i— /V) ^h^ri^l 

- 2 — yjUsfu -7 *.~;v\ — i - v-y P^^iz/u-^^y-f 5 5 — 
2- {4- [2- (4-yppy^^/W -5- ^/ 

- 5 - # /l^Jj? l^Sfc ffim&* 

2- {4— [2- (4 -y P P y -5-t KP^rv"<y^^v'] 

2- {4- [2- (4 -y a n7x-;v) - 5- (-f yy^P fcVi^/w^-f A) 
-*.W>vHr** 9 s] 7i=^} - l - i/^ n^^^;i"<y/^ ^ ^y*-;i/- 5 

2- {4- [2- (4 - y p Viz? =^=-M -5- (N— f V7p tf/V— N — ^ 
f-ju^/u^^ryf /u) ^y^/i^^i/] 7x-;>} - l — is? P^^^A-o-y-f 

5: yy— a- 5 -%/U7$^m 

2— {4— [2- (4-^071^) —5— ( 7 JU) y< 

y^/^^rv'] -7 >v\ — i - v-y p^^vvv^o-y-i' 5: yy— /v- 5 

2- {4- [2- (4-^QD7x^) -5- (4-y h dr fc 9 ^ y # 

/i^^/w) ^i^/u;*-^-^] - i -->y n^dp-^w^yv 5 yy— 
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)V- 5 -tj surf 

2- {4— [2- (4-^an7x-;V) -5- 
dfV) ^i/vM^^S/] r7^^/k} - 1 — i/Jr ^vvw^y-f 5: /V— 

2- {4 - [2- (4-^nn7i^) - 5- (2-t Ko^^h^^) 
^IS&JV -7x.=./U} — 1 — P^df^>VV<^yV % ¥^J— JV— 5 — # 

2- [4- ( 2 -^P^E-- 5 — = h P^i^/l^^rvO -2-7;Utn7x = 
l p^^vvw^yV s: ^y— ;v- 5 -^^/^i/^^^-^^^-^/v, 

2- [4— {2- (4-^nc7s=;l/) - 5 -= h wZlsit/m-*?^) -2 
-7;vtP7i=;v] - l a^^i//^yy/f 5 ^y*— />- 5 -#/V2tfv 

2- [4- { 5 -T 5 7 - 2 - (4-^nn7x=;V) ^i^/l^^M -2 
-7/^n7x^] - l P^drv'/w^y-T 5 ?*S~-A'- 5 -j^na?^ 

2- [4— {2- (4-^nc7x-;U) —5- (2 -^"^7 tfp U v>y- 1 

— ^^vVL-^^ri/} — 2 — y/l^p 7 )V\ — 1 — n-r^*r*/)V<r<^ 
% 9*1/— As— 5 — ^/Wjtf^gM ^/Wn*7VK 

2- [4- {2- (4-^op7i^) -5- v'y-l 

— - I'/l') ^y^M"^^} — 2 — y/l^P 7x=A-] — 1 — P^^r^/l^y 

yv /u-5-*^aj?^n ttiktk, 

2- {4- [2- (4-^an7i=/V) -5- (4-^f /H^^U i?^- 1 

2- {4- [5 — T-fefvl"- 2 - (4— ^ppy^r^k) ^O^/l^df^] 7 

- 1 P^^iWi^y y-T 5 ^y—^- 5 -#/l^y^ 
2 - {4 - [2 - (4-^p P 7 = - 5 - {(4 - fc Kn^v'tV'j 

— 1 — >< Asjj >Vi$z=.)V) y h^ri/} s<l/i?;V$-5ri/-\ 7 ^—/U) - 1 — */# p^ 
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2- {4- [2- /V) -5- ( 2 — /■ h*cis^ h^cis) 

i/vVu^^v-] r^x^W - 1 - P^drvvW^y^ 5 ^y— yU— 5 — jfc/U 

2- {4- [2- (4 - ^ p -5 - {2- (2-^ h^V^h^r 

v-) xh^v'} *<zsi?A'Xr*t- ->•] :7cc^/W - 1 — P^3^>vw<>'y-< 5 ^ 

2- {4- [2- (4-^nP7xx;l/) -5— Wy^W^s^) ^ 
^^/U^-^^X] 7ix;l/} — 1 — ix^ O-^vvW^y-Y $ yy-^- 5 — ^A' 

2- {4- [2- (4-^nn7x-/V) -5- (2-^f;t/fT^-4 
--f/W ^O^/l^dr^] -7 a^=-jV\ - 1 - P^df-vvW^y-f ^ ^y— ^ 
- 5 -tf/MS^Bfes 

2- {4- [2- (4-^an7i-/l') -5— (3, 4-S?t Kn*i/tf^ 
U 1 — >f Aofr/l'Jtf^A') ^i^^/W^-dr^] - 1 - v-^ a^df-v^ 

My/-f 5 ^y— /U- 5 -^/Vtfc^ ifiBfc!ft> 

2- {4- [2- (4 — ^ P P -?3u — )V) -5- (3-^^/1^-1, 2, 4- 

/p-<^y-r 5: yy— ^- 5 -a/us^n 

2- {4- [2- (4-^bp7i-;V) - 4— Wy7°PtV^;W^^;l/) 

2- {4- [2- (4 - * n a7xx;U) -4- ( fc°^ JJ 5? / *^?J?=./W) ^< 
Z/*S>Vi!r* 9 s] 7i^} - 1 -V^ n^^v'/^^y-T ^^y— /V— 5 — 

2 - { 4 - [2 - (4-^OP7i=/U) - 5 — {( 1 - t KP^rV- 2 - ^ 

2- {4- [2- (4-^na7i-/V) -5— (4, A-*J *=?-)V— <Z-jr 
WP^-2->f/l') ^V^/V^-^ri/] - 1 -v-i> o^dp-S^/W*^ 
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2 — .{ 4 — [2- (4-^po7i^) -4- (4-k Kn^i/tXiJi;^ 

— 1 — -4 tvjjsviS^jv) ^^vvi^^vO 7x^^} — l — P-N.dfvvw^ 

2- {4- [2— (4-7PD7i^) -4- {(2-fc Fndr^x^;i/) # 

— JV- 5 -7J/l^#^^ l^^^x 

2- {4- [2- (4-^nn7i^) -4- { ( 4 - t° U i?;V} jj )V 

/v— 5 — % sisifi zsWts 

2- {4- [2- (4 - ^ P uy -4- (v^ ^/W^/W^^E-^f 

^■^/U-^-dr-y] 37 ^—/W - 1 — u^^-^jV^l^V^ $ /U- 5 -U)V 

2- {4- [5- (2-7^/f7/'-;l'-4-^^) -2- (4-^nn^ 
zc=.;u) ^^-vvl^^v'] y ^=-;V) — \ -y xi^^-y ;V^<^V ^ % 

— 5 -X/istfl/m. —MB:^., 

2- {4 - [2- (4-^ PP7x=;k) - 5- (4-fc K n fc°^< y 

2- {4- [5- ^f-jvt) >V;<.*£4 >v) -2- (4 ^ai— ;v) 

^i/vvi^^v'] 7x=;i/} — 1 — -yy u^^ci/ju^^y*^ $ yy*—/U— 5 — # 

2- {4- [5- (S^^Vl'y&yW^^/V) -2- (3 -y /U^-uy 
-^v^loj-drv-] :7^~/W - 1 a^dr^^^y-f 5 y>^— )V- 5 

2- {4- [2- (5-^0Dfi-7sy-2-^^) -5- * =f- JV ■}} ;V 

2- {4- [2-7*^^-5- (5 *f-)Vy>!r >V- 2 -4 >V) ^y*? 
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/^^vO — l — i/# p-^3r-;//W<:xyV 5 5 — TJ/l-^y 

2- {4- [2-^0^-5- (5-^f;Uf7/-^-2-^;V) ^V^/W 
^-drv'] ^7^^^} - 1 P-^dr^W^i/yV 5 ^y* — /V- 5 -#/Utfl/& 

2— {4— [2— (4 — ^ P n 7i= /I^) —5— ( 5 — * ^/M^ V— JV— 

2- {4- [2- (4-^np^^^/U) -5- (5-^f/Vf7^-2 

2- {4- [2- (4 — ^ n D7x^;l/) -5-7f7VwV-5-f/^y 

2 - {4- [5— ^nn— 2 — (4 -i/T7 7i-;l/) vvl^^ri'] 17^ 
=/W - 1 -S^ P^d^/w^yV 5 ^y*— /V- 5 -X/i'tfi/m. 

2— {4— [5— 2— (4-7h7>'-;l'-5-^;U7i-;l') 

2- {4- [2- (4 — ^ a P y=c.=^7V) - 5- {2- (4-fc Kc^i/t^ 

2- {4- [2- (4 - ^ o u - 5- v>^- 1 

— ^y^tdfC/] -2-7;l'tP7i=/H — 1 — i/;? P^=3r V/WO 1 

2- {4- [3- (4-^PP^^^^) -5- (S^^Sfl/j&yW**^ AO ^ 

2- {4- [2- (4-^na7x^) -5- (N - t K n 5: vV ) 
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2- {4- [2- (4-^Dn7x^) -5- (2, 5-S?t Kn-5-* 
*y-4H-l, 2, 4-t^-t^7y-/V-3-^/l/) ^y^t^i/] -2 
-7/^0 71^} - 1 - v-^ PA^j/A^y/^f $ /U— 5 -^/U^V 

2 - {4 - [2 - (4-^n n - 5 - ( 2 -t^rV- 3H-1, 2 , 

3, 5 -^-dr^^ L 7'v ? Ty— /V- 4--f /W) -^S^a^S/] -2-7/^P7 
- 1 — i/^ n^^->/V^^y>f * /U- 5 -Jj/lstfl/m 

2- {4- [2- (4-^BD7x-^) -5- (2, 5-v?t Kn-5-t 
^y-4H-l, 2, 4 -f7^7 % /-^- 3 — ^^v 5 /^^^] — 2- 
^/k^-n^3ic=:/P} — 1 -i/^ a-^df-v^/W^vy^ 5; )V— 5 - # A-/}? 

2- {4- [2— (4-^PP7i^) -5- (iy? U7~V t?/U%/Us^4 

?v) Asitr^*/] — 2.-7 jv^ru? ^—/v) — i — p^=^ */>\^<i/y*4 

2— {4— [2— (4— ^PP^^^/k) —5 — u-f^fV)JjV/^^ ;V) 

'<^v 5 /M-^v'3 -2-7;^D7s=/W — 1 — df-v-yL-^O-y^ 5 ^ 

y— /V- 5 -^I^i^ 

2- {4 - [2— (4-^P P - 5 - ( t e r t — 

-Y/l') '<y^t=3fv'] - 2 — :7cc:=W} — 1 p— dr^/^^-y 

2- {4- [2- (4 — * P P -7^z=-/V) - 5- (-T yff-JV-frjV/^^ M 

y— />- 5 -#/u?$>-m. ^m&s 

2- {4 - [2 — (4-^p vy - 5 - {( 1 - t Kp^^p/^- 

2— >f/>) ^/W^^/W ^^v'/U^-drv'] - 2 -^/U^-P :7cn~/W - 1 - v- 

9 p^^r^^^y^ ^ ^y— jv- 5 m^±t, 

2- {4- [2- (4-7pp7i=;v) — 5 — h 3fS/;&/W<Jfc>f /U) ^< 
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2- {4- [2- Tnv7x,~/U) - 5- {(2, Kt3=¥->7°u 

2- {4- [2- (4-^nn7x-/l/) - 5— (N-^-^/V—N — J 
)V/^4)V) *<ls -2-7/l'i-n7x-/l') - 1 — P^3f Z/IV 

2- {4- [2- (4 u tiy zc~;U) - 5— (N — ^ ^vl'-N — if/U 
% JV) s<-y*?jV$-3ci/~\ — 2 — !7/M-n ^^^./V} — l — is? Uriels 

2- {4- [2- (4-^PD7i^) -5- (N--T fcVl^-N-^ 

2- {4- [2- (4-^PP7i^) - 5- (2, 6 - ^VV fc"^< JJ i? 
^—\—^fV^?V^^}V) ^i/vM^^rv'] — 2 — 7^=/^} - 1 - v" 

2- {4- [5- (^^Vl^/W^-fAO -2- (4-^PP7i^V) 
v?/k^-dr^] - 2 -^/W^P y^^/W - 1 -v'^ P^^;^y/^ 5 
/U- 5 /VtJ? ^ jfcSfc!fc N 

2- {4— [2- (4-^nn7x=;l/) - 5- (^p tf/V^/W^^-^ /V) X 
Vvvi^dr^y] - 2 -:7/ioj-a:7^ — /u} - 1 P^df-j/vw^yV % *fi/ 

2— {4— [2— (4-^pp7i=;1/) —5 — (at^-A'*/i/^ a E->f y>) 

2- {4- [2- (4 — y P P y ^c^/V) -5— {(S^y ^/lofr/l'/^l'/l') T 
^O-^/U^-df-i^] -2-7/^P7x=/l'} - 1 -S^y P^df-S/VV^yy 
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2- {4- [2- (4 - * p a -5- { ]} S j3;V7$~;V) T 

2- {4- [2- (4-^n07i^) -5-!)WHy^^^] - 

2- {4- [2- (4-^nn7i^) - 5- { (^;V%;Vs^s< ;V) T% 

2- {4- [2— (4-^an^^^/l^) -5 - { W y^P t>*/M^/k) 

2- {4- [2- (3, 4 -^^/U^-n y^^jV) -5- Wy7°ntV^^ 
^^E-^f/W -O-v'/^^-dr^] -2-7;l'tB7x=;l'} - 1 — v'^ n ^3=- S^/W< 

2- {4- [2- (2, 4-^7/^0 7*=^) -5- (-< V^P 
y<^^f /u) ^^is/Ust^i/l -2-7;l'tP7i=/i'} — 1 p^3ri/vw< 

2- {4- [2- (3, -5- Wy^n^V*^ 

^E-fAO ^O'^/U^-^-i/] — 2 — ~7JV$-U -7=cz=.;V) — 1 — */# P ^-^v'/W^ 

2- {4- [2- (3-^PD-4-7;VtP7i^) -5- Wy7*n^ 

2- {4- [2— (3, 4-7^PP7i=;l') -5- (-f y:/P t^/k#/W^ 

2- {4- [2- (4 n n - 2 -5- (-Y y7°n t° 
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2- {4- [2- (4-^00-2-7/^07x^1/) -5- (fcTo V 

— 1 — -f/ua/utf^A') ^^^JjVJrirl/] — 2 —Z7?v$-u 7 ;v) — 

2- {4- [2— (4 — ^ p P — 3 7x^/1^) — 5 - (t'o^^y 

- 1 -sf/u # =-;V) sO-iS/Utf-^i/] — 2. — 7;v$-n 7x-;i/} — l-iy^ 

2- {4- [2- (4 — 9 p p - 3 -5- Wy/ntf 
/l^/W^-f/P) ^>-v ? /P^-^v'] - 2 — 7^^-P7x— /V} — 1— ^^P-^dr 

^/^yy^ ^ yy-^- 5 

2- {4- [2- {4- (^^/V^*) 7x^) -5- 

2- {4 - [2- {4- (^/l^^) -7^=-JV) - 5- Uy7"n^*^ 
^yvvl^^i/] — 2 — 7/U^-p JV) — 1 — v"^ u^drv'/W^ 

2— {4— [4— ^pp— 2— (4-^nn7i-;i/) —5 — (1, 1— 

2- {4 - [4-^pp-2- (4-^po7i-;I/) -5 - ( 2 -t^yt° 

2- {4- [2- (4 — P n 7 zc=-)V) -5- WyT'nf/l/T? 
=/!/) ^isVfVifrZir*/] -2-7;^D7i^l/) — 1 — P^drvvWO'y 

2— {4— [2— (4-^na7x=/l/) —5 — ( v?;* ^/l^/W^^f /U) ^< 

^vM^^K] — 2 --7/u^-p - i - y^ n^yf Myy^ * ^y 

2- {4- [2- (4 — ^ P o -? ^z=-)V) -5- (4-t Kc^-^tViJ^y 
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2- {4- [2- (4 — ? p P37 at=/W) - 5- (-I'vynk'/^/W^^/P) 
Aof-dpi/] - 2 - 7/u*p ^cc^/u} - i — p^v^vw*^;/^ 5 

2- {4- [2- (4 P P ^^^/U) -5 - (^y/pW/Mt/f;!/) 

2- {4- [2- (4-^nP7i^) -5- ( i? * ^vV'tf/W^-f ^< 
^•SM^drV] 7^=/^} - 1 -S/^ p^^/W^y-f $ ^y— a- 5 -^yW 

2- {4- [2- (4 - ^ P P7i=/U) -5- (4-fc Kn^iXtViJi?y 
- 1 --f/k^AJ}?—/!/) ^<>'i^/k5j-^v'] -7^=.jV) - 1 — P^<>-fvW<^ 

y-r § ^y— /v- 5 -*/i^7j?^gfe tmiu 

2- {4- [2- (4 — p p r^^A-) - 5- (-Y y/n fcTA'jfr/W**^ /W) 
^y^t^v-] - l- (f h7t Knf^f7y-4-> f/v) 

y-T 5; ^y— /V- 5 

2- {4- [2- (4-^PP7^^/l^) -5 - (lfDy^y-l-^;^;l/ 
tJ?=A) 'OitA'X-at'l'] ~7*.~>v) - l- (rh7t Koftt 5 7y-4 f 

2 - {4 - [2- (4-^pp7x=;w) -5 - Wy7o^;^^;i/) 
^i/i^M"^^] -2-7^tD7x=^} —1- (f b7t KDftt°7>- 
4--^) -O-y-f 5 /V- 5 -jjA'tfi'Wt 

2- {4- [2- (4-^PP^^^/W) -5- (2-tdryt 5 D!Jv f y-l 
— fA) ^Vi^/V'^-df-^] -2-7;i'to7x^/i') —l — (r h7t Koft 

2- {4- [2- (4 — ^ P P^ctn/b-) - 5- Wy7°PtV^;W^^/|/) 
^y^t^-y] -2-7;VtP7x=/k} -l - t^y^/^yy*^ 5^/- 
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2- {4- [2- (4 —9 n p 7 -5- ( fcf p ]) v>y- 1 - ^ 

^<i/5?/i/^-^-5/] -2-7/i/tP7i=;v} - i - t?^<y ity^^yj 

$ fV- 5 -TJ/l^y^U 

2- {4- [2- (4 -y P P y a^/l') -5- (2 5 !) y- 2-^ 
)V) -O^/U^^sy] -2-7^tP7i^H — 1 — P^d^y/WOy^ 
5 ^y — /V- 5 

2- {4- [2- (4-^nn^;c-^) -5- ( 2 — y jtr*f$->S ]} 
— 3— y/u) ^i^/i^-d^y] -2-7;wto7i=;i'} — 1 — u^^-i^/u 

2- {4- [2- (4-^an7i^) -5- (2-t^y^^yy^y 

2- {4- [2- (4 - y n n - /I/) -5- (2-t^t/!)y-2— f 
2- {4 - [{2- [{(i?y ^Vl^/W^y^) y h^fv-} y^/P] - 4- (4 

p^^i/yK/'/'f 5; ^ y* — /is— 5 — ^7/i^#y^ :!&SttfL 

2- {4- [{4- (4-7/^P7s = /V) -2- (4-fc KP^rf fcT^Pi? 

p^#-ww<^yy ^ yy— /u- 5 -#/i^y^ 

2- {4- [{4- (4-7/WtP7x^;I/) -2 - [ (#/w-^y /uy J^vO 

2- {4- [{4- (4-7/^P7i^) -2- (y ^Vl^/W^y ^ 
7^-5 — i Jls) y h^r^] -2-7^tn7i=/l/} - 1—y^n^^v' 
^y/'T 5 5 - ^/I'^yig j&gftjfi. 

2- {4 - [{4- (4-77^P7x^) - 2 - { ( 2 - fc Kndr^xf;V) 

#yi^^ey/W fry- A"- 5 y h^y] - 2-7/^07^^) - 
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2- {4- [{2- (4-7/Vtn7i^) - 5- ( X? * ^ }\>jj <4 )V) 

2- {4- [{2- (4-7;l/tn7i=/l') -5 — (-< 7 7n f^^/W^-f 
2- {4- [{2- (4-7/U^-a^^^/V) - 5 - (4-fc K p ^ If'* P V 

2- {4- [2- (4-^nn7s-;l/) - 5- (i^ f-As1l As/^eJ ;V) 
l/ViVOr**/] — 2 -7 )\sOrxi-7 s-~)V) -i-v'^a^^v'/i/-5-fh7y 
— /V- 5 -^/W^y-f 5 ^ y — /K 

2- {4- [2- (4 -#yi^=3rv':7 ; r.=/u) - 5 - ^ n n ^-1/ ^?vHr^- %S\ 

— 2 -yjV^TVL 7 - 1 — d^df-^V— 5 -X h 7 "S'—A'— 5 

2- {4- [2- (4-^nn^^^/v) -5- My/DW/W^-f^) 
^O'i^/^dr^] -2-7;i/tn7i=;i'} — 1 — %/# 5 — (2, 

5->?tKn-5-^y-4H-l, 2, 4-tW7/^/V- 3 - ^f/V) 

2- {4- [ 5 — jfr/l'tf^rS'— 2 - (4-? u U7 z^—sis) 

- 2 -7)VJrxi 7x-^} - 5-^7;- 1 -v^ p^drS'/w^y-f 5: ^y— 

2— {4- [2— (4-^OB7i^) —5— {VfJ-jVjj JiV) 
^v'/l^Srv'] - 2 -^^^-n^3i=;u} - 5 - 7 - 1 - i/^ n ^sdp 
y^^y-;K 

2- {4- [{N- {A-*?**f-J\'*l}V^=Z<i tV) -N- (4-7;l'tni7x = 
A-) T$y} ff-iv] 7 ^z=-M - 1 - n^Jf^y/^ 5 yu- 5 
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2- {5 - (3 -7;Vjru7 /U) ?vl/] - 2 - P - 4 - t: 

KP^ri/7x = /P}- 1 — n^dr^WO-y-T $ if*/— As— 5 

2- {3- [tr* (3 -^M-p 7s- /U) ^^vU-] -2-7/U^-p — 4-k 
Kndrv'7 3:^;l/}- 1 -i/J? P^^i/Myy^ 5; ?-/—>V- 5 -^/l^^^L 

2- {4— [(3-v ! ^f;i'*;^ ; &'{;i'7i=;i') (4 7 ?u=-;v) 

2- {4 - [{3- (4 - t Kn^i/f^!) v 5 ;!/- 1 -^^/V#^) 
;v) (A — 7/u^-u7^.=^ju) ^ h^f-v'] — 2-7;^n7x=/v} — l — p 

1- {[2- {4- ([4- (4 -7/V^tvl 7^~/V) -2-^W7/-/l' 
-5--f/Kl * h^cis) 7^^;V) - 1 - */# P^ 3ri//Us<l/yj * JV- 

{[2- {4- [IT* (3-7;^0 7i=;V) h^v"] -2-7^^-P7s 
=■ /W - 1 — i/9 o-N^^/i/^y^ 5: ffV'—jv— 5 — >f/P] - 0 

— V — PAs? n N 

2- {4- [2- (4 n p - 5- (1, l-Wy^fyfT 
y y v 5 ^- 2 — -f/U) 'O'vvl^drv'] -2-7/^n7x^} -1— 

3- {[4- (5-75 J 1 -V^ P^=^>VW<W>f $ VS—tV 
-2--Y/U) -3-7^tD7x/^v'] p<^vW - 4- (4-^pp7i^) 

2- [4- {2- (4 — ^ P P 7^~;V) -6- ('f y7 , Pfc>7 5/*^# 
^/W) ^y^t^v') -2-7;l/tP7x=/l/] — 1 - v"^ P^3riX/W<;/y 

2- [4- {2- (4-^PP 7x^U) —4-7 /W^- u - 5 - (1, 1 — 

- 1 -i^ P^^^/^^y>r 5 ^y— /u— 5 

2- [4- {2- (4-^PP7x=;k) -5 - (^y^PW^/*;^ 
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2- [4- {2- (4-^oa7i=;i/) - 5- (N-^y7"o^;M;k#= 
/V-N-^f/UT?/) ^y^/l^^v-} - 2 — ^^n/V] - 1 — 

2- [4- {2- (4-^np^^^yw) - 5- (-f yy*P tVi^/u^/wr 

2- [3- {[4- (4 -7/M-p 7^=-jv) -2-^f;i/f7/-^-5-/f 
^3 - 4 - 1 Ko^ssA'] - 1 - *s# u is jw< 1/1/4 5 yy* 

2- [4- {2- (4 - y P P7x-;U) - 4 -7/Uj-u- 5 - ( 2 -^-^ y 
k*n y 1 (/Is) ^^it/V^is) -2-7/Vtn7i=^] -l-v-i^ 

2— [4— {2— (4 — ^ n P 7i= /U) —5 — (y ^"^^/UtJn^/UT 3; / ) 
s<l/*JjV$-3ri/} — 2 — ~7)V-frx2 7 =.=-sW] ^ 

2— [4- {2- (4-^P07x^) —5 - [N-y ^^-N— (*<f-/V 
2- [4- {[3- (4 - y u P7i^) -6- (2 -^"^y t°n U v 5 ^-- 1 

— f/iy) t°y 2--r/u] y^/u^-drv-} - 2-^^^-n^^^i/] - 1 — 
2— [4- {2- (4 - y n n 7 a^=-)v) -5- (7tw$;) 

t^fv') -2-7/l'tn7x=;k] — 1 — %/# a^dr^V^ii/y-Y $ /u— 

2- [4- {2- (4-^DP7x=;V) -5 - (N - Ti? f-/V— N — a^/l" 
757) ^^iMoJ-^f ^} -2-7;^P7x=/i'] — 1 -v^ p^^r vvw<;x 
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2- [4- {2- (4 p p y^^/u) -5- (N-7irf;u-N-^n t° 

2- [4- {2- (4-^o p -5 - [N-^^/U-N- fvW 

^/U/Js^/w) 75/] ^y^^ri/l -2-7;i'tP7i^;i'] - 1 — p 

2- [4— {2- (4-^PP7x=/V) -5 - [N — *f-;Vy\jVfo=./V) 

2- [4- {2- (4 - i^ n P 7x=;l/) ~ 5 - (N-Ti?^A--N =}-)V 
T%J) ^O^/I^^riX} - 2 -^/V^P^a^/V] - 1 -v-^ P^^r^/^^ 

2- [4— {2- (4 — ^ P P -7^=-)^ —5- [N- (^f-jUX/UTfr — jU) 

2- [4— {2- (4 — P P 7x-;l/) —5- [N-^fvU-N- (zc^-yU- 
^/W/J^^/V) 75/] •'^vvl^^v'} - 2-7^071^] — 1 — %/# p 

2- [4- {2- (4 P P —5- [N— (zc^vW^/l^^A') 

-N-^^/VT$/3 •^>'v 5 ^^-drv'} -2-7/^o7i^] - 1 — v"^ p 

2- [4— {2- (4-^na7i = /H -5- [N — cc^/w— N- (^.^/U 
^/l^^/V) T57] '<y^/l't^>') -2-7;l'tP7i=/l'] - 1 — p 

2- [4- {2- (4 P P 7^c=./i^) -5-^ h' 3 f'i<"<>'i?A'* m *f-%'} - 

2 - 7/vtn7i=;v] - 1 — %/9 w>*^*/A>"<\'y<< 5 py—As— 5 — 

2- [4- {2- (4-^DB7i=;V) -5- (N-Tir^/U-N-^ 77 
ntW75 7) 'O'^/H^v'} - 2 y — 1 -iy^ u^^-iy 
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{[2- {4- [2- (4-^ u xiy*.=./V) -5- ( 2 - V t° p y V 
1— ^yi^V-^^v'] - 2-7^tD7i-;W — 1 — P^^>/W< 

2- {4- [2- (4-^nP7x^) -5-^ b ^iS^^iS/^^-is~\ 7 

- 1 — is? u^^ris/V^ > K— A"— 5 f-jUx.XTA'y 
2- {4 - [2- (4 P a ^^^-^) -5— ? Y^-iS^lsi^^^r^is^ 7 

au~;V) - 1 -is? P^drv'/W- 1 H--f ^ 5 -^/I'tfcy^L 

A'- 5 -Jfr/M^BK 

2- (4 -^l/it^^is? ^=->V) -3-'^n^^^ % / [1, 2 
-a] t°y 7 - ^/V^y^xf ;H^f/K 

2 _ (4-^^^U^-=¥^7 3i=yU) -3-^^n^^^;K^y [1, 2 
-a] tf!)i?y-7^*^^ 

2- {4- [2— (4-^071^) — 5— ^ t-^f^yv'/Vt^v'] 7 

- 3 -is? u~.<* is/Is- 3H — f$#V [4, 5-b] t°y^>--6- 

2— {4— [2— ( 4 — ? P P 7^c=./W) —5— W yzfv \f jVp j\s 4 jV) 
^y^/Pt^^] 7i^} -3-v'^o^^/l'-3H-^5^/ [4, 5- 

b] &t>* 

2- {4- [2- (4-^PP7x^) -5- (t°P !J v 5 ^- 1 
^-/^^^^/V^-^v-]^^^^}- 3 -is? n^-^-iSJV- 3H-^f 5^/[4, 
5-b] t°V i?l/- 6-*/^^ Sit^b^SiJ: «3®fitv5t»*3«2 9 

62. 2- {4- [2- (4 - ^ P P7x^;U) -5- ( 4 y fc°^ y 

2- {4- [2- (4 P P 7^~JU) -5-kKP^y^/^V] 
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2- {4- [2- (4 - * P U~7 -5- (>T yzfn fc**o&>W<*-< /U) 

^^v^l^^rv-] 7i-/H - 1 - v-^ P^^^/W^y^f 5 ^y-~;W- 5 

2— {4- [2- (4-^an7x^) -5— (N — y ~?xi tT/U— N — 

^ ^y— 5 &KttU 

2- {4- [2- (4— ? Wy au=.)V) -5- ( 7 ^jUjj/Us^sf )V) ^< 
y^jV^r^r^ 7 *.=-jV} — 1 - n^^v'/W^y-l' 5 PV^-iV— 5 — 

2- {4- [2- (4— $nxi-7x.~)V) -5- (4-p< h^rv^t°-<]J J # 

surf >-m &mi&, 

2— {4- [2- (4— ^nn^^^/P) -5- (3-k Kn^v'T'nf/l/t 

=¥v0 ^^VVl^^vO ^rc^/k} — 1 - */ # P iSA"<>' V % ¥ "J — tV — 

5 

2- {4- [2- (4 — P P -5- ( 2 - t Ko =^v^ h ^tv^) 

-O-v 5 /^^^] - 1 - i/^ P— ^vvW^vy^ $ ^y— /l^- 5 — # 

2- [4- (2-7*n^E— - 2 — 7;U^"P 7i- 

JV\- 1 - P^dr^/WO-y^ 5 5 -*/P^>-^y ^vl^^vVK 

2— [4- {2— (4-^0 0 71^) -S-^bP^yv 5 ;^^} -2 

-^ 7 U^-n - 1 — P^^ri//l^<^y-r 5 ¥V—JV- 5-$/Ut$^ 

2— [4- {5-757-2- (4-^nD7x=;W) ^0"v f /V^-^- —2 

— y/u^ru — i u^^-^y;u^<^y^ § ^y— /u— 5 —jjsv-tfi/ 

2- [4- {2- (4-^pp7i^) -5- (2-^^yfopv ! y-l 

— -tVi-) ^isi/sv^r^ls) — 2.—-? ;v3ru~7 ^=.jv\ — l — p^^ vvi^<>- 

y^f 5 yy— /v— 5 -tj/V'tk^^^^/i^^^t^/v. 
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2- [4- {2- (4 — 9 p a y^^;v) - 5- ( 2 y fc°P V i?y— l 

2- {4- [2- (4 p n y^^/U) -5- ( 4 - y *f-jV\fs< ]) -Jy- 1 
-4 ?vb?vi$=z. /u) ^.y^/v^-^-y^ y^~/u] — l - *s9 P^3f l/zv^yy^ 

2- {4- [5— Tir^/l^-2- (4-^na^o:^/^) ^^vvl-^^V] 7 

2- {4- [2- (4-^DD7*^) - 5- {(4-t Kadr^t^y i?y 

dr^/U^O-y-f 5 ?y— A*— 

2- {4- [2- (4 p a y^^/U) -5- (2-^ h=ari^ h=^v0 ^< 
^vvl^^v'] :7;t~/W - 1 - l/y v^*cl/)\"<l/y 4 % #y—)V— 5 -iJjV 

2- {4— [2- (4-^PP7x^) -5— {2- (2-y h^r^zc)^ 
>» cch=3fi/} ^^■^/i^^-df-v'] y*.=.;v) — l — i/y p^.^ vvwo-yV 5 & 

2- {4- [2- (4-^pd7x^) -5- (>T yyj-jVjj;V7$~;V) ^< 

yi?/is3-*ciy] y z^~/u] — i --yy n^^i/^^yyy * yy—;v— 5 

2- {4- [2- (4 - ^ a D7i^) -5- (2->f^fT/-;l'-4 
— f/V) ^i'i^lo^v'] !7:e=/W - 1 -v^ 5 ?*y—A< 

2- {4- [2— (4 — ^ p n y^^./v) -5— (3, 4-^t Ka^-v'kV 
y 1 — ■<( jvi$=. /u) s<yi?ju3-4?-i/] 7x^;v} — 1 — *yy n^^--y 

;\"<yy<4 % yy—jv— 5 — %;\>-i$y^ 

2- {4— [2- (4-^na7i^) -5— ( 3 - y ^VU- 1 , 2, 4- 

/w^y^r 5 yy— >v- 5 -^/^^^^ *t^±t, 
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2- {4- [2— (4 - ^ P P :7i — /U) -4- (-T yzfn \?JV-)];V^^:4 >V) 

2- {4- [2- (4-^pd7i^) -4- (t°^U vV #/i^— ;u) 
yv 5 ;i't*v'] :7cn=/W — 1 — n^dpvvwO-vV ^ />— 5 — luis 

2 - {4 - [2 — (4-^a P7i^) - 5 - { (1 - t Ka^rv'- 2 - ^ ^ 

2- {4- [2- (4-^nn7x-;H -5- (4, 4 - v 5 ^ ?VV- 2 - 

2- {4- [2- (4-^nn7x=/V) -4- (4-t Kndr^b^y v'y 
- 1 — s( /t-3j/U7$=.jU) ^i/v^U^drV] yzx.=.)V) - 1 - v' ? P ^.^r vvWO 

2- {4 - [2- (4-^PP7i^;V) -4 - {(2-fc Fn^^xf;V) # 

2- {4 — [2- (4 — ^ P P7*^;l/) —4 — {(4-^!)^;Mf^) 
^■=E--f/W ^y^t^v'] y^^;v} — 1 - s/^r u^^riy/u^Z/.yj % 

2- {4— [2- (4 -^pp 7x.=.;U) -4- ( v 5 ^ =f- >V j} ;V 4 ;V) 
^^/k^^i'] 731— /V} — 1 — i-"^ a^v'^yy-l' 5 /k — 5 — id fV 

2- {4- [5- (2-7?yfry^-4-^;i') - 2- (4-^pp^ 

2- {4- [2- (4-^PP7^-/l^) -5- (4-fc KP^v't'^y 
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2- {4- [5- (i^^^/u^jjuy^yf /U) -2- ( 4 - 7 u 7 

2- {4- [5- Wtf-frXtV/^J ;V) -2- ( 3 -7 >Vjrv7 
"O-^/M-^rC] 7x-;V) — 1 — P^drv'/W^y^f 5 ;V— 5 — 77 

2- {4— [2- (5-^nBft7*y-2-f;l/) -5 - ( v 5 ^ 5VV77/1-' 

2- {4- [2-^n^&-5- (5 -*^7U;*-«SMJ-y— )V- ;V) ^yi? 

A^^riX] 7^~J\s) — *ffy'~-si>- 5 sisals 

2- {4- l2-7u^e- 5 - (5-^;i/f7y^-2-^^) ^i^v^ 

2— {4 — [2- (4 - ^ n n ^jcs^I") -5- ( 5 — * *f- )V3r*r^-V— tV— 
^l/*J)V2r*r\/~\ 7^=-;V) — 1 - X2^^-i7jU^<7/4 % #7*— 
JV— 5 — % jVs$Z/%k 

2- {4- [2- (4 - ^ P P 7x^/1/) -5- (5-^;^7/-^-2 

2— {4— [2- (4-^PP7xx;l/) - 5 h 7 /— A"— 5 — -f/U^O' 
v^/U^-de^] 7x = /U} - 1 — ^ n^^rS/VW^;/^ 5 jf-/*- /Is— 5 -77/1^7^ 

2- {4- [5-^pp— 2- (4 -*ST J 7^^/U) *< S^/lo*-* $/] 37 * 

2— {4- [5-^pp— 2— (4-7 h7 7*Wl'-5— {/V7x^) 
vvi^drv-] 7x^;i/} - 1 — %/? v^^-is/u^^y*^ 5 dt/—/v— 5 -#/^#? 
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mmm., 

2- {4- [2- (4-^nn7x=;k) -5- {2- (4 -fc Kndr^Xfc; 0 ^ 
— fyu) ^h^-jx} ^^^^dr-^] - l -S/y a^drv- 

;i^<^yy 5 y*y— /u- 5 -^/UaS^ift 

2- {4- [2- (4-^PP7i=^) -5- bV<JJ — 1 

— fA-) ■'O'vVl'^drv'] — 2 — y/l^u y^~/W — 1 — I/? p ^=3f- 
y-f 5: jfV—As— 5 — jfr/l^^K ftttt, 

2- {4— [3- (4-^Pn^^^/V) -5- ii?*7-A'*A"<*e'(A') ^< 
^^/U^-^r^] -2-7;UtP7x=/H - 1 - -yy u^vdrv'/^W-f 5 yV 

2- {4- [2- (4-? nu7 *.^;V) -5- (N-tKPm^7;) 

y — -5-77 /uy$ ~M.m&, 

2- {4- [2- (4-^oa7x^k) -5- (2, 5 - ^fc Kp - 5 — * 
=3ry-4H-l, 2, 4-tH'77y-;>-3-'f;l') vVV-^-^f f] -2 

-7/^a7x=;i/} — 1 — yy n^^yvw^yy 5 )V— 5 — ^/k^V 

2 - {4 - [2 - (4 - y n n 7x=/U) - 5 - (2-^-^r y - 3 H — 1 , 2 , 
3, 5 -t*tf-7 5?7^ ^- 4 — f/V) ^<> / v ? /^^v'3 -2-7^7 

- 1 -yy p-^yvwo-yy ^ ^y— /u— 5 -^/u^^^ *&^±&, 

2- {4- [2- (4-^PP7xx;V) -5- (2, Kn-5-t 
^y-4H-l, 2, 4-f7^7^^-3-^yV) ^y^t^yj -2- 
:7/i/>}-n 7 — l -yy p^^yvi^iyyy 5 yy—su- 5 -#,pj!j?yg£ 

<cflIL F*?C «aiDL > 

2- {4- [2- (4 - y n D7x=;u) -5- (y^ o^P If;!/*;^^^ 
yv) ^yy/W-^y] — 2 — y/u-^-n y — 1 — yy p^3ry/i~<yyy 

5; yy— jv- 5 -j&Aoj^Bfe ittSftttu 

2- {4- [2- (4-^PP7x-;i') - 5- (^^D^fy^/^^^/v) 
^iyyVM-^f-y] -2-7;l/tP7x^;l/} -l-v-7 n-~-^r y/U^^yy 5 ? 
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2— { 4 — [2- n -7^=.jV) - 5 - ( t e r t — -ff-frlJ A** 1 *: 

<< >v°) ^i/V'ivJr^r*/] — 2 -7/vtn7i-;i'} — 1 — is 9 a^^r'W^y/ 

2- {4- [2- (4-^ a a 7^=^) -5- (-f y^f^/w^^/k) 

2 - {4 - [2 - (4-^n a ^^^/V) - 5 - {( 1 - t Kp*^p^- 

2- {4- [2- (4 - a D7x-;i/) -5- h ^i^/W^^f /W ^ 

2- {4- [2- (4-^nn7x^) -5 - {(2, Kn^^7n 
tVv) #/w^>f/W ^^vvi^^rv-] — 2 - 7^tP7 cn~/W — 1— i/9u 

2- {4- [2- (4-^aP7x^/V) -5- (N - rc^-yu- N - ^ 
/W<*-tf/lO '<y^^v'] -2-7/^P7xr:;l'} — 1 — */# a 

2- {4- [2- (4-^CP7x^) -5- (N-^f^-N-7°P^ 

2- {4- [2- (4-^PD7x^;k) -5- (N-^y7°P tfVV— N — .?< 

2- {4- [2- (4-^PP7x=;V) -5- (2, 6 — ;* ^VU fc>< !J v 5 
^— 1 --T/k^/U^— ;V) ^isitAsit^is] - 2 — 7 ^^/U} - 1 —iy 

2- {4- [5- (r/^vl^/W**^ -2- (4 — n ^7^^) -i^ 
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2- {4- [2- (4 P P 7x=-/V) - 5- (/D fc'/l^/W^-i' A-) ^< 
l^V'iVHr^r'y^ — 2,-7 jVftW? — 1 — */9 P^df- W^y)/-< 5: ^y* 

2- {4- [2- (4-^op7i^) -5 - (^^Vl^/W^^/l^) ^<ls 
i^/^^v-] — 2 -yyt^P 71^} - 1 - i/^ n^^rv'My/'f - 
)V- 5 

2- {4- [2- (4-^cn7i^) -5 - { (v^ ^/V*;^^ ^) T 

2- {4- [2- (4 -y P B y^—AO -5 - {(^/l'*!];*/^^) T 
'<^v i ;i't^v'] -2-7;i/tn7i=;>} — 1 — w^^^/jv^y^/ 

2 - { 4 — [2- (4 — y P n7x^;U) -5~!) W K^^^t^v'] — 
2 - y/U^P y^— /W - 1 - P^^vVWO-yV % 5 -*/U7j? 

2- {4- [2- (4 nny^c^) - 5- {(^^Vl^/W^-fVk) 75 
J) '<yv > /l/t^v'] - 2 -y/l^P -7x.=./U} - 1 - %/# P^^v-z^^i/^r 

2 - {4 - [2 - (4-^P P - 5 - { (-f y^P \£>Vj} )V) 

T%; \ ^S%>}\/Jr3c\/~\ - 2 —7)V3ru — 1 -> >y P^dr^/WO- 

y-f 5 ^y— ^- 5 -#/V^y^ 

2- {4- [2- (3, 4-i?7;l/tP7x=yl') -5- (t' yy°P tT/l^*yV 
/•s^-^/u) '^s^jj-^F-s/J -2-7;i'tn7ir:;i'} — 1 — %/? p~.^>vi~< 

^y-Y $ yy—ju- 5 -*^tj?^^ n 

2- {4- [2- (2, 4-v?7^tP7i^;V) -5- W y7°P t>*;k 
^^E-f/U) ^VvVl^^v'] -2-7/l'tP7i^;l'} — 1 — \/7 u^3ci//l^< 
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2- {4- [2- (3, 5-^^DP7x^) -5 - (>f y^P ^yW'? 
2- {4- [2- (3-^ Pn-4-7/^a^^n/v) -5- Wy^nt' 

vvw^y-f $ ^y— ^- 5 -jj^-tfi/m 

2— {4 - [2- (3, 4 - v?^ P P :7^=^) —5- Wy/dtVU*^ 
/W ^^vvt^^i'] -2-7;^B7i=;P} — 1 — v';? P^=¥ vvl^:>" 

2- {4— [2- (4-^DP-2-7/Vtn7*r:;l/) -5- (-* y^P t° 

^/w<^y^ 5 ^y— /v- 5 -*/i^7j?^» i«i£ % 

2- {4— [2- (4-^PD-2-7;l^tn7x=/V) -5 - (fcTP U Vis 

2— {4- [2- (4 — ^ P P - 3 —yjVUsru 17 j;— ;V) -5- (t°n!)^y 
- 1 /U%/l>tf~/U) ^^-^yu^-^r^] — 2-7;^P7i^;l'} — 

2- {4- [2- (4-^BP-3-7/^P7i-;l/) -5- Wy/nf 

2- {4- [2- {4- (^f-z^f-yt) 7*.=-;v) -5- (2-t^yifa!) 
v^- 1 — >f/u) -< -2-7;UtP7 3:^v} -l-ixyp^dr 

2- {4 - [2- {4- (*<f-)\s^Hr) 7i-;W} -5- y/n f/l^A- 
/^-Y /k) ^i^/I^^-^] -2-7;VtP7i-;l'} -l-y^P^i/;K 

yy^c 5: ^y— yv- 5 mmm.. 

2— {4 - [4-ypp-2- (4-^PP7i^) —5- (l, 1 - 

*v<< yfjy y 2-4 su) ^o-^v^-^v] -2-7/^p7x=;h 
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2- {4- [4-^pp-2— (4-^pp^^^/U) -5 - (2 — t^y f 
oyv'y-l-^/l') ^^vVl^^ri"] -2-7/>tn7i^/W -1— v^P 

2- {4- [2- (4-^0Q7x^) -5- (-< V VAsT 5 > XtV-fo 

2- {4- [2- (4-^nn7i=/V) -5- (>M ^Vl^/W^-f /U) ^< 
y^t^E-V] -2-7/^n7x^/W - 1 -v^ P^^^/^^y^f $ yy 

2- {4- [2- (4-;?nP7x=;v) -5- ( 4 - t K P V fcT^ U v 5 ^ 

- 1 — <iA'AA'&~ M ^IsiffrX-Zc^l -2-7;l/to7i=/l') — l—UP 
u^isTA^^yj 5^y— ^- 5-*/u#^« 

2- {4 - [2— (4-^PP7^^/W) -5- Wy7°nf;^;W^/l/) 
^i/v^i^drv-] -2-7;i/to7x=;H — l -V^ p^X<?vw<:/y>f 3: ^ 

2- {4- [2- (4-^nn7s^) -5- W 7/o lf;^;W^/f;V) 
2- {4- [2- (4-i?PP^^=/^) - 5- {-J^^JV^JJV/^^ JV) 

2- {4- [2- (4 P P -5- (4-kKB^^9^ 

- 1 — << /l^A-jtf— yk) ^V^^-i/] :7;xv^/W - 1 — P^V^vW*!' 

^5^-/v-5-^y|6 mifc^ 

2- {4- [2- (4-?op7i-;v) -5- (^y^nf^/w^^) 
^j/vM^^v'] ^^^^} - l- (fh7t Knftlf7y-4-'f^) 

2- {4- [2- (4 — ^ n P 7i- /W) -5- ( tfP V 1 — -f 
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2- {4- [2- (4-^aa7x^;l') - 5- (/f y7*n k>*;W^^;i/) 
-<^^/V^-dfv^] - 2 -7;^n :7^^/y} -1- (f h7t Fafttf^y- 

2- {4- [2- (4-7nP7x=;i/) -5- (2~t^y fn y i?y- i 
— -fA') -^y^A^^i'] -2-^/1^^-13 7 31^^} -1- (7F7tKnft 

hf^^- 4 --ta) ^i^y-f /v- 5 -jj^Tg^m ffi.m&, 

2- {4- [2- U VZ7 =.=-/U) -5- W y^P tfyl^^/W^^^f )V) 

/v-5-7j^^^ m.m&, 

2- {4- [2- (4 n p ^^^/l-) -5- ( fc°P y 1 ;V 

$ #V^)V- 5 -#/i^:/^ s 

2- {4- [2- (4-^nn7x=;I/) -5- (2-^5^/1)^-2-^ 
AO 'iy^t^v'] -2-7;^n7i-/H — 1 — D^WKyy^ 
5: — 5 

2- {4- [2- (4 p p 37 j:^A) -5- 
-3--fA) -<^-^A^-driX] -2-7/VtP7x^/V} - 1 - ^ P ^A 
^yy-f 5 A- 5 -#A^^ 

2- {4- [2- (4-^oo7i^V) -5- ( 2 y 3; ij i?;/ 
-1--TA) ^^^A^-=¥i/] -2-7;i'ta7i=;i'| - l - -y^ p %/>v 

2- {4- [2- (4 - ^ n P7x=;l/) -5- (2-$-*c-f-yy I/- 2-4 

at 5; y ) v^a^-^v-] -2-7^071-^} — 1 — ^y^ p^^>7w< 
yy-T $^/-A- 5 -yjA^v^ z:m^±t; 

2- {4 - [{2- ^•ATJA/^^-i'/k) b^rv-} p<^/iy] -4 - (4 

-7;^p7x-;v) f 7^ — A— 5 — -< /y} h^y] 7^=/v} -i->y>7 

P^dr^W<yyV 5 *f y*' — A— 5 -#A#^ Jt^±i:, 
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2 - {4 - [{4- (4 - -yjVUr U~7x. =^/V) - 2 - (4-fc Ko^rv- y 5? 
2- {4- [{4- (4-7/U^-t3 7ji=/^) -2- [(^/W^^/l^ h^i/) 
2- {4 - [{4- (4--7/V^-n^a:=^) -2- (^f /V*;W^^f;l/) ^ 

/w<^y-r % yv—zv- 5 -x/istfi/m. 

2- {4- [{4- (Al-~7 )Vj>srV7 x-z=-jV) -2- { ( 2 - t: Kn 3i-Z/3U<f-/v) 

2- {4- [{2- (4 --JJVJrU -7x.—/V) -5- ( S? * ^/Ujj/Us^sf ;U) 
=f-3r-? 3 — 4 A>) ^ h^vO — 2 -7/i^tn7i = ;i') — 1 —W P^^f 

2- {4 - [{2- (4-^/^^-13^^^^) -5 - (>C y^n try^/Wx^>f 
fls) ft7x>- 3 — -f/l'} ^ h^iX] - 2 - 7;l/to7x=/V} -l-i^yp 

2- {4- [{2- (4-7;^P7i^) -5- (4 — t Kb^^IJ^P?? 

^^/H - 1 n^dr^/^^y^r 5 ^y— /u— ^-u/v^m m.m^ 

2- {4- [2- (4-^aP7x-/U) -5- (v> JV) ^< 

1/ is] — 2 —yjv^ru y^—ju) - l -v^ u^.^--y/u- 5 h 7 V 

—)\->- 5 -^r/^^y-r ? ^y—/K 

2— {4 — [2— (4-*;V##^7x-/l') 
— 2 — 7x-;U} — 1 — S^y P^^rv'^- 5 — 7 1 h 7 y— yU— 5 — -tf /U 

2- {4- [2- (4-^0P7i=;i') - 5- (<<y7p^;^^/i/) 
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